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t *> fcgfias** lt t> i v ^mmMmmzBtft l 

r 2 liHHW-isasiiFffc ± v y «, less**** lt 
^-ri>j;^-#a*a»^^LT^T4>j:^] -cms 

2 ) Y**£|f commit l ^v-> L 6 ^x^-t-tib 0 , 

r 1 is «t t/R 2 4 £ttH3r o-c^Rw^i fctiaaa 



St&SBtWf-k fc icfi$«£* LTV^Tt> =fcv ^-irM« 

Ttiv^mriei ) taa^j ; 

1 is J: V'R 2 T^£ KM* * * LT v ^T 1 1 v tfMbfc 
sss^fima £ * t T V ^T t i V >Ci - 6 TA** )VX*fo 4 m 
IB 2) fBRaftl; 

4 ) AriT*3iX-S>Sl#»\ Kfl6^^Ll4(?)# 

«fcs* iz\m&&m&%&mstftdsttth * stria 1 ) 

5 ) Ari ■c*SFft4nr*a66 i . m*^6 l 1 4 
aw* fcttii^a6J^*KR^aR*< 2 * fcta 3 «* 

6 ) Ar 1 z'^zfi&immfiK vmw.e> ^l 1 4 ojp. 

7 ) Ar 1 **. 7\d^>-M-? ; — be? ; C^jT^l^yy 
; ^n^y-ffcSfrcvvci, J^Ci-sT*;^^ ; t 

qg.gS^nT/Wf^ ; ^n^":Wt$fiTV>Tl> iV^.g 

f-^- ; fc Fn^fS^ ; am»Sr*LT^-Ci j;V^C 7 _ 19 T 
7JU*}U**>> ; E&*£*LTVvri>«fcV*C6-i4TU 

; T$y ; t/-C!_ 6 T^WSy ; 
Cj.gT^^TSy ; K&*ST*LTVvt£> <£< , 
-tr>aii: M^- LT ^X i> J: V ^ L7HI&«S«T 5 

y ; wmm^Lx^x^^s^umw^mmm 

; ; fiiV^y ; BJftS^LTV^Tfc i 

^c 6 - 14 TU-;t—*;k^-^ ; Effc££*LTWct> 
il^^nT'J^-^/W^^^ ; a^S5r*LT^ 

%}V-#~)V ; .AU^Wt^ftTVVtk ifsCi.sT^/t' 
-*;ksf?df1fS F ; WME**UTt^Tt> ±V^. 14 T 
U— ^-^r^^S F ; gj&S&^TLTWC&cfcVM: 
7 - 19 77;W- F ; B^2rfl"LT^T 

itk^&wmmm-Ajm^s. f ; n- 

fl" LT V ^T i V ^Cg _ j 4 T 'J —)V—?i)V^~JV ) -N-C 
i- 6 T;WTSy ; S^***LTv^Tt)iv-.c 6 _ 14 r 
'J-^TS y*M-;l/TS/ ; a*S^^"LT^Tt 
J;v^c 6 - 14 T l J-;PX;^-7ixrsy ; aJSs^^WLT 

V ; #/U#^-Ci- 6 T/Mr/l' ; Ci-sT^rj^^-^/P 
^-Cj.jm^ ; B^a&WLT^TtiV^C 
7 - 19 75;W ; ^#l^a»3Ei- c 1 _ 6 r;i^3#>' ; is 

^"LTv^Tt i^7i- t"7i-'j;K 7i-/l/- 
ey^'/K 7i-;t/-7y/K 7x^-<yw/ 
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^^^-/I^&SfutB 1 ) §E*W)M ; S2«T*SlrlE 1 ) BtttfflFJ ; 

8) Ari*\ ^V, t»UWLtMtiJ:^C 6 _ 14 r 10) X# CONRSc . NR8-CO-. -CH = C 

tKn^fy, C 7 _ ig r5;^;^^r>—*;^ H-CONR 8c -i/^{±-S0 2 NR 8c - (R 8c (i7K«M 

fiili«±2iliLTv^tj;^txyy-;K b 0 ^ ffl ; 

^S^/K euyy^/K S^bKoeU^ifcfi-rb 1 1 ) Ys^^Nny^tS^TV^fcctV^flfcoCi-e^Hi 

9bKnt»J is)VX"h h HfE 1 ) IBtt^ffl ; ^fWc*aFC* 4 tliB 1 ) IBffi^M ; 

9) XfeiVY^SiiS^^JR^Rl^r^Le^ 12) Ar^ 
^f— #\ -0-. -S-. -CO-. -SO-. —SO Ut3 0 ] 

CO). CX?>. Cq (X?). 

4^t4fi«gR*3jtf )t?*S*i.4«frft4|}iBl ) K < k i> lmtLkk *«»-&*rt£T&4BDE ; 

1 3 ) RiisiW^Sil^ifc^amSSr^rLTV^T [-ft 3 1 3 

M?kt»£3&\t*L8mtmx9mm*fBi£r&wm Ar 1 x' — Ar' — y—n^ <r) 

l ) sffleffl ; : .. r 2 . • ' 

14) ^ 7->MMfr)V^y fcjBEW-40e*co^B6 ■ ^ 

i 5 ) ibss!e<5>t-r& ■ isagwcaififiE 1 ) aea^ffl ; ah tiasi££*LT wc t ± ; a 

1 6 ) m&mm?t>&m& 1 ) iaa«^j ; r - fifiifiit«^tuv)t t> 

4 <^^£^-r) -testis gi£ ; x - i±-co i.^^mmmmmzmftZLz^z *> «t < , R^mts-rs 

NR Sc — , -NR8=CO-, -CH = CH-CONR3=- SfgM'ffc J: £ t tS^SSr* LT i> i. Vv£ 

/Hf^*sH-> * ; Y^^m<om^i.i^Leco^ o 2 nh Ar *<i«i.aH)aESf^r 

fcf4«ia**tTV^Tt> iV^flak*K&^t*», R 1 [^3 3 ] 



0 ; x 1S-CONH-, 4>-3Ar '^Xyy't^y, 

b Fn<yX^t/-;l/Jt(J:f hyh Fo^yXt 

T V vr £> ± ^ t" 7 x — U ;kf=5r V * ] T*t § fx. h it&lfc 
{tztzL. N- [2- (N, N-y7f;l/75 7) 



/L-- 6 — f r 7 'J —)V ] -4-h'7x-"J )Vi])\si£**r 
S K&i< ) ; 
19)* 
[ft3 4] 
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Ar'-X'^h J =R— Y — N 



V 



cr-D 



l±*B^±fc(iza»&* ; nlil2rHL4tf> 

Kf&£ ; X " {i-CONR 8c -, -WCO-%1zl$- 
CH = CH-CONR8=- (R 8c <i^<3gig-f i^:(4Ci- 6 

^-tf— £ ; R 1 ^ iWtilSI— *Jt(±M^-3T**^ 

r 1 tR 2 tmm-t&wmm.^ t ucmis^lt 

t i ir )-»SS1HHR& 7FM LT V ^X t> i < . R 2 (iBWrt" 



R 2 1 UBfflH-iffiSB^-i: t> 
w§rM*I»8MM LX l ■> 
Miai 9 ) fcHa»£Sr$- 

2 1 ) Ari^flHHIt^rfCV 

-g>tfria2 o ) iBa^k-^ft; 

2 2 ) 3ft 
[ft3 7] 



Ar — CONH 



m&mmtTFctfr* r 1 t 
] T*$fLi>iffiai 9 ) la 



Ar'— X' 




Y— N 



V 



(l'-3) 



{i:l3rV->L4<?)KiSc£ ; x " (±-c onrsc - , -nrsc 

CO-i/di-CH = CH-CONR 8<: - (RSc(^ 



Ar'— CONH^f 



Lift*. wnkiSRHm-itzim^-ox tmm^ t tz 

l±W&m*HLX^Xi> £\*BMbi&m*7FrtiP* R 1 b 

mis.2 2 ) traaaissrr. ] testis mita2 2 > 1a 

2 4 ) Ar' Wmj&Mtt It^tiil ^waET* 
0. R'fciWt^SaSIlSSrfl-Ltv^tJ:^! 



[ft3 5] 




(fcfc'U N- [2- (N, N-y^f^TSy) -*f- 
^-6-fN5'J-;H -4-b'7x-y )Vi])VK$c*T 

20)5? 

:it3 6] 




Y— N 



V 



(l"-2) 



COM^m 1 =3: V> L 6 (50X^—9-- Sr ; R 1 i W {i|5l— 

± fc*±»Sf t ^mm^ & tzimwmzm t x ^x %> i 
^jfcfc**s£js-r*\ r 1 b^timm-f^mmw^b 
itizwMmz^Lx^xh^-smmmmmzmf&Lx 
^x%>£<. RHmm-t&mmm^F&i.mttiiizm 

mm LX V vf t i V vftfiBR«£g|I£jgj£ LT we t 
[ft3 8] 




N — [2- (N, N-y^f^TS/) J*?-;!/— 6— r 
N7'J-;l/] -4-h*7i-'J;W^t5 
< ) 4fcli*0>«; 
23)^ 
[^3 9] 




'v.. 



CI" -43 



iwmm-tfiwmmz^ lx v ->x «t _ „ r^^-c* 

4HIB2 3> IBKOftl^J; 



25) 
[^4 0 ] 
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(I'-S) 



" t±-CONR8c-, -NR 8c CO-^fc(±-CH = CH 

-conr 8c - (R 8 °{i*3!iJS J F-*fe{4c 1 . 6 r;i'^f;^ 
srr ) * ; YH±mcom z m. 1 *v > u 6 coxi-y— 



Ar — COMH- 




[ft4 1 ] 




2 6)3$ 
[-fC4 2 ] 



V 



(I '-6) 



[ ^ , Ri *j i l^R 2 H B— 4 fc Ji#i& o T **M^ 4 
tiS&*£*l/Ovck j;v^-fbK**$-^*\ R 1 1 

r 2 t imm-t zmmm^t t test** * lx i t> <t 

H0IB2 5 ) fc^S***-*-. ] T"f!l£fx£fjtB2 5 ) IB 



Ar'-X'-H 




2 7 ) Ari£*BJ&S£*LT^TfcJ:V^§ : #m*T'& 

£1utB2 6 ) iBtfcWit.^ ; 
[^4 3 ] 



Y — N 



V 



CI' -7) 



" (i-CONR 8c -, -nr 8c co-, -ch = ch-c 
ONR 8c -t/t{i-S0 2 NR 8c - (RScJi/kfRJin^fc 

TV^T«>J:V^9BM»IHS*jaSU , CV^fcJ:<. R 2 (4 

mm- h mmm^a £Wk ti> izwm&^Lx^x 
^x^mmmmmzBrnLx^xit^K 4>t, * 

[ft4 4] 




fit. X'#-CONH-T*«tl. AriiiBM** 

29) ^ 
Ht4 5] 




(I ' -8) 



'li-CONR 8c -, -NR 8c CO-, -CH = CH-C 
ONR^-Jfdi-S0 2 NRSc - (R Sc (i7k*fi^4^ 
(SCx-sT^/l'^^-r) Sr ; Yti±»<7)Jifflft 1 =5rV*L 

4 * t x v^x t> x v ^mtAmmik^ 

-fti\ Ri tR 2 tiiPSitSlfSftttliS^tL 
[^4 6] 

CO 

30)5*; 
[^4 7 ] 
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(l'-9) 



" t±-CONR8c -, -NR8=CO-, -CH = CH-C 
O NR 8 c - S fcii- S O 2 NR 8 c - (R 8c 
{iCi-gT^^Sr^-r) £ ; YliiMcOlifflftlfc^l, 

r 1 tR 2 fc imm-r&m.mm? 1 *> team*** t 
«» £^n?wmmmmzm®.Lx\^xt>£i<\ £fz, ^ 

[ft4 8] 




31)S 
[ft4 9] 




(l'-10) 



"|j-CONR 8c -, -NR 8c CO- ; -CH = CH-C 
O NR 8 c - £ tz M ~ S O 2 NR 8 c - (R 8c ti*f£JSH^ >t 

6£0X^--tf-£ ; Rife ±t/R 2 <2|H|— itlJ^ot 

tx^x^x^smmmm^mtx^xh^K, r 2 
xi>i^mmmmm^mLx^xi>i^ a ttz. & 

[ft5 0] 

CO 

H 

; 

3 2 ) MIBl 8 ) . 19). 22), 25). 26). 
28) , 29) , 30) *fc(43 1 ) ^^f^ltie 



3 3 ) f?f S 1 8 ) . 19). 22). 25). 26). 
28), 29), 30) tfzl±3 1 ) <0Vvf ftfrl 

34 ) N-[2-(N,N-y^f;k7S 7)^f;l/-6-f b7'J 

(4 b^^tr^x— fAO #/)^^ 

5 F ; 4'-7/^n-N-(6-((N > N-y7f;I/7Sy)^ 
?7 W -7 -2-^ 7 y* U — /W [l,l'-b'7x« 
;F]-4-#/Ftf^t^5 F ; 4'-y;^n-N-[6-(l-b°^U 
~;by< ?^)-7, 8-^b F ^ [1 , 1 ' -b 7 

x-;W-4-#/l^^$ F ; 4'-7/M-n-N-(6-[(N, 
N-yy^/FTS y)^^;W-5,6,7,8-r-b^b Ho-2- 
;W[l,l'-b*7x— ;W-4-*;P^if5 F ; 
(+)-4'-7;^n-N-(6-((N ; N-y^W5y)^f 
;W-5,6,7,8-fb5t ^n-2-t7^1/-/i/) [l,l'-t*7 
x— ;M-4-#/pjJ^if5 F ; (-)-4'-7;M-n-N-[6- 
[ ( N , N-i? * ^)VT 5 y ) X *M -5 , 6 , 7 , 8-t- h 7 b F 
u-2-^ y ^ [l , r - b^ x — /F] -4-# ;t^^ 5 

F ; 4'-^on-N-(3-((N, N-y7 y)^f /W 

-2H-^ y-7— f ;W [1,1' -t'"7 x— AO -4-#;F#"3^ 
5 F ; 4'-y;b^-o-N-[6-(l-b°o U y-/Fy< ^;F) -7,8- 
yb Fn -2~i~ 7 9 V -/F] (l,l'-b7x-M-H/^ 
3Mf 5 F ; N-[3-[(^^;bTSy)^^;W-2H-^n^ 
y-7- no -4 ' - y /M - n(l.l'-t'7x — /W -A- A )V 
^5 F ; 4'-?nn-N-(3-((y^WSy)^f/W-3 > 
4- fyb Fo -2H- >-7-f /I/](l.l'-b*7x -/F] -4- 
#;t^3^$ F ; 6-(4-^ b^y7x^W-N-(5-^f/^ 
-6- ( 1 - b° o 'J ^ ~ /k* -7 , 8- V b F U-2-^ 7 ^ k 
-;t/)^af>-7S F ; 4'-?no-N-(7-((y^f^7S 
y ) A -5 , 6-i^b F 7 U -M (Ll'-b^x 
~/F]-4-#/Ftf'^-$ F ; 4-(4-^nn7x -N- [6- 
(l-b° n U Sy ^;F^ ^;F) -7 , 8- b F u-2-i~ y ?U~ 
;W-3,6-^b Fn-l(2H)-b°y^>^4f^5 F ; N- 
[6- ( ( V* 757)^ -7 ,8-ybFn -2-^ 7 ^ 
V~)V] -4- (4-7 ;F^fu y x -l-b 0 ^. U y>*/^ 
^5 F ; 4-(4-^ h^y7x-;W-N-[6-(l-b°n>Jy 
^;b^ fvW -5-^ ^;F-7 , 8- yb F 7 ^ !✓ ^;F] - 
1-b^U y>>^/F^-^5 F ; 4'-y/P^n-N-(6-[2-(l 
-tn'J sy— ;W x^;b]-7, 8-^"b F 7^1^ ~/F) 

(l,r-b7x^t/)-4-7);l/^fS F ; 4'-?no-N-(6 
- [2- (l-bn U y^^/b) xfv W -7 ,8-ybFn -2-^ 7 ? 
V—)V) [1 , 1' -b> x -;b] -4-^;b^^ 5 F ; 4'-?n 
n-N- [2- [ ( £y y< 757)^ f-; W -3 J-ybHo -2H- 
1 , 4-^ y M [1 , 1 ' - b 7 x - )V] -4-* 
;I/*^y7S F ; 4-(4-y< h^y7x^)-N-(5r^f;P 
-6- (1-bnU y-/Py -7 ; 8-yb F n-2-^ 7 ^ p 
^)-l-bX»Jy>^;^y7 5 F ; 4-(4-?on7 
x ~)V) -N- [6- [ (4-^ ^/l-l-b'^ y z/~)V) * -7, 8 
-ybFn-2-t7^1/ -;b) -l-bX'Jy>;) ;P rf«f ^ T 
5 F ; 4'-^nn-N-(2-[(y^f^7iy)^f;H-lH- 
-fyf f ;W(i,r-t*7x-;W -A- % )V ^y7S 



(13) Jf#U2 0 0 2-3 3 7 0 < P2 0 0 2-3 3pO= 



h" ; 4'-7;^n-N-[2-(l-h°ny^;k^^;W-3,4-> :; 
b Vu-ZH-lA-^yX^-y-i/y-trA )V) (l,l'-h'7s 
-/kM-^/I^fy-TS K ; 4'-7;l-:tn-N-[5-y^/k- 
6-[ (4-^ -f/L-l-b^? y'— ;W y ;W -7, 8-y'b F u-2 
- 1 7 ^ l/-;H [1 , 1 ' - b"7 x -;H -4-* M^f y T S 
h' ; 4'-ynn-N-(5-yifyi^-6-[(4-y^;k-l-b^y' 
-/W y f-;W-7, 8-3/ 1 H u-2-1-7 [1,1' -b* 

7x-;H-4-*/Pt^y7S H ; i fcli4-(4-^nn7 
x -N- (5-y [ (4-y ^;P~l- b^5 ^— ;W y 
-7, 8-^'b H u-2-f-y 9 V—)V\-\-V<* U ^>7^ 
W^fyTS H ; -C**l9iB 1 8 ) EttOflteft ; =5rfc" 

[0 0 08] AriT^SfLS rH&££*L"Ovci> J: 
l^ttaSj (ciSftS r^«*j £LT(4. 5r#®lS. # 

^mwm.^mm, im^mmnmz: t't>m? t> 

tih„ ;;t. r^jaij t LT(4. W£(f, 

tit. mmmftmm&iL ltj4, tma&r8m*t>& 
m. [ mm&%^mi ttxte. muf^y^ym. 5t 

[0009] fc(i6H3?#^a*iij LT(4, W 

iff, jBRM-^fiw-tffiita^. mmm?&£tm&m 

=F *»^atr*i4 A.-rnK-?l«ELh («i (4\ l~3ffl) * 
*tr 5S fcltt53F«fgflSR9II*: if j^W Afrfft 
(~(4, W7iy, ^^y, bo— /k ^f$yy— ;K 

b°5V"-;K f7/-/k -TYf-Ty— /K ^-fy — 

/k v^^vwk byyy. b5^>. eus^' 
>\ eyr-/*y s ;K 1,3,4-tT 

^■^^TV— ;K l,2,4-f7y'7y-;K 1,3,4-^7" 

[0010] r^at^^ftKSj coMfoMt LT(4. y 
x— /K 2-£jt(43-?-x.=.;K 2-,3-4/i(44-by 
i^K 2-Jtii3-7»J;k 2-,4-t/S(±5-f-TV*U 
/K 2-,4-i^{S5-^-d f --9-V" l J^, l-3-ife(44- 
b^VU^K 2-t"7y-^, 2-. 4-Si^{i5-bUS 
^-/K l-,2-i^:(i3-f n>J;K l-,2-irt>{±4- 
-fS^VJ;K 3-£fc(44-t , y?'s^=7K 3— -fVf- 

rvu/K s-^y^^rt/'j/K i,2,4-^tyT/ 

— /P— 5— -f /K l,2,4-^ty'7V"-;V-3-4;^ 
[0011] r^-^#^j t LT«4. 

mmz^-t, %% m^m^mmi t l-c«4, 
uy. Tyvy^y^&KZtfmf hti& « 



[ o o i 2 ] k m^m^mmmmmi t lxh. 

Mf^^limS^foMfS: lllJiLh (M i tf . 1 -4 
ffl) £ #09%-*, * L14M „ jff & L < i£9£ ^{ilOScom^- 

^#Kffi«JSj w*#;(5ijfcLTi4. ^yv'yyy. ^y 

;K ^yX4Vf7'/-;k t7M2,3-b)ft7i 

7ityh l Jy>, 7xyf7y'y« 7x7Wy 

7^5y>. -^7^yi>>. ^-rvvy. yyso 
y, fi)ir\y—iv, /3-%)V#vy, TWJy. 7i 

I.. 

[0013] r|i^«|@Ej ^**fi»Jk LT«4. 1- 
; 2-t7f^ ; 2-, 3- ,4-, 5-4^(48-^ 
y V)V ; l-,3-,4-,5-,6-,7-4^{48--f V^y 'J 
; l-,2-,3-.4-,5-,6-4*:{i7— y HU;P ; 1 
-,2-,4-i^«45--4 , V-4' yK'J/P ; l-,5-*^{46 
-y9y-J—)V ; 2-,3-t?t{45-^fy^ l J— ; 2 
-,3-,4-,5-i^t46-^yy"79-7P ; 2-,4-,5- 

S^{46-<yy>yy"y;k ; i-,2-,4-,5-*fc(46 

-KyX-f SyVJ/l- ; l-,2-,3-£fcti4-:7/M-l' 
[0014] rim^SIlj (4. 2«£Lh(#a L< 

(42* tzmim co^mm^m^xwm lx^x, 

y. i-y^uy^b') HXV^^Liomm £ L<{45 

4 *; (46 s ) ^mmmmmfr t> w&ixh 2 4 tz mm <&& 

L < (4241) T-ffMSix^^il*^^ f'^'W^ix 
S. 3S^Bfe-^*£0»4Lv^!l: LTJ4, mnf^y-t* 
-h7^i/y, b°y^>. t'JSyy, ft7xy, 
75y, f7V- w yf7/- ^t^yy— 
y^+J-y-zK i,2,4-7j-^^ry-;i^. 1,3,4- 

^t^7V- l,2,4-f7y'7y-;l/, 1,3, 4-f- 

7y7V-;i/. ^y^yyy. -fyp— ;k 

<yyf^7xy, ^.yx'^-^-fy— ^yy'fyy 
—)V . ^ y y y y y t$ 1 tf f n ^>aS(f & 2 4 
(43ffl«^#S5&^=3rS^#i«^4*^WfeixS . 
[0015] r^jjt^ss^j «M#:Mt LTi4. 2 
-,3-i/;f±4-b*7£- 1 J;i/ ; 3-(i-t7f;i/)-i, 
2,4-^^fy'7y- )V-5-4)V ; 3- (2-y^f-;P) - 
l,2,4-^ty*7y-^-5-^;l- ; 3-(2-^yy"7 
7-;i/)-i,2,4-^ty'7y-^-5-4;i ; 3-7 x 
-^-l,2,4-t^ty7y-;l'-5-4^ ; 3- (2-^ 
yX^-^fty y ;H -l , 2, 4- ^tyYV-^-s - 
;P ; 3-(3-^y Yy)V)-\,2A-**-WTY—JV-5 
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)V-5-4>V ; A-7 x.-)V^TY~)l-2-4 )V ; 4- (2 

-<yy'77-;L')frV-;P-2-^;i/ ; 4-7i-;i- 

-1,3-^^7—^-5-^^ ; 5-7i-^--f 
TV-;l/-4-^;l/ ; 5-7 *—}V**r^f—)V-2-4 
)V ; 4-(2-fI-lH7i-f ; 4-(3-fI-^)7i 
-/I- ; 3- (3- b 'J ;yrW) 7i~;l-;4- (3- b "J 7 
x^L/P ; 6-7i^-3-U'Jy^ ; 5-7x-/H, 
3,4-^ H fy7V'-;l/-2-^f;l/ ; 4-(2— ^7f;W7 
x— /l- ; 4-(2-^yy"7 7-/W7i-/l'; 4,4' -t-,/1- 
7x-* ; 5 - 7i-/V- 2 - b 'J ;y/U ; 2 - 7i-^ 
- 5 - 1° U 5 ^— /I/ ; 4-(4-t°Ui»)7x— ; 2 
-7s-^-l,3-^tVWH5-^^ ; 2,4-^7 
x-/k-l,3-^Yy'-/P-5--f/l' ; 3-7i-/l/- 
-f y^-^rirV— f\s-5-4)V ; 5-7x-/l/-2-7'J 
;|/;4-(2-7iJW7x-/k 3- b 

[ 0 0 1 6 ] WULfc r 7?#l£Sj «&#>T"£>, rj^ 

»6*^u 1 4 cornet tz\,mfe&w&%mmBite*. 
1 4to#^4fci±»^abie»si)aRflaJc«36*2 4*: 

^HWfcgfeVvtai (iff* L<(i2-,3-4fcIi4-U7x 
-U;l- ; 4,4'-f;l'7x-;^i:') j i>±t/ r^|g|5r6 

4 commit fzim^m^^m&ti&mt 

-7i — /y-3- b 'J y/K 5 - 7 1 -/I— 2 — t°y ^ 
/t^Sri: ) j 

[0017] r^jjfSlSSttKflaWiaij t ft 
t { s'c 3 . 8 y a r/i^ ;p „ c 3 - 8 ^ y a r ;i^y--/i^ 

Tt±. y?o7"ntvi-, y?n7*f;i/, y-yu^yf- 
/K y-yo^f;y/K j/^n^f;l', jy? u^?j-}V 
?j;WmfhtiZ> . c 3 _ 8 yy vT)i&-mr>&#Mb t 

T{4. y?D7"D^ /K y?D7'f-/K ^ycf<y 
x— /K vycr / vaf-te— /K y?nA.7f-^, yyn 
^y^-^&^W'^-g.. folate r ^^#Kli« 

[oois] r#3mmmm&i t lxh. wa.tr, 
±(ffln$, l— 3{is) t-ftt»5*v^L8Ho#afe^^# 

W7iy 1 fh7bKn77^ tnijy'y, -T sy 



v* y y , a 5 yy y b y v y y . tr 5 v y yy , 

■f h 5 1 F of-TV— fb7tKn^fy f-rv- 
;K fb7tKD^ty'-/K f h7t Ko-f y^-^f 
■9- y*— )V . ty< y „ -r h 9 b h" a b y y' y „ y'tK 
nt'jyy, b^yy'y. tM'jy. -f^;y*y 
y, fi5t Fnby iy>, fb7tFnty^y 
y, ^Wf-isyj syKtzifiwrbtih. 

<i42&^UHsL £^fc#4L<f424£ti33i^)^ 

wmMTfrt>m2ti& ^um^ % i«ja± («i tr , 1 

—4ll)^#tf9^^Ll4H. 4f4L<ii94^iilOM«*i 

(i, yhpP^>V*7 7X ytFD^yX-j i^/- 
ytFn<yX*#ty-/k i/'tKnO/fT 
y— yh Fn^yX-f Vf7V- y h Hnf7 
K2,3-b)W7xy, fbybKo^fy^/'jy, t- 
h^bKo^yyy. -fyFyy. -fy-fyh'yy. 7^ 

h5bb'a^y^yy s fb7hFn7ityh'Jy 
y, ^ttKo7x/f7yy, MttKn7x7 
^ty'y. f b7tb*D7^7yy. f hyb Hny-y 
f-y^'y. fb?tb'nWJX fbybFnyy 
7'jy, f >7b Kn*^A"y*- -fh^bf < n-/3 
-*MUy, fb7bb'o7? l Jyy, fb7bHo 

^x^iy'y. fh7b Fnf^tyfyftiWif?) 
#ts . fata Ltz ^mmmmmmm j , r 5 

>fcv » L 8 Mo#ate^^3f#^1SgRiR3S (SF4 L< 
y ^—71/ ; bXyy-^ ; bP y y 5 — ;p ; ytFPb 0 
y^;ff7b Knb y ViVtt ) j U\ 
[0 0 1 9] Ari*C5S$*l« r^^^^tTV^ t i 
^Stt*J CtJtt* r ffi««J i: Ull ^Ji(f^ 
y, ^uyym^-m. ft*, 3^*^: 

if), Ci-aT/^lyy^'^^PJ. ^fl/yy^y, 
ifi/yy'^yiJ:), -hn. y77, j\uyy\t 
£tlX^Xi> iV^.eT/^/K b Fndfy-C^TVk 

- d . 6 T)V*r)V , ^,,7'J -;M"=* ^ - Cj _ 6 

Cs - i 4 r y -/t^- c 2 . 6 TJV9-—JVWL x fyi- y x -;t-x 

A'&fcf), ^n^'yfb^iiT^T^ il% 6 y?n 

r;u#;u. ^ny-'y^stiTUT^iv^^r^n^ 
iy, yNayy'ftS^i.TV^Ttiv^Ci-sT^;^*. S 

aJi***LTV^Tt i^C 7 -i 9 77H/l«y, S 

m*^*LTv^Tt iv^c 6 _ 14 ry-/i--^^^^ 
757, rsy-c^sT/^Ki^i, rsyy-f 

7i/xf;K 7S7rnb;K 7S/7'f;^ 
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if). =e y — q - 6 T)V*r)VT s y (M. ^f^rsy. X 
/prsy. x^/ky^/krsy&ifh ^y-c^y/k 

* ;kT 5 y - Ci - 6 T)V*)V(M, * ^tVT 5 J X 

b°;ky$yx^/K y^)V7 5 /if^tl i^'-C 
! - 6 T)V$r)VT 5 y -Cj _ 6 T;k^;k (al ^y f-/ky s y 

/k y^y7Dt;i/7iyifyk ^y-f/krsyxf- 
mmmmm. rsy/k. r^rs/> ry;w^y, 5? 

SjKffiMS- Q-eT/k^^if^W^fl^ Ar 1 f 

flMrtffilfclSruLM, if* U<{4l^^t3fiWUT^ 

Tt>i^. 4^, aHjaaft* t 2iHJa± , r*s*#, #b 

[0020] ^X'^fU rJift^j 

T\ rg$££:g-LTVvc& iV^Cs-iiTU— /kj £4 

9S£j i: LT(4, «j*tf> r{H!«£tfLTVvtfc 4V^5 
fc^LTlMSftflittrSyj fcfcft* rflSj fc LT 

[002 1 ] mie r^a^r>^§ixT^Tt il^^T 
;i^r;pj fcLTUU Wi.tr. i3rv^L5ffl, #?4L<«41 

•^uLm^\uyyw,=Fm. y-vm. mm. mm, 3 
if) JtiTi^feiv^.g r;w(M, y f- 

/K x^;k. 7nt;;k yyynbVK y?-;K •{ V7' 
^-/K sec-7'^7K tert-y^/k. ^yf-/K 'V'rSy 
/k&if)j^ff£>:*x£ 0 JlWJi: UTI4, ?n 

7/M"ny^yk s xf/K 2-7'otxf/K 2,2,2- b 
ij7;Wnif;k ^>^7^nxf/K ynbVK 
3,3,3- bU7;M"07°nb;k, >fyynfc7K y^- 

/K 4,4,4-h l j7Wn7'f;K 4 y/W. sec-7' 

f-;K tert— yf- /K ^y^yk, -f ^-^-^ 
y^/K 5,5,5-MJ7/^n^yf;k "vaf^/K 6, 

6,6- b U 7^D^^;^^W^fL-g. . SJia 

/Mf/kj fcfcwt. C^T/k^rA-i: LTkk mffS 

y yft s n.T v vr t> 4 ^Ci - 6 r/k3yk j fc ft h Ci - 8 T 



-/k-CVeT/MVkj t£*Jtt4C 1 _e7Vl'3*i'i: LT 
{4, M^Byi^y, xb^S^ ru^y, y>^r 
;y, ^y^^^^^'W^tLS. 
[00 22] lutE ry\ayWL§^lTV^Tt 4^C 3 _ E ^ 
?nm/Vj fcl/ttt. MiJ4, 1&I^L511. ffiL 
<Jil£ML3«<^ny>JFP<0|, y £X, * 
3yfg&if)£^LT^T&4^ 3 _ 6 ^yny/Mr 
;KM, y?o7ne;k y^n7'f;k y^n^yf 

LT(4. y?070h"/K y^n7f;K y?o^yf 
;K y?D^y/K i4-y?ODy^nMy;k 
2,2,3, 3-fl5 7Wny^n^yf/K 4-?nny 

[00 2 3] lalB r^uyy^^TVvtkiV^.sT 

h^r^ N xb^fi/, 7n^y, y>^>-, ^yf-;i-7j- 

(f, yh^fy, y'7/Wnyi^y, h'J7Mnyb 
3^ aib^riy. 2,2,2-f l j7^oif^y, Tn 
^/7Wy, y'b^jy. 4,4,4- h 'J 7)V 
^n7>^y, >fy7h^fy, sec-y>^f^, -^.y^ 
;ly^r>\ ^v-z^^fiy^rii'^W^^xSo 
[0 0 24] 1515 r ^ay->-fb§^TV^Tt l^Cj^T 
hLT(4, Witf. l^v^L5ffl. if4L< 

m^Lmn^uyvm.^WL y-/m. mm. m 

(PJ. y-t^-f^-. x^;i^-3j-, ynbvi^:*. -fyy 
ne;H-t, yf-^f-jj-, sec-y'^;i/^, tert-y 
^yk^^-^r if) 5: if £W 6 ixS . M#=W t LTt4, M 
i«4'yf-;^^. y'7;^n^f;W, hU7;^n 
y^^. x^-;^^-. 7°nbVP^-^-, yyrobVk 
f-3j\ yf-^jj". 4,4,4- hV7;^o7f;yft, 
•^yf-;kf-5j-, ^s^/w^^r if *^ff^S. 
[00 2 5] 15IB rSffeaSr^TLT^Tt ±V^C,. 19 r 
9;Wr;t-j ^fcttl> rc,_ 19 T9;Wf^j i:LTi4, M 
^yi>';k. 7x*f;K y7xx;^f;K HJ 
7i-/Mf;K l-t7f;Wf/k 2-yyf-;yyf- 
2,2-y*7i-;Hf/k 3-7 x— /P7ot;k 4 
- 7 x -;k7'^-/k. 5- 7 x n;i^y^-;p^r if 

[00 26] ME raHaE**LTl^t>±V»C,-i 9 r 
9;k^r;kj tcfctt^ r^ftSj t LTS4, Milf, An 

yyigflM, 7-y*. ig*. HfPk 3^Mtl C!_ 3 

y/k^fi^y^^r^^L ^fi/yy^y, ifyy 
-J^^f). -in, yr/, Anfyft§fit^ 
X l> i V^C X _ 6 T/k^/K ^nyy-ftSiiTV^T t> 4 v^c 
3 _ 6 sy ;or;W/k Any yfcZtix ^x i> 4 v^Cj _ 6 
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T/brj * ;\n yyfcZixX V it X i^d _ 6 Tzb^-zb 

(#!L y^;br$y, x^-zbrsy, rows/, 
-f vynb/brsy, y^/bTSy&fc*), ^-d- B r 
zb3ybT$y<$L ^y^/brsy,. yxwrsy, 

y'7nt")l/7Sy, y'7*f;k7Sy. lWf/l/75 
$yxf-zK TSyTnbVP. 7S/7'f;^5i'), ^ 

y - d _ 6 r/Mr/PT 5 y - Ci - 6 r/b^/b (flk y +)VT 
syyf-zK xf-/bT$yy^;K rnb/brsyy^- 

/K -fyroh7l/75yxf;k 7'f^7S7xf;^ 

f/k7iy^f;k y"xf^7*yyf^, i/robyb 
7syyf;k y^yrnt^s/xf^. y-'7>/b 
7S/xf;^tl *zbS/b. y/;b;iy5f y\ y?zbA^ 
-OK ^tyj/bA^/K iwyy^txx^xh iv^ 

d - 6 Tzb^r zb - y? zbtf ; x;b N d- 6 7;l/3^y-* zb — 
/KM, ^h^f^/W-zK xh^f^;W-/K 7° 

n^T^r y-yy/b#'x Zb, tert- 7" b isij Zb?y— /b%- 
£"h ^y-d-gT/b^/b-yj/bA^yH^h y^-zb# 
/y^-f/K xf-^/W^-f/y^-i:'), ^-d-gT/b 
^/y-y7/W^-Y/KM, iyyf-/yy7/y^^^;y, yx 
^/byv/bzs^ /b, x^zby ^-)Vij)V)^A zb^i; ) , 
^n^'y-fb^ixT f>T i> b ^d _ 6 7*/bdr/b7zb*x/K 
*;i/S;i/7Sy, Any yik% fix I X ^d - g Tzb 
^/l—y//y^-t/-S b\ C 1 _ 6 T/yn^y--y?yy^-9-S 
K (M, yh^y^mSK xhdrky7/y^'=3r-tf 

$b\ ra^^y//y^-tfs b\ yh^y^mt 

5b£r£:h d_ 6 r/y^/yy/y^x;yrsy(M, y^-zb 

yi^-^^y^ xf;i/x^*-;L-7 5y4f;i c 

1 - 6 T/y= 3 r/y-y//^-;^^y-(M, Tbb^y-. Tu 
/^y-f/y^y-^i:"), d_ 6 7/^^fy- J])Vi£-)V* 
=fy-(0!l, y h^y*;v^-;my, Xb^yr/b*' 
x/b^yy Tn*.°dfy-y7/y*—;y^-Jf y\ 7'b^y-y? 
;y^x;y^-Jf y-=5r t" ) , ^ y ~d . 5 Tzb3-/b- y/zbzs'^e 
-fzb^:y(#!L y^/byj/bz^-Y ^kt^yy x^-zby/ 
zbz^E -f zkt^f y-^r b' ) , d _ s T/Mr/b- y?/y^^ 
zb?)-^:y(#L :y'y^/yy7/y^'^/M-^yy ylf 

zb^/bA^/b^^&^o&^Wff^fts . ams 
com*. mnam^Lm, ntLKm^^tsmxh 

[0 0 2 7] zzx\ ^\uyy^fiX\^Xij J:^c 
i-sT/y^r/yj . ryNnyy-fb^ixT^T t i I^C 3 - 6 y- 
7uTzk*fzbj , r^n^y-ft^ti-ruTt i^d_ 6 T 
zbrj^y-j , ONn^WtS^xT^T^iV^d.eT/^ 

[0028] mm rjwy>-itztix^xi> i^d-gT 



zb^/b-yj/kyx/bj fc L*C(£, l%^L5flS. 

». M«. 3^2: if >£*lyTWCfc it^- 6 7;l/^ 
/y-y?/y;jix;y(M. Tb^/b. TOZNV-f Zb. 77?y 

-f/K ^yyy-f/K ^^y^/b^i^i^W^ 

Tb-f/K h'j7/Wn7-bf/K hiJ?nD7-fef 
;b, TuzW-f/K /y/'f/k 'O'^y-f Zb. 
y-f/y&fc^W^ixSc 

[00 29] file r^nyy-fb^ilTV^Ti) i^Cj.sT 
/Mf/b7/b7yx;bj LTtA, Miff, l^rV>L5ffl. *f 
Sfe Km^tmeorwyy^m, y-vm. iS 

/yy/y^x;KM. y f;W;l/*-;k xf;U;l/*- 
/K y°ob°/yX/y*:x/y, yyotvi/y;i/*x;K y" 
^7kX/y#x;K sec-7"^/yy:/y7yX;y, tert-y> 
/yX/y^x;y^if)^i:^W^nSo ft^Ji: LT 
(i. My.{i'y^-/yy.;y^x;y s iy^/y^-ny f^x^* 
b 'J y/yjfay f-/yX/y*:x;y, xf;U;t/*- 
/K ynt'^y^-zk ^yyotvi/XWxiK 7' 

f/«/|/*-/K 4,4,4- h \) 7/y^-a7'f-/yX/y^x 
/y, ^yf;i/X;^~;K ^y/i/X^^-zi/^t'^'f 

[00 30] frlE ryNn7>^SilTV^Ti> i^Cj.sT 
/y^/y-#/y#3M/ S Hj t LT(i, M^J4\ l^rV^L5 
ffl, L<(xl^^L3jicy)An7 ; >m^(M, 7 >y 

iSfg, a^SR^^^LTVvc^V^d-e 
7/y^r/y-y//y^-y-5 T-febTSb', 7oa' 

yrSF\ b^f') : 5ri:WffttL-S.o flr* 

MtLTti. Mx-KT-febTS b\ b U 7/y*nT-lr b 

rsb\ 7n/N>7S f, yyyrs b^t'^w^ti 

[003 HUE r am*Sr*LT^Ti J;V^C 6 _ 14 T 
U-/b^y-j rc 6 _ 14 TU-/b^-^y-j hL 

Tii, Mitf, 7^x;y;t=3ry\ l-f7f;Wy, 2 
-^7^/b^y-^/r^W^ix^. lulB r S#a£W 
LT^Tfc i^C 7 _ 19 75;^/Wyj r C 
H9 77;W;myj tLTt±, Wittf, ^y^'/b^- 

^fy. 7x^1^^, iy7xx;by-f-;b^-^r^ N b 
ij7x-;l/yf;l/^y, 1— ^7^/yy^/M"^y\ 2 
-77^/by^/b^^. 2,2-iy7iX;bx^;b^-dr 
y^, 3-7xX;b7°nbVb^^ry-, 4-7x-/l/7'f W 

y- , 5 - 7 x x;b^ y f-Zb^j-^f y-^r i: W t ix S „ 
[00 32 ] Itfia rg^S:*LTV»Tt iV^.^T 
U-zb-yyzbz^-fzbj rc6_ 14 TU-zb-yj 
zbys'^-fzbj tLT(4. ^JiiH\ 7xxzby//bzs^-f 
zb, X-^yf-iVfijVi^A zb, 2--b7-f/by?zw^-f 
zb&^W^tO-o IS r B^S^*LTV^Tt i^c 
s-iiT'J-zb^y-j . rg^j-^bTV^Tt iv^C 
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C 6 - 14 TU— )V-i])V)^4)V\ fctJJt* r BJi*j t 
BmSWfWi. Wittfl*:^ 1,511, %f£L<m 
[0033] milB r a^^^LTVTtj;^5^WiL7 
tr^S^x-i— OK b^y^y, tn'jyy-i->f 

if £>ft s . is r 5^ w Limmm^r 5 y j 

t4. ^-tf^RtH^UTV^-Cfc II ra^»£W 
LT V & J: X V > L7M& WKT 5 J j ttjft & 

i:LT<4. Miff. ** l A ^n^Wt^ix 
T l vr & J; OCi - 6 T)V*)V ^ J \X3 Y y\ t £ flX ^X l> <fc 
V>C 1 . 6 T;l^f;P-*/t'jK— /K ^nyWfcStfxT^Tt 
i ^Ci - 6 T)V$r)VX)V* - /K B#t*£ * L T I t> 4 
^C 6 _ 14 ry— ;K B#l*£WLT^T£>i^c: 7 _ 19 T7 
/I^/P , a^XSr * LT V t 4 V ^C 6 _ , 4 T U -A— * 
/t-tf'^/K S^SSrWLT^TfeiV^V^LlOg^* 

(M. b°^Ui/y. tr^s- 7 — /K en'jy^/K yb 
[0034] OsnywtSftTvvct 4v>c 

/Mt/k fctrii, -eii-f^mne r»jis£3ri/cvvr 

^-#/Ktf-/K s OM^^-tfcSjfrcvvcfc i^C 
^T/l^/UX^Th-ZK f: tTti. fltrlB r BJH*£r* 

[0035] rggyi^tTV^Tfci^Cs-HTU — 
/K rc 6 . 14 rU-^j tUli, Mxt£\ 7 

x— /K 1— ^7f7K 2-y7f-/K 2— 4>"r— /K 2 

t'ifiU^ IS r a^^*LTv^Tt i^c 6 _ 14 r 
y-/K ttitt* r a**j tLTii. mriB rama^ 

[0036] ^w.mm^Lx\^xhz.^-nTV- 

)Vi fcl/cti, oy-OK i-t7H/k 2 



Tfc 4v^c 6 - 14 ry-/P-;#;l^-/K iz&tfi, tWM 
Sj fcLTfA, MIS r B$tS£*LTiv-ck 4^C 7 _ 19 

<ttl*V^L3fflfC*4. am»* s 2ffll2Jl±^^. # 

[00 37] ra^^SrWLTV^T^ it^V^Lloa 

Sj t L-TJ4. Mitf . MSfJ-WtlflS^, 

(4 , 1=3: v ^ U«^.'raM : f **05Sr v ^ tios«o (*IR 

{4. «itf, 2-4fcl43-f-X^;2-,3-*fcl±4- 
t'J^ ; 2-ttzm-yU;^ ; 2-,4-4^(45-^T 
y"U^ ; 2-,4-4/ti45-^-9-Vy^ ; l-,3-4fc 
li4-t7VU^ ; 2-^7*/—)], ; 2-,4-i3t{45-f 
y 5^'— ;P ; l-,2-4/^(43-b°ny;U ; \-,2-&tz 
{44- 5 'J ;k ; 3- 4 £144- 1° 'J ^^*— ;^ ; 3- >f 

yf-rvy^ ; 3-w y^t/w ; 1,2,4-^^^ 

TV— )V-5--i)V ; l,2,4-^-= 3 r^f> ; 'TV"-^-3-'f 
;U ; 2-,3-,4-,5-±!ti±8-^fy ; 1-.3-.4-, 
5-,6-,7-4fc{48--f y^fy 0)1 ; 1-.2-.3-.4-, 
5-,6-4^{47-^fy H'J/k ; l-,2-,4-£>ttA5— 4 
VAyYOlV ; l-,5-4(46-y y7^-;P ; 2-,3- 
4^{45-^y^y— ;P ; 2-, 3-, 4-, 5-4^(46- 

^^775-^ ; 2-,4-,5-4«46-<yy"^-ryy 

;P ; l-,2-,4-,5-4/^{46— O-X-f S^yy;^if 
[0038] IS ramSSr^L-CV^Tiiv^^v^LlO 

{f, yNnyyjK^cw. y-y«, ig*. mm. s^m^ 

if), Ci-aTA^UyifttisfM. t+Vyisttzs, 
zr.^uy : J^-^-^t"). -Nn, ;\uyy-[k 
^tlX^Xh^C^eTfU^fU. c 6 . 14 7'J-;Wy 
-c^gm/KM, 7i7^f;^t'), C!_ 6 r;t^ 
dr;U- C 6 _ 1 4 T 'J — ;t— C 2 - 5 T/I^-ZL- (M , ^f/1^7i 

a^a^WLT^Tt inC 7 . 19 77/W, tF 
n^>-, B^a^LT^ti> iV^Ce-uTy— /^df 

rsy. rsy-^.gT/^Kffli, rsyy^ 

7S7xf;K 7S77ne;k 7S7 7'f^ 

wsy. roe^rs/, -4* yrnbvursy. y 
f-^rsy*^). ^'-Ci-BTWrsy^ >-'yf- 
s y . yxf^r 5 y , y/n bvpr s j . ^ yf- 

*!VT 5 y - Ci - 6 T/k^r/W (^J. y f-A-T 5 y y 
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! - 6 T)V*)VT 5 y - Ci _ 6 >V m . i?X f/P7 5/ 

WMHfc& 1 2fflULh«0*^ . #BJtSI4 H— C fcitt 
[0039] o\oyy-ffc;£;frcvvc& iv^c 

=f:yj £ LT(±, Wifhjii rjHjUSS^rLT^Ti 
ffl^^S, r 5£^L7MMft3W£TSyj & LTi4. 

mmi x-foh ^mm&^Lxv^xh x^^^umm 

[0040] ME ^Tlsfrx t LXii. WifcT, 5£ : - 
C0-R3, -C0-0R3, -C0-NR3R*, — CS— NR 3 R 4 „ -S0 2 
-R 3a „ -S0-R 3a . -P0(-0R 3 )-0R 4 £fc(4-P0 2 -R 
33 R 3 ii(i)7f<«JBlHk (ii)S&a£r*LTVvt 

iiv^bKflS, ifctt(iii) WHSSWtyOvcfc 

ttxmm. *^{4(ii) mmmi^Lx^xi>x^mm 

tamm-r^mm^tMzmmmi^tx^x^x^ 
ismmmmmzmfs. lx v t> ± ^ ] -en 5 n& r ^tv 

[004 1] R 3 4^(iR 3a T-*£ix& r S8tt£*LT 

^xi>^mt*.mmi iztnf* rawbicjisfij t lx 

/K T/i^x ;K 7;Mfx y^or^/K TU — 
/K 77/Wjrfyj:!:'iWtii§. i«d*>, H 
TO j; 0 $r#8l9fcl3:H LimcoBAKt ttmwtitfc 

-f VrnbVl/, ^■f'/K -fVyfVK sec-y"^7K ter 

t-~f^-)V^ ^y^-;K ; 

b) c 2 _ 6 T;^x/Kfijx.{i\ £'x;k TU/K -fyra 

/K 2- y-fx;t-3r if) ; 

c) C 2 _ 6 r/l-^fx;K^Ji.(J\ Xfx/l-, TtVsVl^/K 2 
-y>-/y;5:i;) ; 

d) C 3 - 6 y?n7;W(Mtlf, y?n/ne/K =yy 



n/f;k y?n^yf;l/, s^y o^S^l^i;), ISC 
3 _ 6 is 7 n r /t-^r /W4 . HKO^-tf t Ite L T V ^"C 
«>±^ ; 

e) C 6 - 14 TU-;K^Ji.{f. 7i-ik l-t7f;i/, 2- 
-J-yf-zK 2-|yfx;l-, 2-7yx'J;^J:'), 
Kli7ix;t, ; 

f) c 7 . 19 T5/t^r/Hffli.fcf. ^y^'/K 7xW;K ; J 

7xX/Wf;K lij7iX;Mf/k l-f7f;M 
2— ^y-Hky-f/K 2,2-y7ix;l/Xf;K 3 
-7x- /I^TnhVK 4-7x-^7*f^, 5-7s-/l/ 

^yf-A-S: if) » ML< i4<y^>o r MlbJ<«* j 
{4, *?4 IXiiCi-gT/HtVK C 6 . 14 7y-/K C 7 _ 19 T 

[0 04 2] rm&MttLX^Xi* J:v^bJc**j 
Ctsfrfi r B^Sj i:LT{4. #UJi\ AnyyUf 
(flL y>y«. tt*. ft*. a^S&i:"). Cj.gT^k 
yikt^M^L yf-^y-:y+3f>\ xfpy^y 
=Srif), -hn, i/7y, ^n^>-ft$ixT v^T 

^-f^-. bKD^fy, 7Sy, ty-C!- 6 7M/17 

5 7(M, ^f;i^75y, xwsy, raters 
y, -<y7nt^7Sy, 7f;l/75y^i:), z/-c 
!- 6 7;W7Sy(M, y'yf;17Sy, y'xf/l/7S 
y, syyntVt^TSy. y/f;17Sy, xf;MW 

m, y l^f y*Mx;k xb^#;Ptf';^K 7n 
^^/7^#-/K tert-r b^f v-^^— s 

mmm* m tx^xi>x^5^ uom^mmmmm 

x;P s KJftS^ W LX UTiJ:^C 6 _ H 7 l J 
^r7^^^-^;^x;W, g^^^LT^t t> J: ^5 

iv^umraaiw^sjf^. ; ey-c 1 _ 5 r^;L'-^ 

A)V^K), i?-C X -sT)V*;}V-?}}V>^4 ;KM> i>'y 
;^;W^^;^i:">. SJft*Sr*ttv^Ti> J;v>c s . 14 

i v ^Cx . 6 r/k^/py /p*x/k LT v^t ^ 

;^-Kx;^^^- s ra^^^^X^df K y"h^ 

^y?^^'-;^^^ t') » ^ y -d_ e r/p^f^- y?^ 
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3-<f-)Vi])v>^4 ^£ t*) , wmm^ lt v^t 

L 

[0043] iit. rysoyy^jffCV^TtiV^C 

T/Hp/l^-^-j , r ffla£*"LTVvC£> J:f>C 6 _ 14 T 

S**LTivtt>J;\,>SfcK2£j tcfc(7ft r K#t«j fcL 

fc i^-eT/^/W-v^iK— 7kj , r^ny'yfl^ft 
T I^T & J: V ^Cj _ 6 T )V^)VX)V^—)V j fc fCtt. ^il 

ft. 

[0 044] ME r ffl«£*LTVvc£> iV^V^U 

fWmmZ^ LT we fc J: ^5*rV > L7«fi&ffi^T 5 

ft, r Iil^tLT^Tt)J:^C 6 - 14 7ll-;kt :! fy 
-#/k#-/kj rc 6 _ 14 T l J-M d fy-^;l' 
;tf-/kj LT(i, Wifcr^i^*^^;^— ;K 

X-^-y^Vttis-tUViS—fts, 2-1-7 is*] )V 
[0045] rflHjaE^fCV^-Cfc iv^c,. l9 T9;P 
^r^-#/k*'^/kj fcLTte, M^(S\ ^y^'/k^ 

#>k;tf-/K i— f^/kyf^kt^s^/ktf— /K 2- 

7 ^/ky f-^^-^r 7K 2,2-y"7x — /kx 
^-/M"^ i/JuVtf— /k, 3-7i — /k7°n t/M"^ l/jj 
/L-tf— /K 4 - 7 x -;l-7"f /W^f y *ikt-/k 5-7 
x ^/k^yfyk*^ S^/kitf— /k& t'^flf^S . M 
IE r H8IS£* LT v ^T t> «t v >55r n L6MS*3S7> 

Si, #di.if, -nfy>f/K -f V— 3f->M;K 2— r 
y-f/K 3— ry-OK 2-7n-f;k 3-7o-f/k * 

[0046] r a*SSr*-LTV^Tt J:^5^V^L6 
/kK^/kj fcLTte, 0»Rt£, t/l/*yy*/^^- 
/K 3— b°y jyyk# A )V , 4 - b° U ://k;# /k* ^ 4 



;k, 2-fi-W;W\'t-j;k 3— fa:— )Vfi}V)-^.A 
/k&fcWff^fto MfE i"isaa££:f LTwrtiu 
c 6 . 14 t , J-;^;^-;i^j tetstti rc 6 _ 14 ry-/kx 
;k*— /kj fcLTti. Mi.ii\ 7i-;i/7)H-;K 1 
-T7fvkx/k#;-/K 2--fyf-;i^y;y*-;k^h"^' 

[0047] MIE rgjaaSfcWLTtvr&.fc^Q.-uT 

l-t7h^/Wy, 2-^7 N-f7k^^i:' 
^{f^^xfto MIE rffi&SSr^fLTVvtkiVMVH 

-yk-^/W^-f /M"^ j fcLT«, 7x- 

[0 048] flWELfc r MmS5r^TLTV>Ti; ±UC 
s . H 7'J-;my-*;^- . rg^^^^rtT 

r MM*Sr * LT ^T t i v ^\ * UHaBRaWr;mf— 
;kj . r «it*^*LT^Tt J:V^V»L6Ma«iS/7 
/W^-^/kj , ram*Sr*LTV^Ti>J;V^C 6 - 14 rU 
-;kx;k*^;kj . r Si^SSrWLTV">TL =t V"iC 6 . 14 

ru-7k-^;k^-/k^^j . ^mmm^Lxv^x 

%> J: v ^C 6 _ j 4 r U -)V-ij)V)^A)V** i/ j (7 ft 

tw^w^nft. ajtsosii. mtm^Lm, 

if & L < liifcv ^ L3flT$> ft . jBjyeft^fl£UiO« 

#gm*ti|s]-T*-oTt.M ; 5r^TVsTL iv\ 
[0049] R 3 i^(4R 3a T^S^ft r aMS&^ LT 
^Tfci^aafflHBlj (c£f7ft r S*ii*j i:LTJi. 

^•tf5^V^L14H(#», 2W£fcl±38!l5£)«*8!f, ff4 
L<ti(i) ^S^ISII^. (ii)5^^LlOM#^#K1S 
fcli (i i i > 75r^ LlOMafg^fgif^^eK^lffl 
c^tKUM^ lilTtl ftl«^i:'*^{f feflft . i 
-T\ k^#KS«Jfj tLTti, MiUf. BtmSfrEk 

fngfl fflJiLh (M z. t£. l3r^L4ffl)£-t-t?5:S:^Ll4 
M. iff* L<{i5^v^LlOM^#it!S»ii^i:-* i W 
^>ixft« ifWfifcti. ft7xy, 77k fo-;k 
-f 5^/-/K b°^y-;k, f7V-/k Vf 77- 

;k, ^-tf-y— >k -Yy^W— ;k. eijy'y. 

fUSkX hfU^Sy'V. 1,2,4-^^Ty* 
-;k. l,3,4-:*^Syry*— /K l,2,4-f7y'77- 

i,3,4-f7y'7V-/i', 7 5t>, <yy'f^-7 
xy, \yy'77y, ^yxw S7VWI/, o-x^-^ 
<yy'f7y-/i/, o-x-Y yf7V-;y, 
77K2,3-b]ft7xy 7i7W^fk -fyk 
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— ;k -iy^yK-;K iH---fyyy— ;k ryy, 4H 
-fyf-yyy, ^y^-y-yy. ^y-yyy. yyyj 

T^U^'y. 7ity>7iyf7y>, 7i7^f 
t><rm Of 4 L < (±931) j&*l$r^ L Mi Off 4 L < (±1 

[0 0 5 0] r^v^LiOH^SftiBiaSj tLT 
{4. MxJf, 2-4£:(43-b°ny y, Kn'JyX 2- 

4 fcH3- >f s yy 'J y , 2- u y . y 
yy, 2-*3ti±3-t5VU y, t5/'Jyy 2-f- 
r/'Jy t^yyy. t^y'y, ^-tf^^p-y^ 
sy t;i/*yy, f^t/^'jy^k'isspf^fis. 
r7*v^uo*aflaaiWij fci/cia. w*.«r, 
y >>> , 7- TWist n [2. 2. i] 'vr* y&i^W^ 

[ 0 0 5 1 ] IS r^SiiKj (4, #4 L<i4s KHM^ 

M*i^uon<r)(JwiiKafci42ai^)S3i8iaj"rft4. 

Mi.Jfs 2-4fc(i3-f-x^;l/;2-,3- 
4^(44-tU y> ; 2-ast(43-7U;V ; 2-, 4-4*: 
{45-f-TV'U7U ; 2-,4-4fcid5-*^f^/ U/I^ ; 1- 

3- ifcl±4-t5VU/l/ ; 2-tf^^"-;k ; 2-, 4-4 
fc{45-b°y JyXl/ ; l-,2-4)tl43-fcrcry/P ; 1 
-,2-4fc(i4— -f $yyy;P ; 3-4fc(44-tl/^ 

; 3— < yf-rvy/i' ; 3— -r v^wy/t^ ; 1,2, 

4- ^^^/— )\/-5-4)V ; 1,2, 4-^-f y*7y 
— )V-3-4)V ; 2-,3-,4-,5-4fc{48- d ry y;P ; 1 
-.3-,4-,5-,6-,7-4fcH58->f V*y*'J/l' ; l-,2 
-,3-,4-,5-,6-4^(47--f y H'y;l/ ; 1-.2-.4- 
4fct45— -f VJyVV/V ; l-,5-4«46-7^7^— 
;P ; 2-,3-4^{45-^fy^f-»f 'J— 7U ; 2-, 3-, 4-, 5 
-4fct46— ^y/75-;P ; 2-,3-,4-,5-4£:i46 
-<y/fx-/i. ; 2-,4-,5-4fc{46- y <yy^-ry 
y;P ; l-,2-,4-,5-t^:(46-<yX-f syyy/i^- 

; Miffs l-,2-4fcl43-en'J 

y'-;p ; i-,2-4-43t«45--f syyy i?—)v ■, 2-4 
^(44— f syyy-;i- ; 2-, 3-4^(34- tr^yyy 

-/k; tr^ys-V ; 2-,3-4?t(44-b°^.y^ ; 1- 

[0 0 5 2] IS rj^ys^tT^TfciivS^RSj 
fctitt* rffltSj tLtli, lute rfiiHS^WLT^ 
Tt>if5Cr^U0H^rHJaa«(l*j fctstt* r B#i 

W*.tfl*^L5«, e4L<(41^rV^L3MT-$>^»o Si 



[00 53] R»t?*S*l4 rd.gT/^^j fc fT«4, 
Miff. y^-/K x^/K rnt/k ^V7ne;K 7' 
■f-ZK ^V7"f;K sec— yf7K tert-y^/K ^y 

[ 0 0 5 4 ] W tW t «t5S*IffcfttffMt 

4. m ^mmmmmj (4, #4 l<«4. txy^y, 

BRj tcfcttS ra«j fcLTii. huIE r lM^tL 
ifc{4. $|;ti4l%-^L5fla, ^4L<(41^cV^L3M7:'fc 

[0055] ts r ry;kj {4, i?4L<«, */vs;y 

^-sTiV^iV-fjiV-K—iV (flL 7-tf;^t') % c 
Ib^y^;^-;K 7n;K#y^;^;t/, tert-y 

s-HT'j-iy*;^ («» <y/-<;i/, i-t7 

M;K 2-t7h4/^J:) , B«^*LTV^Ti> 

4v^c 6 _ 14 ry-/^dfy-^/y^-/p (M, 7s-^ 
^iv^^gT^/^;^^^-^;^-^ («, ^y 

v 4 )Vts: HZ). is-CisTJiV^V-t} )V> ^ (Ms 

y s^e t') , mmmz W LT v^t fc 4 v^c 
B -i 4 7!J-/l'-*rt'A't>f;i/ (M. 7i-;l/*;W<t^ 

;K 4-^h^y7i-/WlW^yk 3,4-y'yh 
^yyxX/^/W^^/^f:') s K&S£WLTlvr 
fc±V^PSKBBKI*/W^;l' (Ms 2-t°yy-;i^ 

(Ms y^x;^^/^f) . mmm^tx^xh 
4v^c 8 _ 14 yy— (^j, 7i-;u;k*- 

[00 56] i it s 0\nyyit;$tiT^Tk4vM; 
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fc ±^C 1 - 6 T/F^/Fy./F*x;Fj bLXIZ. ^ti^iim 

its r iiij t UTW^tfcfc^ffli^a*. r a 

8t££fi" LTV ->T t> i l^Cs- 1 4 T U -/F-;!7/F;tfx/F j 

[0 0 5 7] rWWLmZ^LX^Xhk^Ce-uTO — 

r B8IS£* I/O vC *> J: 1*0, - u T U -;FX/F*x 
/Fj tltll ^ix^'ixfFie r MM*^*LT^T t J; 
^JfcfK#*£j tC*SW4 riftSj fcl/CWSLfcfcO 

[0 0 5 8] ME r 7y/l/7Syj fc LT(±. W*fcr, 

tU #?4L<{4, Sic: -NR 5 -C0R 8 s -NR 6 -C0OR 6a „ 
-NR 5 -50 2 R 8a . — NR 5 — C0NR Sa R eb „ — P0( — OR 5 ) — OR 6 
4^ii-P0 2 -R6 Cit4F RPidaWPfJS^ifctiCj.eT 
/F3-/F ; R 6 fiit5ER 3 1 H»« ; R 6a {iluER 3a fc HE* ; 
R 6b (4R 4 i:|5jSjfi£^Tn •C^StLST^TSy^i: 

ti» tolBR 4 T-*§ti.S rd.gT^l^f^j fcHat(?5fc<?33&* 

[0 0 5 9] IS r7y^75yj f^t<(l ^/F 
S /FT 5 J y WtS ftT V t> i . s TVF^r/F 
-tf/Ftf^S F («, yf-/F#/Ftf^S F\ h'J7 
)V^u^)Vf})Vifs^ S F\ -f V7nt/F#/F;#3M?- 
SF'Srif) , BHH***LT v^Tfc J: ^Q.i 4 TU—;P 
-*mtSH («, 7i^mtSK, 2- 
y N^y7x-;L-*;^tS F\ 4-^Ky7x- 
;F#/F#3Mf$ F'&if) . N — (SJj4»*WL-T^tfc 
i ^c 6 . j 4 r >J —/i'-* ;f#x/f ) - n - Cj . „ tvf^/f 

T§y N-4-y b^fy^y/'f yl'-N-^f/l/ 
TSy^rif) , B8y££*L"CWti ±^C,. 19 r5^ 

if) , WMIS^rLTViTfciV^WaBlHS-^/l'd? 

ST 4 * if) . wyyfoZtixwzitimci-eTft'Zi* 

i--#/F;tf^$ F(Ms y F^S^A-itf^-tf-S F\ x 
F^y^tJK 7n^i/*;i/^t5 F\ 7' 
F^i^/Ftf^SF&ifh SBia^LT^TtJ: 

T h X - 6 T/F3VFX/F*x/F7* 5 y y ^/kX 



W-;t/7S/, MJ7;^nyf;wW-;i/7S 
y s xf;l/7,;^-/l/7S7*i'), S^*^*LT^ 
Tfc<fcv^c 6 . 14 TU— /Fx/F*x;FT$y (#L 4-y 
F^jyyxX/FX/F^x/FTSy&if ) SrifT&S. ■! 

/WMftfS F'j . r N- (SH»££*l/CVvci> < j:nc 

6 - 1 4 r u -;f-#/f#x/f ) - n - d - 6 t;f^/ft 5 
yj . rg^^^rtT^Tt ,tv<,. 19 7?;w- 
hj , ^mmm^Lxv^xhxv^^m 
mmm- fj , rg^ssrirL-ovckj; 

^c 6 . 14 TU— ^75/*;^- ;PTSyj is if? r B 
8t*£* FT V fc i V^C 6 _ j 4 T 'J —)VX)Vfr-)VT S 
yj (cfcttS rgf^Sj fcLTIi, buIB r Sita^*L 
TlvckJ:^C 7 - 19 T7/l^;Pj KtittS rfl^ygj t 

l*V^L5ffl, if4t<l41*V^t3fflrc*4. BmS»t* s 

[00 60 ] Mie r7y;^yj t LT{4, l^J^lf, 
MIB r T^;i-j UlT-BMS^^^^W^ix. iff 

4L<ii, it: -0-C0R\ -0-C00R\ -0-C0NHR7 s 
-P0(0H)-0R7 t^(4-P0 2 -R7 C^tf 5 , R 7 {4fuf£R 3 

til. m r7^;m^j (i. i?4t<{i. >\n^Wt; 

(W, T-feF^-^. /nAV^f/^y^!:'), 
* LT V vc & i VC 6 . j 4 T 'J -/t— #/P*-;M"^ 

<yyM;my, 
i^* if), ^n^WbSfLT^Ttiv^Cj^T^n^v- 
-^kifC-^^MM, y F^f^*^*-;^^ 
F y^/F^ay F^f v-^;^— xh^fy^ 
^-;^d{-^ s 7n^dfy)7/^-/W^y, 7*b^y 
^;F^;^^>-5ri;). ty-Ci-eTW-^^A 

^;F^^-f >ly*3r>-&-if) , v-Ci.gT/^t—^;^^ 
^^^^^(M, ^yf-zF^/^^^f ;M-^ syx 
f-yF^^^-f /F^v^rif) , M&Mi^LXUX h 
j:UC 5 . 14 7y — IV-HJV^A )V**t 7 x 

tf/F-A^-OM-^fS', ^yf-ZF^/Fv^-^^F^^ 
ff) s ^n^y-Y/F^-dr^iff^So 
[006 1] ^-fe. rjHjai^tTV^TfeiV^CB-!* 
7 l J-/H*W-K J fyj , rg^^^^-LT^T 
«> ± ^c 6 _ j 4 r U -;F-^;Fv^>f ;f*^ ^ j tztsift 

riisj t lt{4. ma ^mmm^Lx^xi,^ 

[ 0 0 6 2 ] Ar 1 TSSSft* rg^^^^-fC V>T f> «t 
V^WK3£j fctift* r BMSj Tft* r B#«£WLT 
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^x^^^^^umtt^mmmmmi turn, m 

z.m,5-'Jt Fn-l,3-^W-^-2-{/K 4,5 
-5/b Kn-l,3-f7V"-;l/-2— f^, 4,5-yhK 

n-iH-2->r sryy^f^w^aii. m rass 

tiff* r B8ttj fcLTi4. MIB ra«i2££*lyTlvc 

mm%?iLx^xi> k^mvtmj tcfctts rg^j 

*^U0Jt3rWSs**SS£j tefeftfi rffi^Xj LT 

«*8Sj ttTIi, MER 3 i; LTM^L^r^^W^ 

h^ri^ ib^fy, Tt3*.^>\ ^h^K 'O^/ly* 
*i^if#W£>:ix&. 

[0063] Ar 1 x'7Fc$tiz> ^mmm^tx^xhx 

tCfett* r B^*J 14, JffiKIl Any 
(#*L<tt:7v*. f&SL HSg&if) ; - h 
o ; Ci- 3 7/^l'>y«y (if 4 L< (i^t-f-uy^jj- 
=f iy£rif) ; Ant* WtStlt wc t> J: up, . % T)V*)V 

(ft Kll yf-;K xf-;K rob;K 
ny^-/Ktif) ; t Fo* ^-c^r^/P (*fiL< 
14, b Fn^jyy W5rif) ; Auy'Wt.$;fxTV>T 
j;^C 3 - 6 y?nT;W (if* L<J4. i^o^iy/P 
3: if) ; An^y^SfLT^Tt iviCj.gT/l^n^^ 

(jffiKd yh^y, xF^y&if) -.fwtfyfc 
Sat^Ttil^-eT^/W (if*L<t4, 
Jlsf-ttZ) ; b Fn^riy ; BJ&S (if*L<J4, ad 

/wyy-itZixx^x t> 4 i^c^ r/Mr/K 

-ftSftT 4> J: V . 8 T/^l^3j^E3&»6atr#i* 1 

y (ff^KliOy/Wy, 4 -y h^x^yx/U 
^Jy. 3-^h^y<yy';^y, 4-7/M"U< 
y^/M"^, A-^^JV^^^y-JlV^-^xi^^ 4-X 
f-zl^y^/y^y^rif ) ; B8SS <if*L<t4, I5r 
f> L 3 fllkDAuy' WtSixT uttJ: l^Q _ 6 3r 
iy) ^WLT^T^i^C 6 - 14 TU-;y^^iy (ffiL 
<U7i-;Wy, 4-y N^fy7i-;my5: 
if) ;7S7 i^y-C.-eT^TS/ (fftL< 
{4. yf-ZyTSy^rif ) ; y-C^e^WSy (IF 
*L<f4. S^^TSy&rf) ;Hl(fftL< 
{4, l3r^L3<Ic07h5rV) £*LX^Tk4<. <y 
b>3S t m& LT V ->T i 4 V ^5£rV * L7MI&fntSf}£T 5 y 
(if* t<{41,3-iy^y-l,3-> > 'b Fo-2H--f y-f y 



UM#5f#Kffi«^* (ff*L<«4,5-iy*h Kn-1, 
?>-**W->V-2-4 ; */y$A- ; 77/y*^ 

y ; W»SWLt^t{ ) j:^c 6 . 14 7 l J-;i/-*;^ 
-7y (if 4 L<f4<yyW /y£rif ) ; B«a (#4 L< 

^a^fy) MU^t{.iuc 6 -i 4 7 l J-;k-A;t'A' 
^--OU (if*L<teyx— ;k#;w^y;K 4-y F^ 

y7i- )VtUV}^*iA /K 3, 4 -iy* y7i~ /y 

77;yA'^^^f) ; mmm^hx^xhx\^mm 

Wm%)Vr^4)V (M. 2-tUy-;W;Wtt>( 

y-#/y*'-/y(if* L<J4. ^h^y^M-/k x 
F^y^/Ftf-Zyirif) ; ^nyy-ffcSivTvvc t> 4\^C 
i- 6 7M/k-*M^tS F (if* L<^^)VA)V 
^■tf 5 h\ Mi 7;^n^ *f-}VJ)iv#*?*r s H , -f y 

7D b7yy7 ^Jf^Hf s h'Sr t" ) ; B»S ( if 4 L < (4 , 
1 3rV^ L 3 Ioao^ WbSixT 4 _ 8 T^n 
^riy) ^WLT^Tt4uC 6 _ 14 Ty-yy-77^'df-9- 
SK (ff4L<li7i^;^tSK, 2-yh^f 
y7£-;ww j ftSK, 4-y. 7i-;W^ 

*7)V*)V--ti)Vi$.2i:*r S H (if 4 L<a<yy;l/*;l/-f 
5 h'3r if ) ; BMSSr^LT V vc fc 4 V ^#J^*» 
8l-y7;y#3MfS h (ML<ii^ym7iy-2 
->f/^/kiK^5H*ir) ; N- (if4L< 
{4, l3r^b3fflcOAny>'fb$^TV^Tt4^C 1 _ s T 
; K n^y) ^WLT^T 4^C 6 . 14 T 'J— 
~)V) -N-C^sT/y^f/yTSy (jf4L<J4N-4- 
y h y^y/M /t/ - N - /k7 S 7^ t' ) ; WM& 
Sr* LX V 1 4 ^C 6 M 4 T U -;yT 5 Stirt/tf—frT 
S/ (if 4 L<li7x-;i/757 77 ;p^7S/4 
if) ; B#« (if4L<(4, l3rV^L3ffl^Anyy{t 
SiiTV^Tt4v>C 1 _ 5 T^3dry) £*LTlvTi4u 
C G - u 7 l J-;WM-;l/7S7 (#4 L<i44-y h 
*y:7x^/yy/Wy-;PT5y&if) ; B«S (»4L 
<i4. 13r^t3{I<?)Anywt;§aTl->Tt4V->Ci-6 
T/y^^y) Sr*tTV^Tt>4v^C 6 . 14 ry-;k-77;y 
*'-;y^-^y (if4L<<44-y h^y^yy^/W^ 
iy3rif) ; ; A'Vt^^-C^eTJ^^ (if4L 

<i4, 77^^iyx^;k3rif) ; C^sT/yn^iy-tf/y 
^-yk-d-eT^/P (if4t<{4. Xh^y^M- 
;ky^-/^if) ;fflj|*(ifiL<ll 1 «r V » L 3 M<7) 
Anyyji^) ^WtT^Tt4v^c 7 _ 19 T5;^;P 

(f AKiKyy^. 2, 4-y^na<yyM 
if) Ci.sT/^dfjy (*f4L<(42 

-=^y U;i^y h^y^rf) ; J+£)£X*foh « Ar 1 T* 
r B}iK^*LTV>Tt4^iS«*j (cfcttS 

r^«j *^h?r#KiS«M^i<«*4^{4^^SKffi 

d-gT/y^fiyy^^y. /Noyy-ftsft-orct 



(23) #HH2 002-3370 ( P 2 0 0 2 - 3 3Wch 



■tt^.nT 1 ;-/!/ (ML<fj7i-/K 4-7,M" 
d7i-;k /!>— 5--f/K 4- 

;nP7i-/k 4-^f/k7x-;k 4-7h^;y7 

W9 77/^ am ui^y^) &ift«&a 

[0 0 64] ArMi, #f*L<{4, Anyyf^ (jff* 
L<{i7«y*, iSSt. **5rif) ; -bo ; c^jT/^ 

n yyitZtiX ^TtJ;v^. 6 TVl^/l^ ( Iff* L < tt, 
7^/K 7°nfc7K h 'J 7/M"n7 ^71-%- 

if) ; b Ka^^-d-eT/P^ (Jf4L<(4, b 

?or;W(i!fiL<li i^n^Sy/i^if) ; 
o yy-ft^ftt i> i v _ 6 r;t-n ^ ( #F* L < 
t4. 7 1-^. xf^y^J;') ; ^uyy-ftSftTVvc 
fciv^d-BW/m (3f*L<(4. y^/H-^ 
if) ; hPn^y;ffij(l (#T*L<«4. AntVI 

T fc J: _ 6 WW^i'^tfilS 1 5rv>L 
3fli) ^fCv^Ttiv^-isT^;^;^^^ (Iff 
4L<IKyy;i/^y, 4-7 h 3-^7 i;7M-^ 

3 -7 f^fy'O'i/'jmi/, 4-7)V*X3K.yzs 
/M^T^ 4-^^^0-^;ly3j-df i^, 4 -X^/P 
^.y^^^if) ; am* (lff*L<{4, 1%^L 

WLTV>Tfc &\iC e - li TV—Jb'**i' (Iff* L<J47 
x^/M"**^ 4-7 ^S^x-yM-^&if) ;T 

5 7 ; ty-d-eT/WTSy (if* L<ti. yf;i/ 
TS73rif) ; Sy"-C 1 _ 6 T/l-=W > $y (#*L<J4, 
^7^/77*5 7^ if) ;BMS (»*L<i4. l&V^L 

3i»^y) £*ltwc t> 4< , ^y-eymbMS 

LTV vc J; ^53rl > L7m$mmWT S7 ( iS-t L < (4 
1,3-^^7-1,3-^^ Ku-2H— f y^K-/hH 
/ty&if) ; W^*Sr*LT^TictV^5=5:^L7H^3?# 
)K«SJS* (W* L<(44,5->>'b Hn-l,3-3r^1fV 
— — 2 — f JUZc if ) ; *yt/5;l- ; ^^^^ ; B#IS 
£fl"LT^Tt> i^Ce-xiTU-^-y?;^-^ (#f* 
L< {4^77^/1^5: if) ; «8« (»*L<(4. 1 
L3iIWNn^>-fLStl.T^Tt J:V*C 1 - e 7Vl'=l*S') 
Sr^TLTV^Tt ±t^_ 14 TU— ^-^W^^f/P (If 
*L<(47x — )V%)W^4 4-7 b^y7x-/l- 
y?;W^-f/K 3, 4-iy'7 h=f y7i-M;WS't^f 

/I'* if ) ; SHft££* LTt vc t i v i3?#KJjSRat#A' 

A^/MtfL 2-\Zyi/—lV*tJVJ^4)V^ 2-^7 
U / W ^ -f /WSr if ) ; d - 6 T/l^ 3 ^ - y? 



/KJff*t<tt» 7h^^y7^-/l^. Xh^y^M 

K (iff*L<(47^yyM<^$ h\ 
h i) y)V^u^i-)Vi})V^^r^ K 7 y7nW;i 
Ji^-fSh'&if) ; BBIX (l?*L<i4. l3rv>L3M 

<J47xx;k#;|^}f3--if $ h\ 2 -7 h^i>-7xx;|y# 

h\ 4-7 h^7x— /l^/l^f-tf-S 
if) ; W***irLTvvtfcJ:v>c 7 _ 19 T5A'*;l'-;ir 

if) ;am*Sr*tTV^TtJ:V^«Ka»ii-yj;^ 
^MfS h* (#4 L<(4^77>?r 7x7-2 -A)Vfi)V 
Fii") ; N- (B&£ (lff*L<i4. liv* 
L 3 f(0AD7 ! 7ft.£ flT Wt t b <^d - 6 * is ) 

-d- s r^;PT57 (jff*t<{4N-4-7 
7/4;l/-N-yf;l/7Sy^J:') ; aa*$rWLTU 
Tt<J:V^C 6 . 14 TU-^rS 7^^;PTS7 (if* 
L<li7x -;l-T 5 7 tfjMfcyt-T 5 7^r if ) ; ailS 

(*f*L<ti:, l^^L3fflWNn^'7-fb§ixT^Tt 
iV^Ci_ 6 T^3^r^) S:WLTV>Tt J;^C 6 -i 4 ry- 
;iy;l*x;y75y ( M * L< i44 -7 f-^ iy7 x— ;U 
x;^-;t-T5 7^rif ) : SJftas (*F£L<li. l «rv% 
L 3lOAD^'Wt§tiTUT{) ±f>d-e7*^rjdf iy ) 
^ LX ^X J: ^C 6 _ ! 4 T >J -/L—yy/P^-;^ */ 

(»*t<«44-7h^iyOy7;ly^yy^if) ; * 
df7 ; y^^^iy-d-gT/^ly (*f*t<i4. y7/^' 
df^x^-y^i:-) ; d^r/^^iy-^^x^-d^ 
T)V^)V (jff4t<tt, 7 b^fiyy7;^'X7U7^;^ 
if) ;a^K(»*U<{4, l^rULSlOAnyyi 
^) 5flUuti)J:uc 7 _ 19 77;W (if*L<(4 
^ySy;!-. 2, 4-£y7nn^7£y;P^rif ) ; ^SK® 
mm- d.sT/Wn^r^ (ff*L<«i2-^f7U;ty7b 

1^TV^L31I (ff*L<<41 *fe{42ffl) W LTVvC t 
iU7x-;K h'7x-y/y (if*L<(44 -b"7xx 
1>/K 2-h'7x- U/ly) , 7x- )V-WJ)V (Iff* 
t < <46 - 7 x x;k-3 - b 'J >?;ly , 5-7x-)y2- 
by$y;l-) , 7x-/l/-7 l J/K»4L<(i5-7x- 

;ly-2-7U;l-) , yxx/y-^y^tyj;!/ (if* 

L < \± 3 - 7 x —)V- A V it^V-}V- 3-4)V) , 
i?7 3,-)V-***rYVfV (Sf*t<«2, 4-y'7x 
x;[y-l, 3-^^V—)^-5-A>U) . tUty';U- 
7x-;l (*f*t<t44- (4-byiy';P) 7i-/k 
4- ( 3 - b U iy";ly ) 7xX/l7) , 7x-iy-t°iJSy 
x;ly (#*L<l42-7x^-5-b°y 5^-/17) , 
K.yy?'?— }V-7x.— )V (SF* L<i44- (2-^7 
V*77-;H 7x-/H , 7'J/l/-7x^l/ (#*L< 
{44- (2-7iJ/y) 7xx;l/) % -r/l-yxX/k ($f^ 



(24) Jf#U2 0 0 2-3 3 7 0 < P2 0 0 2-3 3pK 



L<(44,4' -f-ivy x.—)V) . fx-;k-7i-;P (if 
AL<(44- (2-fxx/W 7i-;K . 
(if£ L<Ji2— f ^KU/K 3— -f i'Kl/fl') , 

/I') -i.2,4-^-^yrv'-;t'-5--f /H . ^yy"7 

(jffi L<i43- (2-^V 

<y/fx ~/y ( if £ L < J4 2 -<yy'fx-;P ) , < 

>/7 5-;> (if* L<{42-<y77-;i-) . 

L<<i2-7/^lx-;P) „ try tf 
d'J;P (»*L<{43- (4-b°y^;W buy/W , 
tt^yf—JVX'foh* Ari wjffjMrWt LT 
{4. :**y, Bf&S (#4L<«, ^nyyJS^ s Cj_ 3 

T )V ^ j no ^ y-ft 3 fix v i> 4 ^ c x _ s T)V a ^ is 
mtr&MiiXh l£^L3ffl) ^*LT^Ti> 4v>C 

— ;K 1,3-^yy^^fy— /K 4-?nn 

7i-;k 4 -yf;l/7x^, 4-y<f= 5 f:yy , x — 

)V (ffi L<li^yy;Wy*M-/i') , c 7 _ 19 r 

-efim 1 * td,± 211* LT V t> 4 b^ U iy'x/k 
( if 4 L < (4t°-^. V VJ ) , b"<5 ^-/K tn 'J i^- 
/K ytKnt"'Jy';k fh 7b h'nby =J)P^b'i>m 

[0 0 6 5] ArM4. ££>fcif4L<{4. >\ay>U=f- 
(fSL<(i7 7l, HfH&i:) jAnyyftS 
tUC^X%>Z.^ l -sTJV5;)V (if4L<J4. y^/K X 
^7K TnbVK b^Wn^f^t*) ; ysn^> 
ftS^T^TtiVQ-eT/W^y (if4L<t4, 
=fK xhdf^i:') ;S»l(HL<lt An?> 

*vr v t J: - 6 r/i"¥/i^3t^*> siim-g. i 4 v» 

(iff4L<li^y;Wy, 4-/h^fy^yy/W 
^f^*ff) ; B$IK (if4L<l4. l=3r^L3«^o 
y-' WtS^-T^T 1 4; V>Ci . 6 T;Prj^ ^ ) Sr* LT V>T 
i4^c 6 _ 14 ry-;^Jfy- (04 L<l±7i-;^ 

#/k*x/k % l < (i^yyw a* t' ) ; g^ss ( if 
SL<(1 1 Srir* 1 3iico^n^'yft:§n.T^Tfc 4f> 
d-sT/Pn^v-) £r*LTlvck4V*C 6 - 14 7y-/k- 
#;W^>f/P (ift L<{i:7x— yl^W^-f/K 4- 
.Xfify7xX;^A't^k 3, 4-iy^b^r^7 
i-W^A't^^t') ; BSISSr*LTIATi>4^ 
7?#i^1*^S^/^^>f tV ( M, 2 - b U i?—iVA)V^ 
^ /K 2 - =3f y y x/i/*;w^ -f ^=5: if ) ; BJ&S 
(if4 L<{4. l^V^t3{I<50^n^Wt$n.T^Tt 



>V-A)V-#**r$ ¥ (*f4L<{47iX;^;^'^5 
2->b^y7i-M/l/^tSK, 4-y^h^ 
i^7i=/WmS HftiT) ; B*S£*LTV>T 
fciV^.jgT^/I^/W-a^aMMJ-S F (if4L<(i 

sK^SHSrif) ; N — (B^* (if*L<i4. l^v^ 
1 3 ffl^ n a yw tLT \ 1 4 V _ 8 T;Urj is ) 
^ LX v 1 4 ^C s _ ! 4 r y -/k-^^^'-;k ) - N 
-C!. 6 m^75y (»4t<i4N-4-yi h*i"<> 

vv'A >i—N-j<i-n/T ; BM*^frLTv^ 

T & 4 V iC 6 _ j 4 T y -;WT 5 y t7^^^T S 7 ( if 4 

l < u 7 * -)vr 5 y ^/U/fc-^r s j t* ) ■, am* 

(if 4 L<{4. l^r^L3fiWNayyfC$iiTV^T^ 
iV^.eT^n^Sy) MLTl^t 1 4^C 6 _ 14 T y- 
jMWx^TS/ (if 4 L<ii4-y< hdf >-7x— ;y 
x;Uft-}VT$.y%:k* ) ; isit^BSBE (if4L<(±. 

l^rv^L3 M<7)/w¥ y-ft^tiX wx 1 4 v _ 6 7/1/3 

^fSy) ^ t LT t >T {, i ^C 6 - 1 4 7 'J -;l/ - 

^-Jf^ (if4L<{44-y< h^is^yYJjUttis* 

^ttJ:V>7x-/K t'7xxy;u (if£L<(44-b* 
7xXiJ;H , 7*— ;k-tUiy;KWiL<{46-7 
x - ;l^-3- b° y 5 - 7 x. —)V- 2 - b° V : J)V ) 
X'foh, &tz, ^ ay^ ^ziTM^mh LXii, 
y. WMM LtmL<i^\uyy^ (if4L<{47>y 
«, ISM. mm%b') . s\u¥>fcl$tiX^Xi>J:^C 
,- 6 7/W^ (if4t<{4. *1->V. xf/k 7nf 

V^t>4V^C l - 6 r/yX7^fiy (if 4 L<i4. y< h^r^y. x 
h^Sy^Tt') ] ^^rLT^T^4^C 6 - l4 r i J-;y (if 
4L<li7xX/H A^jS{mSBm*Sr-enmi 4 
5tJ42fflWLT^T^4Ub^.y Sy'y, b^5i>'x;l^, 
bn U zy-^b^mfhtth . 

[0066] x^xx/YX'^ti^ ^mtom^m 1 * 

(4, ±^JgW*/ht=5rS4a^^Si>^t-r 

4. r ±#:<5 r )Jg^iCl^r^L6yDX^— y-— j t LT 
{4, W*.tf-0-. -S-, —CO— , -SO-. -S0 2 -. 

-NR8- (RS{±7j<*M-?, ^ayyft$ixTV»T^4^c 
! _ 6 T > \ a yf § ^iT v fc 4 _ 8 t>V* 
)V-t))VK~)V^ ^a^>^t.$fLTC->Tt4ViC 1 _ 6 r;y 
Jf;ux;^x;p) % WM£iXX\^Xh 4^2*^-5^ 
iS^fbK**. fc4t>*2*coc 5 _ 8 #S^yf#^ 



(25) Jf#U2 0 0 2-3 3 7 0 < P2 0 0 2-3 35A 



[00 6 7] zzx\ rjwyyfcztix^xi, i^c 

1 - 6 r;Wj kLXli. flute rjBjaSftWLT^tfc 

jtLt^T^j;Mc 7 _ 19 r7;i/jf/i'j ttjft* mm 

[0 0 68] rg^g^-cv^Tl>J:V^2*cOCi- 6 ^S^ 

t lt«4, wa.tr, 

(DC^sT/^l^XflJxJi'. -CH,-, -(CH 2 ) 2 -, - 
(CH 2 ) 3 -, -<CH 2 ) 4 -, -(CH 2 ) 5 -, -(CH,) 6 -, -CH 
(CH 3 )-. -C(CH 3 ) 2 -, -(CH(CH 3 )) 2 -. -(CH 2 ) 2 C(C 
H 3 ),-. -(CH 2 ) 3 C(CH 3 ) 2 -^rt") ; 
{2K l . s T)V J !r-Vy(mtU , -CH=CH-, -CH 2 -CH 
=CH-. -C(CH 3 ) 2 -CH=CH-, -CH 2 -CH=CH-CH 

2 - , -CH 2 -CH 2 -CH=CH-. -CH = CH-CH=CH-. -C 
H = CH-CH 2 -CH 2 -CH 2 -^h") ; 

(3)C z - 6 7/W-V>(Mili\ -C=C~, -CH 2 -C=C 
-. -CH 2 -C=C-CH 2 -CH 2 -^i;") sfir t'* s *(f £#1 

CTi.KVNnyyM?-(M. y yM. **, 3-?* 
Sri:), bh'nJfy, C^sryW-^M^/Wy 

[ 0 0 6 9 ] m r 2W^C 5 _ 8 ^^^#^^7jc« 

fn^y^uy ; l, 3-S^n^yf-l^y ; i, 2- 
^?n^^y; i, 3-^>? n ^,ar^uy ; l, 4 
-y-yu^isvy ■, 1, 2-^^a j \7°^-P->- ; 1, 

3- i^^n-^.T^l^y ; 1 , 4 -y^n^fl/V ; 3 
-^^n^dr-fe^- 1 , 4-W ; 3 -S^tw^-fe 

l, 4— 4ls>%:ZWmife>tL&. 5r3&»Tfc B - 8 ^n 

[0 0 7 0] xtsitXYt'^^tLi. r^jB^jR^jRi^r 
nL6<0^-t-j (4, #FiL<i4-0-, -S-, - 
co—. -so-, -so,-, -nip - (R 8 «4friatisi® 
*) , texw^yyitztix^xhx^mcric^sip 

[007 1 ] IS r^coM^ai^rv^uetfO^— 9- 

-j n-fsmzmb tT(4, 

(l)C 1 _ 6 T/^k>-(^JxJ4\ -CH 2 -, -(CH 2 ) 2 -. - 
(CH,) 3 -, -(CH 2 ) 4 -, -(CH 2 ) 5 -. -(CH,) 6 -, -CH 
CH 3 -, -C(CH 3 ) 2 -. -CH(CF 3 )-. -(CH(CH 3 )) 2 -, 



-(CF,),-, -(CH 2 ) 2 C(CH 3 ) 2 -, -(CH 2 ) 3 C(CH 3 ) 2 

-2rfc') ; 

(2) c 2 . 6 t;^— vy(mU£. -ch=ch-, -ch 2 -ch 

=CH-, -CH 2 -CF = CH-. -C(CH 3 ) 2 -CH=CH-. -CH 
2 -CH = CH-CH 2 -. -CH 2 -CH 2 -CH = CH-. -CH = CH- 
CH = CH-. -CH = CH-CH 2 -CH 2 -CH 2 -^ri:') ; 

(3) c 2 - 6 yns*~i>-y(Mn$. -c=c-. -ch 2 -c=c 

-, -CH 2 -C=C-CH 2 -CH 2 -^i;') ; 

(4) -(CH 2 ) wl O(CH 2 ) w2 -. -(CH 2 ) wl S(CH 2 ) w2 -. -(C 
H 2 ) w iC0(CH 2 ) b2 — . — (CH 2 ) wl S0(CH 2 ) w2 — , — (CH 2 ) wl S 
0 2 (CH 2 ) w2 -. -(CH 2 ) wl NR 8 (CH 2 ) w2 - ; 

(5) -(CH 2 ) w3 C0NR8(CH 2 ) w4 -. - (CH 2 ) w3 NR 8 C0(CH 2 ) w4 
-, -(CH 2 ) w3 S0 2 NR 8 (CH 2 ) w4 -. -(CH 2 ) w3 NR 8 S0 2 (CH 2 ) 
w4 — . — (CH 2 ) „ 3 C00(CH 2 ) w4 — ; 

(6) -(CH 2 )„ 5 NR 8 C0NR 8b (CH 2 )»» 6 - ; 

(7) -(CH 2 )„ 7 C0NR8-(CH 2 ) wS -C0NR8b-(CH 2 ) w9 - ; - 
CH = CH-C0NR 8 - ; -CH = CH- S0 2 NR 8 - ; 
(R 8 (4ttil£i:|s|S«^ ; R 8b (4R 8 k ftStte ; wlfc4t/w 

2i40 3r^L5£DffiS£, *»Owl+w2**05SrV»t 5 £ ; w 
3i3 j: Vw4(4 0 & V 1 L 4 <75SI£ £ s *»Om3 + w4^' 0 5r 
L4^ ; w5i3j;y : 'w6{4 0^rV^L3O»Sfc^, **ow5+w6 
^'O^V^L 3 Sr ; w7. w8*3 4^9(4 0 ^ V> L 2 c^SSi 
Sr. ^-ow7+w8+wW0^rV->L2 Sr^T) ^tWf> 

[00 72 ] XT'7K§tLS r±mcr)m?mi%^L6cr> 

X*<— if-j (±, »*L<«4-(CH 2 ) wl 0(CH 2 ) w2 - 
(fe-^{4fftfiaHS«Sr*-r) . -CONR 8 =-. -NR 
8c CO-. -CH = CH-CONR 8c -, -S0 2 NR 8c 
( R 8 c li#£JSFF* JfcliQi _ 6 T/^7PSr^-r ) Tft 
0. S^tCift L<{4-CONR 8c -. -NR 8c CO-, 
-CH = CH-CONR 8c -. -S0 2 NR 8c - (R 8c {4 

HfriBt iais*^^-r ) xh 0 , wtff* l < (4-conh 
-mzQ-^k'xhh, Yx-^tih ^mcnm.'m. 

15r^L6«x^— tf-j (4. MtLKl&wyyltZ 

ttx v vr i, 4 v^mcocj . 5 i mgMfcfomm . - ( ch 2 > . „ 

CONH(CH 2 )„ 4 -. -(CH 2 ) w3 C00(CH 2 ) w4 - (IB^lrfia 

W>-(M^.{4\ -CH 2 -. -(CH 2 ) 2 -. -(CH,) 3 -* 
if), -(CH 2 ) w3 C0NH(CH 2 ) w4 -. -(CH 2 ) w3 C00(CH 2 )„ 4 - 

(lB^4mlEt|BlSfS*^) , W=#4L<I4C 1 . 8 
r;^i/y(^J^{4\ -CH,-, -<ch 2 ) 2 -, -(ch 2 ) 3 - 

[00 73] ArT'^S^i. r4^V >L8H#^#iiiffi^- 
KtSW* r S^Sj fc4V r#5S5^#aij 

tLT«4, MiSAr 1 x'T^^tih ^mm&^Lxv^xh 
•tv^atKSj tjifti r a»»j fe4z>' r ^«Kj t l 
x%K^KWmLtz%><ntfm^hti& . a^a^s5:{4, 

S^2H£Ui<0*&^ . #gJ^Si4|BI--C3b o T t, 
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[0074] mmmmte. #FiL<j±*/t-s/K Any 

y ftT d">T t <fc V>Ci . 6 T)V*?)V-1t )V#—)V^ > no 
^-tf/l^tf— /l^ is it* r^ny y-ffcSfi/Ove i> J: 

[0 0 7 5] r^v^U^^SSfclg^LT^-rtJ: 

y^o^y, y^u-^y^y, i^n'v^Mfy.. y? 
n^r^y, y^n^^f y^n^yf V, yy*n 



y^o^y, y^n^fy, y^u^T^y 

9Rj tLTJi. ffliJi'T-fc^y'y. Kn'J^y, troy 
y, t^V'Jyy, 2 -4£ti3 -f 7VJ y. -^5^" 
V'jy, txyyy, ty^y'y. r-fe'ty, TV# 
y. ^t^y, ^yy, ^ w/'Jy 

y. 2-^WJy. frvu^y, 
y, wjy, f-**/wtfyy&fc*a^ff £>ixs. lu 

t LTJ4. Witf^n^y-ftSfrovct i\ic 1 . 6 T)i 

yfVK -fV^/K sec-yf7K tert-^/K ^ 

[00 76] ArfcWU r 

JWfrffli: LTii, 
Ut5 1 ] 



CO CO CO CQ CG CQ 

a?', oo, 

a? °? co 
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CO 

a:) co oo 




[0 0 7 7] Arfi. ffiKIl ^y-tfy. t'jy'y, 



[€5 2] 




CG" co 00 a;) 



00> n (X?)n 




H 



\±mm^±fz\tZMM^ ; mfci 

•cab*. Artt. 3 L<ii. ^.y-fe'y. tr'jy 



y. 

[fl55 3] 
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co co co °9 co 

T J r t r 

00,00.0^00°?. 

a ?.'oo.o^. 



[00 78] R^iWCS^fll. r E$IK2r*t-T^ 
Si, L<ti rg^^WLTWCk J;^C 
ti. «itr, xf-/K rnt*, 4V7Dt 

/K 7"f7y, -iVyf/K sec-7"f7K tert-^f- 

/K ^.y^/y, ^y/y&£>W£>fi£« &^T%y 

Sj £LT}i. Wi.tr, Anyyif(«, 7-yfR, ig 
*» ft*. 3?*3rifh C^gTZy^y^^rMffl, 
^f-p-y^dr^-. xf-i^y-y:^ >-&£:'). - fn, 

yy-ffcSsfvrvvrrfc ±t^Ci- B T7l^f;l^*, bKcr^f 

y. rsy, ty-Cj.jT/i'Wsy *^)vr 

5 7, xf;|/7Sy, Tn ^1/7*5 7, -f yrnbVkT 

$7, /f^7S/^«, y-c,- 6 m^7S/ 

5 7, £y'7"f-yPT5 7, x^;lo<f-;yTS73:if), * 
/PS/K ^/i^fy-, J/jw^-Iji^ j-xtnw^-l 
/K ; Wt;§ *rc we t> «fc V ^ . 6 T/Mf /y- # /y# 

xb^fi^/ytf-zy. v#;y#x/K 
tert- y h 3r y-#/y#x ;y=5r if ) , * 7 - Cj . 6 T)V*r)V 
-A)V^-i)Vm. *^)V%lV)^4)V, xf-zy^/y 
> ^ A )Vtz if) . Cj _ 6 - #zW *=E -f /Ktt, 

v^jV-ftJVf^A zK is3-1~)Vl])V>\^4iV^ x-?-zy 
^ ^-zy # z zy& if ) , t \ a y y-f fc; 2 iiT l vr t> J: 

it%KT\^Xi*k\^i-sT)V*)V-*i)Vi$*y- : $. H, C 
^sTZy^i'-^Zt^Mf 5 H(Ms ^ N^>-#Zy4Wf 
-ifSK, x^^ZysK^S h', ra^y*^;)-^ 
tSK, 7Y*is1tns$*?*}-$ h'&if), C^sT/W 
7;k*x;l/rS7(M, ^fvyX;ytf-/t-7*5 7, xf 
)VX)V-fc - zyT 5 7 & if) , C x . 6 T zl^ Zy-# 
^5y(M. T^f^y, <i frttis&Z) , C 



xzM^y-, xb^yyj;l^^X;l^^-Jf y, 7o^y^ 

Z^x/M^K 7"h^^;^x;^af ^^f) , * 
7-C l _ 6 T;V= 3 r;y-y7;Ws;^^^^-drix(^ij, 7^77 

zW^-'fzM"^ y-, xyzly^zyzs^ zM"^ y'&if), 

#Zyz s'^e -Y zy^ y- . ~yx^;p^ ZyA*: -Y Zy:+3r y" 2: 
if) , mm&^ LX^X i> £ V «S5r if #W 

[0079] zzx\ rjwy>4kZi\x^x t> iv^c 

Tf\&f\rt"*i fctTtt, MIS rflBfts^L-cv^Tt 
LT^Tt>±V^fSll*j CtJtt* r lllj tJitX 

[ o o s o ] r 1 t r 2 k ttmm^&mmw^tMz&m- 

it^WH^^aar^iiirv^ L3M^y oif * § 

y, t^'jy, f^t/^yy, e^'jy'y, b°^5 
to'Jyy Mtyfi/Wsy, ^7°^^f- 
i/y-^sy. ^tth'ntysyy, 

y, 4,5-j/b Kn-f S7"V"— /^il^itl^^M 
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mwiftT^ym. i,2,5,6-^fh5t Hat-u^Sr 

[008 1] R!fcJ;t>'R 2 {4. #4U<I4» Cj.gT^/k 
T'feO. L<1±. -Xf-ZK x^/K rnbVP 

=5rt' T'&£ . *fc s R 1 1 R 2 1 aWSft-* SSMFf i: 
t ^,ij^V. tnyy>-l->f;K t^^-l—f 

^< fct— M^£*LTVvC*> t i:^C 1 - 6 T/P 

[0 0 82] R 2 (i, kcbb i>lz*wm$:B!&LX^X 
[ft5 4] 



[ft5 7] 




oro. can. 

[ft5 8] 



[ft5 5] 




(5$*, k (ArilisN i: £- (CH 2 > k--CSBKr*-4 ) (4 
[0083] RHmm t-§S»JM^fc cfcV'Y 1 1 fc t« 

Mi tLx\±. mm 1 tR 2 ttimm-thmmm^ft^z 
mutts ^mmm^Lxux^x^mmmmms t 

[0084]it(D fc*JWt s SP4M83t^l : Ar-Y- 
N(Ri)R> (**«IB#HMfcHa»tii?*-) 

[^5 6] 
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Me 
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[ft5 9] 



ccro ccrr a:ro 




a:ro 
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o>>». ccra u , ocr-° 



[0085] S ( I ) -CmZil&lkSWiCVo ib. A rtf 



eg co»..a?>. 



Me 



[^6 0] 





^L4^f££^)T^£ft£fS ; X^'-CONR 8c 
-, -NR 8c CO-, -CH = CH-CONR 8c -i«i 
-S0 2 NR 8c — ( Rs = IZfcmm? £ J^tiCi _ 6 T/Mr/l- 

rT^ — o ^ 



[fc-EU X^-S0 2 NH-tftStl. Aril •£ 
[-ft 6 1 ] 



, v Jn turn |q 



0 ; X^-CONH-, i^Ar^y/e^y, sy'b 

Ka^y/e^y, ytKn<yxWyy, y'tK 

-tf t° y«l vfftj&»-C* & fc & » Ari J2SB1S£ * LT V * 

N- [2- (N, N-y^WS/) 6— r 

b5 'J — )V ] -4-h'7x-'J )Vfj)V^^r 

< ) , -T^i?*>, ^ ( I ' ) mSixMt^J itzfi 

U N- [2- ( N , N-y>tf;l/7iy) ^/L— 6 
— r b 7 V ~)V ] -4-t'7i-'J )Vft IV^^- 5 H £ 



) li, fffflft^*"C*4. ifc, * ( I ' ) t-as 
<x S -fL-^BiKO IffSKtM LTti. ( I ' - 1 ) , ( I ' 
-2) , ( I ' — 3 ) „ ( I '-4) , ( I '-5) , 
(I'-6) , ( I'-7) , (I'-8) s (I'-9) 
ifcli ( I ' - 1 0 ) T'-^ixS^iltf^^W^ix 

& . frie^ ( i ■ > . (I'-i), ( i ' - 2 ) , ( i ' 

-3K < I '-4) . ( I '-5 ) . ( I '-6) , 

d'-7)» (i'-8K ( i '-9 ) is it* ( r- 

1 0 ) ti5^T. ft 
Ut6 2] 
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[**«aB#(iffiraEi:iHMas*^] are^sft&as 

tt. flBHWSHaMfc:. $ tz 1 £v > L 3 llwam*^ 
WLTWtk I*,*. ic^lo^WaXt LTl±, frlBAr 

jfc/VS/K v\n^-'Wt$^T i> J: ^Ci_ 6 T/t^r/y- 
# - >K y nc? y y-ft§ tit V vt t J; _ „ T)V* )V 
X)V-fr— /K ad y yit^ixx WC t J: _ 6 T)V^)V 

/K -fV^f-zK sec-:7>;K tert-7>/K 'O'f- 

[0086] -ft^H ( I ) itzit ( I ' ) eo&t LT 

*fcCyig. *S«ISi:OS, nmtc^U. &£t££fctt 
BH4T $ JWk.<n&£ £WWT$>tL& <, 

^ifOT/y^UAIBtS ; ^/W^At^ A 

aj&& if #w . imt&m t (rmw&m&m t l 

T$>\ h yx^7-;l/T5 >\ yy^D^y/vr5 

\fhtiz>« mmmtcot^iim^mbLxii. man. 

JSBL H-fbKilBL WIS, KSSs yvK&iffctaStfajfc 

iSBil, vw>-bl ;xyi, yym 

x;t-* >■«, 3 - 9 a ngltl^r if h vm&Wfkti 
tf. TX/^^VBL y-'/yy 7 Sy-K^rt'tOli^W^ 

witr, -fk-^Hj ( i ) 4fc« ( r > » 

ttf#£*£*-t£%£\ TA^ 'J AW* -^b 
}£. #/i^'7Aig. 1?*is*?J>A* rtvv&m&i?) 

v\ -ft;^ ( i ) ( i ' ) (is m&&gm 
mz^&*%&, mm. o>wm. *ft** 



[0087] ( i ) fcitf ( i ' ) (J2lT\ 
Wfr^fcfl&fe^4ii:#&4) ii. *E7K^. *Wft0> 

Mtc* <^J. 3 H. '*C, sss^f) T1Ili$ixTV^T 
[0088] #WBfc-&tt3&f, 

ttftSr#S . 

[0089] 3(S^MWffifc LTix. e#;&*acos-s. 

^ -t 5 * t yemm^it^ mta. (+) - wf%- 

(-)-7yf;H, (+)-jS5B?> (-)-SBK. 
(t)-l-7iW75>, (-)-l-7x^f;l/7S 
y s yyn^v, (-J-yyn-yy, ^VPy-y^t") 

[00 90] 2)*7>l< Jj7J±m 

?"57< <5D*§£- s ENANT 1 0 - OVM ( I — V -}±K) § V * 

(i, yj-tjvim chiraliv u— x^ir^^^^A 
*?j-)V, 'fyrn/v-zi's 7-th-hU;K h'J 

7^5Tn»K> yXf ^7 S y i t") f Mft S V 

CP-Chirasil-DeX CB(> ? — ZCfrfJ xyxttt^)^ 
if tf> 5 9 A * ffiffl L T ftm-f h o 
3)y7Afl'tV-S 

7tS *«ate»*#¥iSttfcKIJI i: -flf^KJtBtc =fc 
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mm^^mmmm. mipa c«-y b^-«-(b 

U y/l^u^/W^x/Vffgn . (-)-yyb^;/ 
4*§£\ BHh^Hii:*flSffittT5y4fcfir/l'3-/Hfi 

[009 1 ] ft-S-ft ( I ' ) oy°n b"5 -/^"ii. 

ft. jstc, Jn*#»?V£jta<r L-c-f^ft ( i ' ) teSBfc 

ft ( I ' ) fcSBftrt-ft-ffc^ftSv^a . fls^ft ( I ' ) coy° 
nl'7 7/tLT«l (I') OTSyl^'Ty 

/ML 7VWf7Wfc, OAS-ftS^^ft [flL 
( I ' ) cOTSya^'x-f zi^r/4Mt. Ty—fVit. 
^y^-JVT^JiJh'i^—M^ (5-^^)1—2-^ 
y-i, 3-> ! ^-^vi^y-4--<7U) y b^r^;^ 
x/Wfcs rl7tH'n77-;WL tnyyyWf/l 
-fb. tVN'n-Ol-t^ >-^/WL t e r t - 7>/ WL.$ 
fufc-ffc^WSriT] ; -f^ft ( I ' ) «*B«#T^/b 

(M, ft:^* ( i ' ) <?D*iHfe6*r-fe'f-/Wk» Avt'S b 

--OML;. TWV bvs'n-f'Mt. -tf-^S'-x/V 

jU#-;Mk%tiMk-£m%:t' ) ; tfte* ( I ' ) co#/L- 

-ftS* ( I ' ) ^7P*'^/bX^X^/Krx^;ML. 
7i-;l-xxf/Ht #/P*^^yfvPxx^/ML;. ^ 

;nxf/Ht, x b =3f ^f])V^.=~)V^^- ^-x^-xx^ 
/Ht, 7j"Jy/nxfWL (5-^f;l/-2-^ 



y-i, 3-y^Vl-y-4— f;l) ^f^XXf/1 
-ft. y?nMy/WJfy^;l#-;lxf;HXfil 
•ft. yf-/bT5 b^S^lt-^ft^i:"] fcffj&qpJf&ft 

( I ' ) »7oF7 77'll J£JH»m 9 9 O^fiJ rg 
m&cvm^J ffi7»iHS&fH 6 31^19 8StfS 

[0092] *mak&m±. 

W09838156. W09532967. EP-A533266^T tlCfEtSsOTJffi. 

LTfflV^ix41L^rft (II) 3rv>L (XI) Ji, fiifii 
fc^fk#ftl ( I ) ifcfci ( I ' ) fOJBi: L"C«*Lfc&tf> 

[0093] Tiaw [WKfei] [wmmei tc 

JC5, xxx^HtRJCB. TSMtKJS. xxx/HtRJCB. 
x— fJWfcRJE. IMfcKJE. STcRJE^t'^fid^. 

ry^yatlP 7b^°b- v 3 VX' ( OR 

GANIC FUNCTIONAL GROUP PR 
EPARATIONS)$2S, T^r-f 5 -7 ^Tb-Xtt 
(ACADEMIC PRESS, INC. ) 198 

9^fiJ ; ayy°0^yi/7 ■ Jr—ij—v? ■ hy>xy 
t->-y3> (Comprehensive Organic Transformati 
ons) VCH Publishers Inc., 1989^TIJ^KIEKO^iffi5: 

[0 0 94] LWm&l ] & ( I ) fc4J^"CX*i-(C 
H 2 ) w3 C0NR^(CH 2 )„ 4 --C-$)4'ft;^ft ( I a ) (i, ^Jx.Jf 

[ft6 3] 
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-T] 

a. Mia r fflt*^*t-c^-ct ctv^tt*j tc&fts 

[ 0 0 9 5 ] i) JBWdt^JWSfflV^^rffi 
-ffc^ftttllh l^L5Si^l^ft(iiL fcj:t/lfcv* 

^tJEEt. l=5r^U.5Sfi<m-b Ka^fy\yy> 
'J tV-;Khobt) *s £tf( 4 flttUKr^ L5^So 

i: LT(±. mUiiti/tu^i/iVfilV^JJ 5 F(DC 
C) s 1 -X-^/F-3 - (3 - V* ^-)VT bVF) X? )V 

K-JA 5 F aBft»(WSC)*4f*«S«fi9#l4. ^^-CtWS 

(Iff* t < ttDMF) , ^uy^^flafc*jR*«Hf 4 L 
<iiy7oo^5'», x— r;WR«BS(# 4 L< JiTHF) 

[0096] rjg£j k LTtt, M£Jf 

#y<7A, TkS-fb^i^A&i: ) , T7^UAJR4fc 
f4T/F#y±«&JR<7)73 H» (M. 'Jf)A75 F\ 
:FF y W7S F\ 'Jf^Ay^ yrabVPTS F\ U 
fWyy?n^y/l/7SF, U f-^A'v*f1M?-/l' 

^A^^^/I^iy^j'F&i: ) , T/V* U&JR4fc 

t4T/F# y ±WA«o«r^3dr ^ f («, -r f y ^ 

A* hdfiyF. fhiJ^Xf-JfyK, ^y*7A te 
r t-yF^F&i:) SriffDaMg* ; 

2 ) «itr, r^*uAii4fcttr^ y±fflAR«7j< 
RfmD ( *iwn^ h y *7A % 7KSft^ y ^a . 

M^y?A. MS^^^A^f) „ r/^UASiifcii 
a. mkTkm^v^^t') ^fcommum-, &£tf 

3) Mi.ii\ FDxf7F7$>\ yMV7Dt/Pxf;l/ 

>\ D BU ( 1 , 8-y7fby?0 C 5. 4 . 0 ] ^ 
yfx-7-xy) , DBN (1, 
C4. 3. 0] />-5-xy) ^ii'«7S>'I; Mi 
H'bys/y, -fS^V— ;K 2, 6-;k^-^>-^-k'<7)JS 

ta Lfesa&Jo^Tt . f y x^r sy, 4- 
^7syt-yyy^t>'MLv^ sisasfi. mtm 



iiflOSrV* 1^241*111^*4. 

[00 97 ] iOtfJl^i^RJBttRfcttfc^S^ 

fl^Bi ( 1 1 ) 0>£O6ttR mfc fc 1=5^ 1 5 Off 4 L < 141 
L3 SM) *>fc£*<I II ) fc £ . ^vSffi§M*-e50E 
2Hf4. i^gfcJtEt, Wri^UOS*, #4L<ttl3:H 

r SEttI«ftj t LT(4. WittR^-f K 
(«, i?n'J F\ 17'nS F3: ifh S^NMNciM 

(flk c 1 . 6 7W-^;i-!Kyi, c 6 . 10 ry-;F-^;F 

^>-!S47cf4C 1 - 6 T;l'^;^Ki: ^K^M^^rt") , vS 
ttxxf/HM, giMtU^tiii^i/- 
l-b Fndri^yy'F y TV-;F4fc{4N-t Fa 
yx 9 Sy y^f 5 F k Oxxf/V^ if) =Sr if &W%ft>tl 

* r SJi*j i:LT«4. W*.(#\nyMEFf (M. 7>y 
*, A*. 3»7^if) . -Fn. 7Nny->-fti$ 

;F3drjyj tLTti. MIS r B#«£* LT V^T t 

tc*3(t^» rg^j tLTMSUt^fflv^ 

5>f F"t"fc-g>o 

[0098] r^gffi^j L.-ct4. Miifx-T-;P 

M»;l<5fi»«, T 7>y^IS, X;F*=>f 
^Ka«fiBE. **if3&*ss»f6*i.*. Z.«l^± 

F-F'J;F. thf, y'^nn^^y, ?oD*/^i 
i:##?4U\ r *S*j kLT{4, IffifcRW^fc^)** 
fflv^ix^o ISiMS(4, *T4L<(4. TkSRfll^- F y ? 
A, MH^ry^A. ^K-FFy^A. *B!^Fy^ 

a, *iwfc^u^, MS7X«y-Fy^A. ^K**^ 
y <7 a , f y x^/t-r sy, try $y>^r if -cfcs . RjiC 

?a*{4 . - 20*C& v^L50°C. tF4 L< (4^?at"fc 
4. SJEi^lSKi. ilSS^H^^UO^flS. »4L<(41 

[00 99 ] flteftdlDli, gfri^COyJffi^i OK 
jt-T4 Z. t tfTZ h . Mi. if , 6— T S y — 2 — (N,N — is 
yf-yFTSy)y^-;FT"F7yy4^i4-e<50JS{i, W0983 
8i56(cl2K<?)^rffit: L7c^-5TSit-ri) <r fc i 5 Tl l> . 
£fz, 6-7572,3-^ Fn-l-(2-y'y f-;FT 5 
yxf/P) — 1H— 4* yp-/!', 6-7S7-3,4-y'h F 
n-4-(2-iy>^-/FTSyx^-;L')-2H-l,4-^.>-y" 
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#«s*fflV^*fej tt, : Ari- (CH 2 ) w3 -S0 2 0H 
ym. t fc(4* : Ari - (CH 2 ) w3 -S00H ( 5^* 



[0 100] [«Bti£2] St ( I ) (cinvcx#-(c 
H,),,3tD0(CM,).4-T&4fl:-^ftl ( I b ) (1 WiHT 



Ar -(CHj>»3- 
(II) 



-C00H 



+ HO— (CH 2 )w4 — Ar— Y 



(IV) 



V 



A r ™ (C*g w3 —COO (CHp W 4 — Ar— Y— N 

(lb) 



v 



4^t33*)<^ft:-&*(iv> b ^Stt^ffi^TRJtBS 
[0101] r^Sffi§Mj t LTii. Wilfx— f A- 

hv/ummm. rsmmn. ^h>mm. x/un* 



U ^ A , MK/K«-^ N'J^A, Mffi7j<»* U W, h'J 

-20°C£r^L50°C, ff4L<liSfflT*4. RJK^ria 
a«54HBBrV^L40ieiB. i L< lil$rV*U8ii*IB] 

[0 102] [lBBi£3] 5$ ( I ) te33lvCX#-(C 
H 2 ) w iO(CH 2 )„ 2 -T"*S^^ (Ic)(l «im! 

(x— x/HtRJiE) 
[ft6 5] 



Ar' -«*,),, -l 
(V) 



+ HO — {CHj)«? — Ar— Y— N 
(IV) 



V 



Ar — (CHjJpi 0 CCH z )w2— Ar— Y— N 

(lc) 



v. 



a. Mi.tf^a^>JM^ (M. mm. mm. s^m% 



>\ l — ^^y^/Ptf-zM-^s^ 2--^7^i^y 

F&fc") . ^^y^^*x;^y, 

[0 103] (IV) t*tH^V^t5S* (if* 
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Kl* 'J , m.m^mi' N'J^A, b U xf-;pr 5 
y„ N-^f^t/^yy, trui/y^rifcab-S. tSS 
coffifflMti. iMMfc^fls (V) fcttLT*n&nL5 3 

[0 104] r;Rgt5Mj fc LT(i. WifcT, T;yn 
— >l^?8gSL x— r;H^^ N ^n^yfl^bfc^Jg 
*L -b'J/IdftifflHL 

4, -fflMiSra^fiJ^-TiFt^-LTfflV^T 
iin. ^Ti. r-feb— bU;K n, n-i^^/p 
*;^ri F (dmf) , rtby, x?/-/k ty 
^ySrifj&qffiLn. RI63aBB±*5r-2 OXJiv^L 1 0 
0°C, #£L<y:M;S&nL8 0TrC354 5 gcJEHfPU 
tt , Mlfflto 0 . 5 iSHKrl ^ L 1 0 5 . 
[0105] JJEWBffifctJVv^ RK£#h Kn^-y 

t±l&nU.5S*)^fci^>(lV')fc£. 0.5flr^b53* 
(fi L < ttl$rv* LI. cOT^f-/by#/b#:y8p: 

JHEfcLTti, fflilfx— r/l'jRJffiK. ^o^yfrJMfc* 



tin. Srj^Ti*. T-feh — b'J/K y'^oo^^, 
^onslvW^arirjWffiL^. RJfcajgtsL }1?£-20<C 

5JMBI^:nL40Kf|SI, #±L<(±l*^U8l$ISrc*4. 

[0106] tt&mwm* smannumtx. o« 

Jg-TS i b tFCt 4 . 3-(N,N-y^f^7S 
y)^f^-l,2,3,4-fh7t Fn-7-^f/yy-;K 
2-(N,N-y^fll/75/)^f/l/-6-h f'O^fyff 
7 V y , 6— b b* 0=f S— 2— U y/^f;l/f b 5 'J 
y, 2— [2-(N,N— ^f/l^7S/)if/H- 6— b Fo 
^y'rhy y y, 2— (N,N— y^^;PT5y)^^;P— 7 
— b b*n^f yf F7'J y,6— b Fn^fy-2-(N-^f 
iF757)^f;FfF5'J y&£'ii, W09838156(C|E»S 

[0 107] [®Bg&4] 3ft ( I ) (C4J^TXj6«-(C 
H 2 ) B3 NR8 = C0(CH 2 )„ 4 -T*4-fl:^ (Id)fl 



Tiers b'-ffcRjEfcio-ci 

(7S F<ffcRj6) 
[ft6 6] 



$:M4, 



Ar — (CH^- 
(VI) 



HH 



HOOC 



(CH 2 )w4 — Ar— V— N( 

V 

(VI 0 



Ar — (CHj) w3 NCO <CHj)„4 — Ar— T— N 

0d) 



V 



[0 108] [»Bi£5] it ( I ) CfcntX*>'-(C 

H 2 ) w5 NHC0NR8MCH 2 ) w6 -T"*4^^ (Ie)ll W*. 

Ar' — (CHj)i»5 — NHj + 
(VIII) 



HTiE 1 ? 1/ TtfcRJBK X -5 T IBS § ft 4 « 
[^6 7] 




(CHPw6 — Ar — Y— II 
(IX) 



V 



Ar -(ch^j- 



-Ar — T — N 



/ 



V 



[0 10 9] fc^(IX)fclfcV*L5S*(J?4U<lil$r 
V^Ll.5S»)lt^ (VIII) J£^coft#T\ TvS 



-HHCOH — (CHj) w6 — 
(Ib) 



(35) Jf#U2 0 0 2-3 3 7 0 < P2 0 0 2-3 352 



f-^r 5 y , tf y ire* s . r ^mam j t L 

TJi, W*.Jf, TA'a— ^JffiBS. x-f;Wfiifilt, ^ 
It. *&k^W6*i4. £*i6fcL -aiil±^iS^O 

l' 

Ar'-B-L' + l : 

(« 



M t L < lasSMr^ L 8 0 °CT"S> 4 . MJEiWf Sti , #R 

[0110] [ 6 ] St ( I ) fcmvCArij&qHH 

K&*U-CV^Tt>J:^aBfe^5S*iafi (Ar^-Ar^ ) X'fo 

hit-sm ( i f ) ti mnmzTv—juA -vyvy? 

[ft6 8] 



3 / 

Ar X — Ar Y — n' 

CXI) \ / ' 



Ar J — Ar 3 — X 



Ar — Y — N 



0 0 



V 



< JiiS*. ft*) £>4 v>(i h U ? >x;|/*- 

/M^i^ ; -ftofMe-t{±ifrietiBis«sr^-r] 

[0111] k^iii.U^X'^tih rffi^SSr*LT 



4, kyibtt. Ar^Jrt/Ar 8 * 1 , kUcB8l*£*LT 
I vc fc £ v V7 x -;W-CS) 0 , Ar 2 - Ai-s #BSS££* LT 

t> «t x - y ;K**s^ s Jfi lv ^ r y - 

<9 X^y-yftr (Acta. Chemica Scandina 

via), 22 1-2301, 1 9 9 3 fcrfESfcO^ 

4. 

[0 112] -(t^ft (X) kl*^L3S*«f*L<{±l 
SrV* Ll. 5i5*) <Ottilr& (XI ) k £ . I£S£ =fc ttiBB&M 

kLT(±. WEfcHW^t^fflv^^ft. ISt£Kii. 
#T4 L < (±, h y >7 A , ^SS/KS^ bVV&KtZ 

X'hho r ^*j oflfflSti. «itr-ffc-&ft (XI) izM 
LT, »l=5rV^Ll O^iTfcS. ^I^IWj 
LTfi. Witt. A-5y'<7AW, -v^;W«HKrif3& 1 
*tf6*i4. IS r ^"5yWMj kLTJi. 

(0) , SK^^A, t"A (h'j7i-MX7^ 

v) A°7y'7A (iD^o'J h\ ^S^A-MStSr 
t"^W6*L4, IS r- v^;HBHIj k LTii, fflx. 
tf. f 15^x ( hij7x-;WX7^y) -7^-/1/ 
( 0 ) =3r£*Wf»ft*. IS r a?f^Sl^J offiffl* 



fi, ft^Bi (XI) ftO. 0 1^^ LI Si, 

KLOiftO. Ol^r^LO. KJSia 
Kii, SiS^v^Ll 5 0°C, *fiL<J±*t8 0°C>3:V^L 

1 5 0°CT"J)I>. KlEBtrBlii, ^J^(J'«J1^V^L4 8B# 

IBTrfcS. IS r^ffittJffiHEj t LT(i. Witf. T 

^*i6-am^l^M^'jiFt u^. 
[ 0 1 1 3 ] lute rr/Pn— /WRJffiHEj t LTtt. 
If, ^^y-/l. X^y— ;K ^V7nA7-;K tert 

075 y(THF) s 

^y53rif**fflv>6*t4. fluta r^n^'iWH^bJcS^ 

A, i,2-^unx?y, H*aflJI8R*if*«fflv^*i 
S. MIS r ^fi»Mj fcLTtl Mx.iS\ ^y-t? 

h/i/iy, ^r^i^y, try i»^tWffl^6*L4. 
Htria rm&mmmmj ttxn, man. 

75 F (DMF) s N,N-y^f/l/7tl75F, N-^^;k 

trnuH^^ffl^fe*!*. una r tFy«j t 

jL if . yV =3p 5" H (DMSO) if ^ 6 *L 4 . 

Mia r -F'J;Wj kLTii. «ittf, r-febxb 
y;u. 7oh^-F >J;P53r^fflv»6*t4. 
[01141K LTW£*ifc*3S!5Jfb^te*JVvC, 
^frtwWHIl ifr^*DO>fb¥Kje^ffl^fc-ti:4 

; 1 1 «t y a wowigstsaft^- 4 i k t, t s 4 . is^b 



(36) Jf#U2 0 0 2-3 3 7 0 < P2 0 0 2-3 3KC 



^mSBVMb LT«2. BKLRJS. StcRJEE. T/y^/Wfc 

Km. to7kttM5i&. T^simm, xxx/wtRC 
r i; -)v* ■■■/ -r v y-fm.m. m$m&js% if #w hh. 

[0115] m£.cr>&%.miz$5\^X . Ifflt^ft^ 
Mk LTT5 y, HtfoiF^zs^ h^n^f^ #/y#x/u 

mmz&mzm tTummzm^z z t izx <omwt 

i.if. *;y$;K Cj-g T/^^-^^iK-zKM. T-fc 
-f/y. rnt^/^tl d-eT^n^y-*;^ 
/MM. ^Ky^-/k xhdri/#/ytf-/K ter 

;K;t^-*/^-;Kfl, ^>-S^#/y#— s C 

if), MJf-;K 7^n>f;P s N,N-^f;l/7S7^f 
U-y. y-U/MM, MM^-y-y/K MJxf^y'J 
/y. y^f;t'7x-;i/y | J;l, tert-^/yy-'^/L-y- 
U;K tert-yf^y-'xfvy^y^ftif), C 2 _ 6 T/yy 
x;HM. l-Ty/yfti^ftiffr'ffl^ftS., zithco 

*». 37*ftif). c^T/yrJ^MM. ^^y, x 
h * is . raw y-ft if) ifcfcfci h oft ifc«8i$:ft 

[0116] ^/ytf'^y-^ffittti: LTti. C 

bVK 7>/K tert-^/yfti;), C,. n r7M^ 
(#!l. Oy^yftif). 7i-;K hUf-zK y-y/y 
(#!l, t- y^A-y-'J/y. h'Jxf^yiJ/K SyX^/y 
7i-^'J/K tert-T'f-^^f-^^iJ/K tert- 

^/^x^n^uA-Srif), c 2 . 6 r;u^— l- 

Ty/yftif)ftif#ffl^6:ix&, ifLfe^Kti, lftut 
3lftVMJyyJ8f(«, 7>yfS. OHR* *S. 3-7*ft 
if), Ci-sT^n^fy-CM, ^ h^f y\ xKy 7n^ 
^fy^iH/cii-ln^ if -CIBH § ftT V *T t> J: V ^ . 
[ 0 1 1 7 ] b KnJfy^nii LTii. Wifcf. C 
i-eT/Wffl, x^-/y, 7Dh7t/, >fVTn 

tf/K T^/y, tert-:?>/yftif), 7i-/K hUf- 
/y, Ct-ioT^^KM, ^yiy/yftif). *;kS;K C 

fti:). Cj.dT?^-**^ 
(#!l. <yy;WM- /yftif), 2-f 15bl'oh'5 
x;K 2-f 15tl'P75-/K y-y/H#l. hU^f- 
/y^y/y, biJIf/l.yiJ/K y^f)L-7i^y'J 
/y. tert-y-f/y^-f^y-U^y. tert-T^/pyX^- 
/yy-y/yftif), C 2 . 6 W-/KM, l-ry/yftif)ft 
if^'fflv^ftS. itftfecoftti, i2rv^L3lI<7VNoy>- 
M^WJ. 77i, *S». ft*. 3 <7iftft if). C!_ 6 T;y 



^HM> -Xf-ZK xf-/y, n-Tob7yftif). d- B T 
/y^y^M, .Xr-^iy, xh^ix, Tn^y-ftif)* 
tz iix h a if T"HJ& § ;fxT t vc J; v \ # 
f*SSi:LT«i. HtRT-fe^-/K«, 1,3-^ 

yftif). »ftr*^-;KM, y-c^r/y* 
i!7t y* ->yft if ) =Sr if^'ffl v ^ix& . 

[0118] j&Ltifflmwt&jmt* EWAmn 

^-7 7 y-y-fey-X (Protective Groups in Organic S 
ynthesis), John Wiley and Sons T'J(1980) {ZW&COjj 

m&z&*tt:ffoz.kiP?*&. Mi«f. tss, 
tvrt§ y-ffi^ h u ^a. -r h ? y^ury^- 

>\"7-i h* (Wits'. bWf^l/y'J/Pa-yH, b'J^ 
^;y y- y ;y 7"c? 5 K =Sr if ) ft i: £ S 75"^ . jiTcffi 
ftif^ffll^ftS, 

[0119] *5KWt-&«Hi, ^*n«#S, Wiif . m 

*5fi^^w«ffHfc-&*i4fci±^«!»i, tuiBt mm 

<^a«0#gBr4T(c «t -5T*««fS-r5 ^ i: 4 
*lt-rS^i: : 3r<'?-Ot4KJ5ESl^li: LTifrOI 

[0120] *«BWt-&«Hi, flfcfutMCH«B«*ftSf^ 
fflt^rt-Sfcft, MCH^eH-tS^SW^-^j^PJi: L 

M aXK MCHftfi0PJi:B|ia-rSii:^ftl)) tt, WIL 

t-y>>\ 77, 7*^ ->sy, bhftif)tc^L. M 
CHCfBH-T i^jftfl^f W ■ ^afflft if i: LT3c^fc:S# 
$ttS. lit. MfflfcjBH-JN&lfcftfc LTli, W^W 
JKSliK CM. ®ttIE}f«ffi(malignant raastocytosi 
s) , ^KH'ttlES (exogenous obesity) . jfi-f >J >- 

ttJlE}i5|Jm (hyper insulinar obesity). 3iJt^tt)jE}S(hyp 
erplasmic obesity). T^frttlEiS (hypophyseal adipo 
sity). ««'S3EjS?E(hypoplasmic obesity), mm. 
BBtffiTJBiftffi (hypothyroid obesity), IliTFgPttJjE 
St (hypothalamic obesity). jffiMffilEiH-ffi (symptomatic 

obesity). /hiSffiSft (infantile obesity), Ji##IE 
iH(upper body obesity). AVttflBiffSS (alimentary o 
besity), «|gffiT'ffil!Effi(hypogonadal obesity). £ 
#tt)jESt*B)}a?£ (systemic mastocytosis). #MttJiEi# 
(simple obesity). c^'C^ttBEiS (central obesity) ft 
if] . ffiATutffi(hyperphagia) , ffiUPfW, SBttPfV 
(memory disorder). (dementi a) . 7h;l- : E>'|i$ ! S : (ho 
rmonal disorder). ttffifgPtWft if A«p(f 6*1.4 . 

[0121] ^ffeH^^ji^ «IS-lB^«i!£ 



(37) #Hif2 0 0 2-3 3 7 0 ( P 2 0 0 2-3 3Wch) 



a* if) . mmmmt mmt& - 1 s . 

[0122] *l6IHWMCHfgBDWtJ iVESBHiEWl, 
ZtL^tHk-SV® ( I ) *fctt ( I ' ) Sr. *tf>*a&4 

[0123] SBS^WfcflFSES^ftfflflsi: LT 

{4. mmmmt Lxmmcr>^wm$>^nMmim 
#l mmi wrm. mmm. wm&ze>mm*M 

t^fcfcTS*. M^f'Ji: LTIi, Witif, ¥L«N (3 
SL D-vy^i — ;k fyyy, n-yx?-f, 

T'JyS^^y^A, 3n>f b'yy^&i: - '*^ 

a*t. D-?y-f-;K fWb'Jy, th'n^yr 
Dh"/I/-k^n-X s t Fo^f y 7 n f ;l/-fe;i/n- 

hWMftZiimf&ixh. mmmttxa. man. 
fyy°y. ^tv^^^iv^vn—x, ajVtT^^^- 

>7A. u^a. earns 

t Fo^v-Tntr/t-fe/Pa-x ( L-HPC ) 

[ 0 1 2 4 ] <m\h LTi4, . T/Prj 

— >K rntvy^Un— /K v?uif— /K rfvM, 
h^aa^aftfcTjfiiW^*. i^fSfflifi&Mi: LT 
(4. MzM. ^"Jxfl/^'ja-yK 7ntl/y^'iJ 
n— /K D-vy-l — /K Sl.il'^^K 
-;K biJX7S7^fy, r?yx-rn-/K M)x^ 

ir*«*{f4,*i4. «fMi: lt<4. m*j£. xtru 

/PT- 'Jx^y-/l/7Sy, ^>J;H5£K-H- 'J-7A, =7 

^|j^7S77nt^yi s yyf->\ fi-fk^yif/pn 
-■72^ J&ffcO-fc'h^A. ^yxf Tyyffiyy-fe 

— x, t Fn^f -/Xf h Hn^fy7nt 
[0125] ^SS-fCTJi; LT(4. Mi(f . 7K?», D 



-7;P£>-/K igfl^by^A, /ij-b'jy D-v 

(4. vym&. Bfflse, ^bsb. ^xyigje&fc'oifw 

«^rt")()>W^fil», tgitftJWt UCJ4. <y 

til, ^^y^&SltxxT^Ma, 9nu?9J- 
;K ^yy^r/P^-/!/, 7i^-^-;FT;PrJ— ;K ft 

Ti4. Mx.ti\ ffiBEBEfi, TXrj^t>iS^i;"* i W^ 

[0126] ^BJ^MCHfSK&lfc J:tf EaHBj&ftOffll 

y^«s#tf). few. seffl. *r*wn(V7h^ 

l«L »JRpmSfiWs jBWW^WJW, mJKl*iaitffJ=5r 

t") , ^hfflM («, m&mm. wmm% 

M^t'cO^gPM^i: b LX, ISPW*fctt^HiPW 
[0127] ^BJc^MCH^K^J^^-ft-^ft (DO* 

axu^wmmmmm^it^ ( i ■ ) co 

MOWSDW * fc 1 4 E^ffl^fe £ , K3l3t «fi£A*# (*S 
^60kg) CgP^tSf^W lBS^D Of^*(4. 

ztt%timm%xfoh\Y&m ( i ) ifcii ( i ' ) t 

LT. tt0.l2r^UB500ig, if* L<JM9l«rV^Wl00 
ng, Siatjff* L<(4^5^^L*5l00mgT* 1 9. ^Ol 

[0128] *^HJ<7)MCHfSK£[Jfc 40 : 'ESffi)Sft(4. 

h^b ftx% d zwmmmmb lt(4. mx. 

{4 rilfifMilj , rfe^^fjjefgaSfij , r MCH 
[ 0 1 2 9 ] ±IB rftm^S^j i: LTi4, «itf-f 

yxyyffifiitt3Jt#^, >f yxyy^fjeit^. t^r 
\**<nm. (ff*L<{4Jg®JS) . ho/y^/y. ay 



(38) #HH2 002-3370 (P2002-3 3WchG 



J TT— 5 0 1, GI-262 570, MCC-5 5 
5, YM-440, DRF-2593, BM— 13 — 1 
2 5 8. KRP-297, R— 1 1 9 7 0 2&i;#^ff 
£>ti-g> . -f yx U y4J*fflayKf: LTIi. CTx.tfx/k:? 

F\ h7f'Sh\ T-feF-M^S F, /'J^ot5S 

Ffc j: w^ryt- >>as, /ij\y?7Sb\ y*y 

9 7 ; J¥ ^ y 'J b 'J F & if ^#(f £> ft £ . JJSKWMc 

F\ i-T-yV-F. (KAD-122 
9). J TT - 6 0 8 3: ifj&ajtff £>*l£ . 

[0130] t^TTM vfflt lxh. miss* v-avv 

SV, y, 7 xy*;F 5 y&fc'#'W' 

SfifcWBH y^yy; y^«*w*»^»ffi$nfc-f y 
xy >-3&»4>S*W(c-^jfi$*ut^#ifib M yxu y ; 

yxyy&£-#W ^fyx'jytuti. o. 
45H0. 9 (w/w) %offiifi£#tM yxu ys 
ss ; Sttffiis, sskto? s yfc m yx y 
mztih-rn? s y-r yxy yirat't»^n.s. 

'fyxyyit %<D7y?*yvhh^$wm 
fle (fid, iNS-i&t") -pftott in. arts, -f yxy 
ytti, a8&3L UttSt, &t££& 

S/'Jf- b s Srif3&*W<a*t4. ^srb'L^tyyft 
*ft»3Ei:LTfci. WitfA J - 9 6 7 7 , BMS-1 
96085. SB-226552.AZ 40140 
#>W^ix£„ ±SEJ£WW:fc. r »JS'Jfi^^j i:LT 
14, W*lfX/l'=f-fevK 75A>J^^ F\ UTf- 
V . BAY-27-9955& i: #3pff t>tth . 
[ 0 1 3 1 ] JJE r «S«-^«ffi^«^j t LT<4. 01 

* tf r ;i« f -^aeaBHawB , ^ y - y a y piw 

/H«-^3l7cB«KWWfc LTJ4. $lx.{4F/HyX?v 

F ; SNK-8 6 0 ; Y^fVVX^-v F ; AR I - 5 0 
9 ;AS-3201 arfc'*«Nf £>tl6 . ^"U y"-y a y 
ffiWHh LTS4. M£lit'~?yi;y%:b't>mft>tl&« 
TWr4 y*i— fe'CPlWHt LTJ4. MittNGF. LY- 
33353l£<^W^tl£, ilBEWfcfc, rfUm^ff 

77>J b\ ynx^7-;i/, Il^^yi/fy, -fruf 
^yhlxf;!/, _X"?y^-y (memantine) „ bV^F 
'jy (pimagedline ; ALT-711) & i?**Ptf . 
[ 0 1 3 2 ] ±12 rMCHSffim^l-^aSEiS^j t LT 



(4, Mx.Jf im— IflMFSL Jfe»amBHKrif*«i«f6n 
] J->*~&ffi&Mk LXl±, mtil^/UUX^ y F£r 
ifj&W&ft*. ftSJPWBKt Mx.tivy'yb' 
— ;K f?X7xy77?>-, 7/M^-fef-y, y7> 
7?y, A^7?y, (S)-y7>7?y, SR-141716. n 

J^AlfiflBStlSgj £:LT<4, W*lf Ur-X^f-VSrif** 

[ 0 1 3 3 ] ±IB r l?JfiLEi&lSj b MtJfT 

y^xy^y^gsifflsm. *^^A*Sffl«, ^ 
y>Afty^;HPI, Tyy'^-T-yyyiiSffi^ 
ry^T-y^y^iS«lfi^t L 

Tii, Milf^7h7'J/l/, 77t7'J 

(SI) f57'J/K 'Jy77y;k ^S/7'J 
;K ^-f-tfTU/k. y^-^T'J^. f^7iJ;K h7 
yF57u;K ( ^ ) v-ye y^r t'^if . 
*^^^AJfflS3Kfc tT(i. ^ijtii'-7xy'h°y, 7A 
n>>'b°y. x^-i; ! b°y, ^^^'by^f^W^tL 
4. *y7Afty*;HOli LTJ4. muivf? 

DV^'JA, L-27152. AL0671. NIP-121^ f'^'W^tL 

?y^ ^yft^yyy^yf/i/, ^svp^i-^y, 
)V^-J]/^y. CS-866. E4177^-f^tffetL.S. 0 
[ 0 1 3 4 ] JJE ruSHjULafiifiaSI (WMS^ffi^ffi 
95) J tLT(±. mtfHMG-CoASTcBSRIEW 

m, 74 7?-hmk&m%:k'tfm?t>tih, hmg- 
c o AMTtmrnmrnm fcuii, m i ay ?^x?* 

y. yyA'x^fy, nA'x^fy, 7b;wu^f 
y. 7)Wix9^y^ v^y^-tv^ by^s'x^^-y. -f 
?J<A?i-y^ ZD- 4 5 2 2^^(4-5-^1.^ OS (M. 
•7 b U ^AS^-if ) =3r f*^f . 7 ^ 77-M 
^-^ft LTf4s Witf^if 7 7'^- h , 

7*y-b. ?n7<77-f, yy^>f ry-bftt'tf 

[ 0 1 3 5 ] JJE rwip^^j b LTi4. «ilf >f 
7"Tn7iy^-ir^W^^-l.<> ±IE ^Wf^Mi b L 

t77A, ^^"-trVN°A. ^n^ftV7A, ynv-bV\° 
A. u^bVtA. T;k7°5V"5A. 7;l/iy'TbVtA^^ 

ifimft>ti&, ±ie r f)tdo^j tLT<4, «itr, 7 
•fef-y. -9--F^y y^r^WitLS, 

[0136] ffiEtfc«ffl^EW^#BS3attlRSES*i. 

-t, \m£m\±tt±mmmsmbwmmm\b* . s 

6*iTV**»4*(c*-f^J:<. K-^-M*. S^/l~ 

f, m&. m^h^tmzj: oiiaaiK-rs-r 



(39) #12002-3370 (P2002-33 + 



tzMmzm\fcLTnt>ti&m-comffl<7)&^ 2 ) 

^LT»fe*i4 2«<0»W<0R-^*li»"C»|B|ie« 
3) MCHSKMtfc(±EiK*lH!c!fMfc»Mffl^Jt^ 

c^raH£fc^T6Di£^-, 4) MCHSUtM^JttiE^i 
J#fefc fflflSSffl t £S'J* fcWHft; LTft&fU. 2 SO 

[0 137]*W, r^^-ySft^y 

ffimt. mmmmfflL mnn&imm. mmmitms 
mmi}-hw,ifih^< 1 1> imj±t zm^h^x 

mchskm t imrnmm t j t mmiz tx 

[0 138] 

01 HlffeM+co r ^Sj (i05:UL3 O'C^L, 
tf^Afcffl^fc. r %j Wfteb&VWSi^— teV 
**MHiaeflSf-*fflv\ KSfcRS^TifReLfc. fabms 

(pos) J±, (Fast Atom Bom 

bardment MassSpectrome try ){C:B (7 & ( + ) 

[0 13 9] ^X^X-m^^tlX^^h^CDifcco^teT 

s : i^y-fV •■/ h (singlet) 

d : yy'V vV (doublet) 

t : b IJ71/7 h (triplet) 

q : ^TlV-T"/h (quartet) 



m : V;pfTV yh(multiplet) 
b r : K (broad) 

J : ft "/TV yyfeWi (coupling co 
n s t a n t ) 

H z : 'Vt^y (Hertz) 

CDC 1 3 : l^nn^l/A 

DMSO-d 6 : m*JXi-)VX)V-fr*i'V 

THF : fF7tKU77y 

DMF : N, N-y7f;WA7SK 

DM SO : -J^^-JV^JVit^^Y 

WSCD : l-Xf/k-3- (3-y^fiI/7S 

y/nt/i/) tnvfti/A 5 H 

WSC : l-xf;l/-3- (3-y7f;l/Ti/ 
1 H— NMR : 7o h y038£vftTOI ( »it 7 'J C 

dc i 8 ttt-cattei,fe. ) 

I R : ^MEIDU^ 
Me : ^^-/P 
E t : X^;P 

HOBt : 1-tKQJfy-lH h 'J TV— ^ 

IPE:yM VTnbVPX-x^ 
DMAP : 4-y^f/l/7S7t"iJyy 
[0140] *BJ|fl#j3j;^iaH^^T, ISS^T 5 
yWQrffftft^Tasvr**^. 1 u p ac - 1 u b 
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T o s 
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rLS?^|[-^-& ■ 1 ^ 1 "h KSI f-1 (\ K^~J^rnNA^ "2 

L HL7 l J's^ y ± 3 J 1 — r XL 1 c_ - ' 19 *© ^Vivnvjy^. 
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CH a 



2-(R) - (2-(N, N-y^ f /l^T S 7 ) xf -6-b Fo^y 
T-h?V>(30Q rag). 4-(b Fn^y^f;t/)7x-;l/ 
4-^ b^^yy'x— h(530 mg). h'j7x^*X7 
^y(430 mg)<7)THFJSiK(6 ml)t^ T7V#/]y#>|g:y 
x^;K40Kb;PxyJSa[ l 0.95 gl^KWLt, 

-^ty)^gT, »Hfl:^*02(te)S»fco 
BWS: 111-114°C. 

[a] D 20 = +44.4° (c = 0.502, *9J—}V). 
[0 14 5] ##M2 

N-v.x ~)V-\- { [2-(2-h°^ V y7xf;I/)-6-f h 5 U — 
;W«y^f;l/K^X7S H 
[ft7 0] 



a' 




o 



4-U2- (2-b°^'J yVlf;W -6-f h5U^H^y 
y 7^/14 (300mg) SQTHFjgSS (3 ml ) IZ h V X-f- 

/kTSMO.ll mDSrini., ig-fbh U^^T-fe^K92 
mg) COTHF^IfS (0 . 5 ml ) £ *?£TfltT t . 30$NSIf!8?P t 

T-11X85 mg)cOTHF^(0.5 nDS-jSTt. li&ftffll 

THF-^^y-^-IPEiDW^eL, *ja^^Bj(150 mg) 

It*: 183-185°C. 
[0 146] ##M3 

4-{[2-(2-tT^y yVxf/W-6-f h 5 U —fVlttis* 

-N-(2-b° ij y^H^yXT 5 K 
[1T7 1 ] 




O 



*?-M£,&#iSK300ig)OTHF!BiIiS(6 mlXch V X.j- 

h 'J y ^T-fcf-ZKO. 095 ml ) 2:7K?£T?l9T L „ 30-^PbI 
ftffLfc. BOB»££a&-C#HIU lB#P^Mfff*. 2- 
T 5 7 tf 'J i>>(110 mg)(OTHF5^S(1.0 ml) Sr^TiS 

*5A?n7b/77^- (SHffi§« ; THF) L . 
B*Snft(I«i*A-IPE)£eT* S«i^j(30 mg)£ 

BUS: 139-143°C. 
[0147] ##CT4 

4-{(2-(2-b°^.U y7xf/W-6-f f7'J-/H«y^ 
iHH-N-(2-dfy ij-;W^yX75 H 

[11:7 2] 



CCnr 



o 



4- ! (2- ( 2- t?^ U x^/k ) -6-f h 5 U ->V] ^ v 
y^l4SA#lg(300mg)^THF!g}gjt(6 mlHCh'JXf- 
^TS>-(0.22 mDSrflni., fifth Uyf^T-fef-zMO. 
095 ■l)£#Hn r MTU BMHSHWFUte. RJGSKfcS 
ft $ -C#ja L , lBHSHtfFflL 2-T 5 y =¥ y U > (170 m 
g)WTHFjWK(1.0 ml)£*tfrRSTU gfi"C12$iajft 
Ri^fciHa»*«:Jll;l, MxfJK'ttiil 

£ ; THF)T-»ML. BSSAraHRxf-A-i^ VTntVP 
X— f;W*»T, WBft&tt(45 mg)£#£. 
HjS: 135-138°C. 
[0148] i^J 5 

N- (4-y t- 3- ^ 7 x. —)V) -4- { [2- (2- f^s D ^ 7xf;H - 
[ft7 3] 




o 



4- {[2- (2-e^y yyx^/iy) -e-r-b^u^/W^-^^ 



4- {[2- (2-tXiJy7lf/k) -6-T-h^U-;W^v- 
^^WSA#K(170mg) . 4-y< h^^T~ ] ) V(53 m 
g), H0Bt(70 ng)j3it^DMAP(60 mg)CODMFjgSS(2ml) 

fclOXRR^ U ^A*J8F»t5 J:V**tlPi. THFtPKx 
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?->i^ate«rcttfHi,fc. Mattes*-?** 

^57 <-{MSm& ; THF)Tfif*lSL WMHr(THF-IPE) 

WjH: 193-196°C 
[0149] ##M6 

N-(3,4-WFJfy7x -4- { [2- (2- b^ Uy/Xf 
/W-6-f ;H^^f;H<>X7i K 

[ft7 4] 



H 3 C'° 



17 




xcr~ 



o 



4- {(2- (2-WJy7if;k) -6-f h5'J-;H^y 
^ £,&#K (300mg) „ 3, 4- b ^ S'T- U > (120 
mgh H0Bt(120 mg)&J;t/DMAP(100 mg) <7)DMF$M(3 m 
l)C0t. WSCD(7U— 0.2 ml) i^MTMt. 12B$fal 

T^S^9A^avh^'5 7^-(SHHf^ ; THF) X" 
fifHfJL Bi6ft(THF-IPE)£IIT, «Sft£tt(330 mg) 
£W£o 11*: 178-180°C. 
[0150] ##M7 

6-[4- Ky /1-T 5 J)^> ; J)V^ is) -2- ( 2-b^ 
'JxVlf/H -r b^'jy 
[ft7 5] 




XT' 



o 



6-b bn^>-2-(2-b^U>V3:-f;l/)^b5 '7X500 
mg)f0DMFM?S(5 rnDtC, *»l"frt- b U *7A(60^fi«, 85 

«>*^atani., usisfflBfut. TO«tN-[4-(7" 

at^f/l/)?!^!/)^^; b'(670 mg) SrMiflT-JP 

(SUMS ; lWF)T«HMft, B»ft(flHtx*/W*e 
T . SH-ffc^ (200 mg) . Hft£ : 176-179°C . 
[0151] ###IJ8 

2-( (N, N-y^f ;l/7 S 7 )^f ;H-6-f b 7 U 4- b* 
7i-'J ;b#/b#^ ^ J. 
[ft7 6] 




jOCTs 



CH 3 



2-((N,N-y^WS7)yf;W-6-h Hn^yfl5 
Uy(300 mg)^b°Ui>>^jg(6 ml)tr s 4-h'7x-"JA' 
#;1-*>S?(580 mg)i3j;tA'WSC(560 mg) £flU;t, SiflT3 
6B*IBfflH¥ Lfc . E^fctHttfi»*4i ±1*** JD i . 

10 : DrftM*, S^ B B B (^^y)^^T. gffi-fk^BJ 
(300 mg)£t47> 0 
WUS: 85-86°C. 
[0 152] #fW9 

2-((N,N-y>(f;l-7Sy)^f;H-6-{4-((4-/< b^T? 
x - ;b) jjjVX— }Vtt %S\ O^'/M"^ y}fh5'J/ 



[^7 7] 



HA, 



jo* 



UT 1 



xcn; 



,CH 3 



2-((N J-y'^f ;17S 7)7<f ;W-6-t Kn^i/fl5 
Uy(150 mg), 4-(b Fn^f Wf/H7iX;t/ 4-.* b 
JfyKy/X- b(570 mg). b ij7i-WX7-( >(5 
74 mg)<7)THF^(3 ml)^ TV'^^^'yK^X^b 
(.Wlh/Ux.yfflBL, 950 tng)£SSTiiCFU 3^^jtff 

/57 4 -(raRjffiK ; ^t^-An> : Blxf 
yb=6 : DTffiHKU S^iKftlxf^^fyJ^g 

*C, «IHfr&*(175 ig)*l#/S. gt£: 119-12rC. 

[0153] ##fylj 1 0 
2- ( (N , N-y^ f ;17 S 7 ) ^ f ;W -6- {4- ( (4-^ b^< 
yy» t^yKyy/my( f 1 7 'J > 

[ft7 8] 



0 JX' 



2-((N,N-y/!f^7S7)/!f;H-6-h h'n^yf 15 
'jy(300 mg), 4-[(4-^ b'Zi'-O'i/Mtt^Oi' 
}VT)Vn-)V{\.Q7 gh h'J7iX;^X7^(1.15 
g><73THFj§»K6 mUfc, TV^7b^yffi> ; xf-;K40% 
b;lo^jgjj£, i.9l g)£^T«TU2f$FJWL 

5 7 t-mmmm ■, ^y-y-^^y ■. ssxf^ 

10 : DT'ftSL. B*8fi(PRx*/|^Sf-?-y)£« 
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X. *Htt£tt(260 mg)£#*y 

Ml£: 106-nrc. 

[0154] 1 1 

6- {4- [ (Ky/f^7i y-2— f ^;k^-^r 5 J ] 
^ y y7l^:*3f M-2-((K,N-y7WS/)^ f7W -f h 

Ht7 9] 



ex 



„XjCTC 



lAyy"f^7x ^-2-X?^#>K(230 mg)OTHF*§^(4 
mlH<lDMF£l}SJpi_. ^t'JMn'J F(0.23 ml)£ 

F(l ml)^§«L. 6-(4-TSy<V> ; V^=3r^)-2-[(N, 
N-y'y f-;PT 5 J ) y -f /!-) r- h y V y (300 mg) CO t° U y' 

^ B H B (THF-IPE)2rg-C. »jEl"fc£1& (250 ig)*#fc. M 
j£: 165-169*C. 
[0155] ##M 1 2 

2- [ (N , N- y'y T 5 y ) y ^-)V\ -6- {4- [ (4-y b ^ y 7 
i-;m;l*^P7iyKy i/iV^* y ( -t T- y u y 
[ft8 0] 



■CH 3 



6-[ (4-r 5 y ^y yvw y) -2- [ (n, N-yy ^/pt s 
(1 il)**&TirFU lSiHBHWLfc. Ht, 



Mj£: 137-140°C. 
[0156] ##M 1 3 

6-[4-(^yyvp#/w#-/vr s y)^yy*;M-dry]-2- 

[ (N , N-yy f-^T 5 7 ) :* j-M r- h y 0 > 
Ut8 1 ] 



OU N iX 



0 xxrs 



-CH a 



6- [ (4-T 5 7 Ky i?)V) is) -2- [ (N , N- y*y *f~)VT 5 

y)y^;W^h^'jy(3oo mg)cot°y yy^gfe mine 

TSTFU lWHSHBFUfc. ISC RJGRfcSiaT. 15 
fc. aSST^St^^A^ovh^? -f —CRIBS 

mn£h(wm^i-/i~^*yy) £ht. ssi^ft(i75 

ML*: 130-135"C. 

[0157] m^m i 4 

6-(4-(<yV^;l/7Sy)Oy;^^y)-2-((N,N-y 

y f-^T 5 y ) y f t- 5 u y 



xcns 



CH, 



6- [ ( 4-T 5 y < y i^'/b) ^-^r y ] -2- [ (N , N- y" y T s. 

y)y^-;Wf-b5Uy(300 mg)wtfuy*y^(6 mi)t 

^<yyM;K0.14 ml)^7K?#T»TL, 
77^-(IIill : ilxf;Wt«li, BiSJKTHF 

-IPE)*e*C, »S-ft^(240 mg)£#*!. 
HUS: 128-133°C. 
[0158] 1 5 

2-((N,N-yyf/17S7)^f;H-6-{4-((4-^ h^y< 

y va M r 5 y ]^y yv^^r y } -r h 5 y y 

[1TS8 3] 




XT' 



xxrc 



6-((4-7S>"<.yyW^y)-2-((N,N-y7f;l'7S 

y)y^;H7 u b5 l jy(3oo mg)cob°yyy^M(6 mi)t 

S-ftp-T- V -f ;K0. 20 ml ) £*}$T}iST L , 

hy'5 7 ^ -(sbh?s«e ; mm^M-Qmwik. m^¥n 

(THF-IPE) ZmX . MS^^GOO ig)SW>t. 
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HUS: 155-159°C. 
[0159] 1 6 

2- [ (N , N- So< f-;^ 73/)^ &)V\ -6- {4- [ (2--X h ^ 
[ft8 4] 




XT 



6-[ (4-T 5 7 O S^W ^ v-] -2- [ (N, N-^X f-/l-7 5 
y)-*f7WT-K7l>y(200 mg)^b°'Ji/>-?§M(4 ml) 
o-T-V-f/^ny h'(0.15 ■l)£#JfrT»TU 

?n?b 7? y 4 - mmmm ■. thf) vmm&. wish 
(,wm^i-/i-^*y-»zux , mmit^m(2Qo mg )£ 

It*: 106-108°C. 
[0160] ##M 1 7 

6- {4- [N- (4->f^fy<yy'-f;i/)-N-^f;i/ 
rsyxyy^^fyi^-t (N,N-yywsy)y 

[ft8 5] 



2-((N,N-yyf;l/7Sy)yf;W-^t Hn^yfh7 
UX150 mgh N-(4-(tKD^f^f;W7x-;m- 
X h >-N-y f-/l^ y XT 5 K (600 mg) , h'j7i- 
WX7< ^(570 mg)«THF^(3 ml)£ s TVis1))V 

^nym^i-^whf^ymm, 960 mg)£s?5~RS 

7-';W7A?n7b^77 - (SH?§« ; 'v^y— 

ft 7^St*?A^n7h^?7^- (SSftf & ; "v* 
Hfy^^-tfy : Pfgx^=2 : DTSKU M&fte 
fSj(185 mg)£#*:. 

1 H-NMR (CDC1 S ) 5:1. 20-1.50 (1H, m) , 1.80-2.46(5H, 
m), 2.25(6H, s) , 2.68-2.86(3H, m) , 3.47(3H, s) , 3. 
74(3H, s), 4.95(2H, s) , 6.52-6.76(4H, m) , 6.84-7.1 
4(3H, ra), 7.22-7.38(4H, in). 
[0161] ##M 1 8 
N- [4- ( { [2- ( S^x-f^T 5 y ) xf;W 757} 
;H7i-/H 4-t'7£-'JM;i #'=*f if 5 H 

[lt8 6] 




4-b*7x — U/^;Ui?>-K (0.879g) tOTHF (15ml) 
it^JCtfTF. WJ/^O'JP (0.46ml ) fcilA'D 
MF (1») ^Jd^^o Rl5^^MST"30^r H TOW^« 
»Ufc. 3S££THF (10ml) 7n%4yT$ 
V&WU (1.078g) t Nyif;l/75V (1.4ml) OTHF 

( 20ml ) mmmiz o -ct^st l fz . o °ct30t7TeI» 
ft, R^eaifcmuas* u an*. , @ffigxf- 

(1.147g) 

: 237-240'C . 
[0162] 1 9 

4-(4-K'7i-'JWy h^f^)-N-[2-(-4" yratf^rs 
7)xf/i/KyX7S H 
[^8 7] 

o 




4- (4- b^x-iJ/Mh^y) ( 1 . 007g) COTW (30 

rnDfeiVr-feb — h V)V (30 ml)^M^^tCWSC(0. 
708 g). H0Bt(0.521g). N— f V7nt;l/Xf l/y^'T 5 
y(0-353g)t5«tt/ c M»x^TSy(l nDfcJnifc. S 

Ife a H Lt, SHfl^ft (0.806 g)£»fc. 
: 150-154°C. 
[0163] ##W2 0 
2-(N,N-yXf;l/7Sy)xf;l, 4-[ (4-f'7x^'J 

[^8 8] 

,Ct-L 




4-h*:7x — UJI^/M^IS (1.091g) £0THF (15ml) i£ 
JfttyKiftTs ^t'J/^n'JF (0.39ml ) fcitfD 

mf tig) *m*Jt. Rmwi^m^xsmmmmm 

S$S:THF (10ml) fcjfflBU Tn>M >d®K 
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tfi (1.091g) b f'Jxf^TS^ (0.67ml) CDTHF (30m 

i) mmmz o°cx-mTL fz. o-crso^mmtm. k 

fz„ SS^ffixf/^t^^B^L., WM.it 

(0.728g) <H#£. 
St* : 146-149°C. 
[0164] 2 1 

N- [4- ( { [2- ( ^ 5 J ) x^;k] 757} ^/l-#— 

;P) ^ x -/H 4- t'7i- U ;k#;l-#'3- if 5 F 

o ch, 




4-(4-t'7 x - V)V*!)V-$—)VT 3 J )3o&#SS(0. 323g) 
c?)THF(15 mDfeit^T-feh-h )V (15 ml ) £0?J|-£-^f& 
tCW5C(0.248 gh H0Bt(0.156g) , N,N-y>(f ;l-Xf 1/y 
y(0.097g)t3j:t^ I'Jxf/l/TS V (0.21 ml)£ 

m&-z\mmm.mk. K^m^^mt, mm 

(0.100 g ) SI* : 261-264°C (4HP) 

[0165] jy.TC9###IJ2 2^^125 teEttO'ftte 

flu*, ##W2 i 

##i^j2 2 

N- [4- { [2- ( b^ >J x7xf;W 7S7)* fl'tf — /M 7 x 
— )V] 4-t'7x-'J;i/*;i/^fSP 

[«0] 




It* ; 247-252°C (4M») 
##^J2 3 

N-[4- { [2-( 1 - to 'J /Wxf;H 75/1 
/H 7x^/1/) 4-b'7x^"J;^;P*^if5 H 
[ft 9 1 ] 




[0166] ##1502 4 

N-(2-(N,N-^^T5y)y^-6-xh5'J- 
;W - 4- b*7 x — ] J )V*} )\>tf$c*r $ K 
[^9 2] 




St* : 164-166°C. 
##M2 5 

N-(2-(N,N-y^f/17S J)*^)V~ 
;l)-4-t"7x- U /l^/i^^ If S t* 
[^9 3] 



MB 




jtxn 



^3 



HCl 



HbS : >;250°C 

iH-NMR; d: 1.24-1. 54 (lH.m), 1.84-2.10 (2H, m) , 2.2 
0-2.50 (3H, m), 2.26 (6H, s) , 2.79-3.01 (3H, m) , 
7.10 (1H, d, J=8Hz), 7.28-7.54 (5H, in), 7.60-7.82 
(5H, m), 7.94 (2H, d, J=8Hz) 

IR(KBr) 3028, 2910, 2640, 1658, 1538, 1417, 746, 
701 cm" 1 

[0167] ##W|2 6 
N- {3- [ (N , N- l/X i^/FT 5 J ) * j-M-l ,2,3, 4-*r F 7 b 

f a-7-^r y u -4-t7 x - y /f^-f s f 

[ft9 4] 




US : 241-245°C (4M») 



4-b*:7x-U/F#/F*>ffi(145 mg)tf)THF?§yffi(3 ml)tD 
MFSrlSSJp^.. 'J/^n'J F(0.1 ml)£iB 

TL, Sa-C304HBffllfFLfc. RJ^*iMI»THF(l m 
1 ) 7-75 AH(N,^f;P7S-/)^f 
;W-l,2,3,4-xb9b Fn^y U y(150 rag)<^b°y^> 
JBBflE (1 . 5 ml ) ^/Jc^TffiT L . aoiHBBHOT L fc . RJ6ME 

*B*Tffi»L. SeftfifflWLfco «$^THF-IPEJ:0 

b*sau aasft^ftaso 

II* : 206-2irC. 

[0 168] ##M2 7 
4- {N- [ (^yy/W^ ^) #/F#-/F]-N-y ;F7 
N- {3- [ (N , N- i^y ^/F7 5 y ) y -1 ,2,3, 4-T" F 9 b 

Fn-7-^y y^Kyxrs f 



(4 6) #12002-3370 (P2002-335 



[ft9 5] 



cr°Y 




CH, 



4- {N- [ y -J)V^ ^ is ) 7? )V -N-y ^-)VT s y } 

&BS»(210 ig)tf5THF»JR(2 mDtCDMF^lJBJH^. * 

»T*#ty^o'jH(o.i ■dsmtu ^?s-c30t> 

5 y-3-( (N , N- i^'y -f/P T 5 y ) X j- /V] -1 , 2, 3, 4-T" F 5 
b Kn^y l>>-(150 mg)«b°Ui»i§?S(1.5 ml)t*?^ 
T8STU 3WHSIfllfFLfc. RJGiKfcSSKIfitttfc 

ft. 10%mK^ 'J ^ A7K?§M* JPX. . THF t ffl«X*7KD 

8fflMftiMiL&. S££THF-1PEJ; WffiL, KM: 
■&SK220 

Mft£: 167-172°C. 
[0169] 2 8 

n- {3- [ (n , N-s^y ^-4yr 5 y ) y s >v-\ , 2 , 

3,4-fb7t F n-7-^f y >J n/W -4- t'7x- 'J 

[ft9 6] 




H J. 



fFUfc. EiESt, N-{3-[(N,N-^-y-?-;ixTsy)y^- 

/H-l,2,3,4-f h7t h"n-7-^yy-;W-4-t'7i- 
l>/l^/l^M?-$ F(80 mg)^7Ki^TSPi., gfiT72|S] 

ffiAS*-Cife?*U ttttttfttBLfc. t1$£THF-IPEJ; 
"3 5iS B B B L . «jffl-f k-^ift (80 mg) Sr »fc . 
M/£: 134-138°C. 
[0170] 2 9 

n- {i-r-t^/u-3- [ (n, N-^'y +)VT 5 y ) y f-zW-i ,2, 
3,4-x l7tF n-7-df y >J -4- t'7i- U /t^/V 
jJWf-frS F 
[ft9 7] 

O^CH 3 



n- {3- [ (n, N-i^y f-^r 5 y ) y f-yv] -1,2,3. 4-x 

Fa-7-^y 'J— ;M-4-t"7i^ll;l/*;k^tS F(80 




g)£#£. 

HM: 167-173°C. 
[0171] ##f?1J3 0 

N- !3- [ (N, N-^'y f-n/r s y ) y -^AO-l-y i~)vx)V-^~ 

;l-l ,2,3,4-f l7t F D-7-^f y 'J -4- b'7i- 'J 

/V;5r;WMfir5 F 

[ft9 8] 




l' CH a 
CH 3 



0=^=0 

CH, 



N- !3- [ (N, N-j/'y f-;vr 5 y ) y f-;W-l ,2,3, 4-f l7h 
F n-7-=Jf y U -;H -4-f -7 x - U /V#/V;}£*1?- 5 F (80 

nighty ^>^(i mi)t, ig-fi^y yyy/i-^— /i- 
(0.02 ■D**» - rani, Sil-CiBSHaWLfc. at. 
RjBMWc»ffc* y yx;^n/K0.02 ml) SttK^TJo 

tefe&*-Ci5fc#U ffiflMSSMtLfc. aS^THF-IPEj; 
D MtUR L , WWteft (64 mg) £f#£ . 
Bl£: 184-188*C. 
[0 172] ##(5IJ3 1 

2- (R) - (2- (N , N-i^'y ^/l-T 5 y ) xf;|,]-6- (4-b Fn^f 
^T'x— /W/f F^riyf F5 u y 
[4"t9 9] 



9H 3 



C 7X^T. 2-(R)-(2-(N,N-yy<f;l/r$y)Xf^)-6 
-(4- (4-^ b^y7x -;ly>t? ;]y^~ ^) -7 x - 

SbS: 132-135°C. 

(«] D 20 = +56.9° (c = 0.505, ^^y-;ly). 
[0173] ##M3 2 
2- (6-^ b ^ ^-2-x h 5 U -/W -1- t°^s U l> J -1-X ^ 

[ftioo] 



(4 7) #120 02-33 70 (P2 0 0 2-3 34" 



o 



2-16-X h^f^-2-T-h^ l J-;W@1^K(8.8 g)£THF(150 
ml) fcT-feb — MW50 ml) COM^mzmmt. t^y 
yV(5.2 g), WSC(12 g), H0Bt(6.0 gJfclVh'Jxf 

;i^r5>(i7 mDSrjpi. m^-ummmnttz. %cm 
^n^Lfz^imrmh^^ 

Liz. 

II*: 59-6rC. 
[0174] ##M3 3 

6-^ b # s/-2- (2- tMJJ/VxfiWfh^U^ tSi 
[fcl 0 1 ] 



h^ o J00^hci 



O 



*«{t l J^ I 7AT^S- 1 7A(1.94 g)<7)THF®3 
mlHc, 2-(6-^< b^-2-f b ? ] J -;l/)-l-t°^U yV- 
1-X^yy(9.80 g)£)THF$gffi(50 ml)£##Ti8TL 

PE i D Steal L . tUEft^Hl (9 . 80 g) S: f§fc . 
BJUS: 189-19rC. 

[0 17 5] ##M3 4 
6-t KO^y-2-(2-t:^[JyVxf;Wf b5 'J V 

[ftl02] 



o 



48Zft-ft;7jc»K (50 ml ) t,Z6-* b zs-2- (2- (JyVl 

f /» ff^'jy fs@gt£(9. 3 g) * jn£ , immmm^mm 
Liz. Kmmzms±Timm. mtuzf&mmwfrzmt 

t\ -fa.W&Tll'i] 'Jtti: 7k«£THFfeIfflgxf /b?) 

8K5.8 g)£**fc. 
1*: 154-157°C. 
[0176] 3 5 

4-{[2- (2-h^'JyVxf;l/) -6-f b 5 U — )V\^^ 
-Xf/b}^,&#BLXf/b 
[ftl0 3] 



H 3 C 




xcr- 



o 



HCI 



6- b FnJfy-2- (2-h°^ U y7xf;l) -f b 5 U V (1 . 50 
gh 4-(b b'n^f^^;W)^&#ffi^^;Ki.44 gh 

bU7x— )VT^Xy-i X2.60 g)tOTHF^?g(15ml)t. 
ry"^;brH>it^xf-;K40Xb^x>-^, 5.10 g) 

JifitaTL, miRHtffft* are Ufa. Sl££7/b 

^-9-^ : IffigXf ;b=15 : DT'W^f* , U 

B&yM^ ?y-/b-iPE) £|it . M»fl:£*<i.36 g) * 

%fz. 

fflU&: 190-193°C. 
[0177] ##|?IJ3 6 

4-{(2-(2-tr^U y7xf;l/)-6-fh5 U^)**^.* 
[ftl04] 



HO 




o 



4- { (2- { 2-b°^ 'J y7lf;k ) -6-f b 5 U — A-] ^ ^ 
^f/W3?S#K^f;b «Rtt(1.06 g)<7)*9J-lV 

mm.(2§ mine, 3N7Kis-fbf bu^*jBaE(i.8 ius 

$ ^tlNfMgSrJni, ?Ktt£fiJpH=7i; Ufc. 
ShftfcSJRU (MMfc^f*l(0.93 g)*»fc. x?y-;b 

=t vu&gkLtzm&imTcom&^Ltz, 

Ml*: 105-108°C. 
[0178] ###|3 7 
4-[N-(4-^< l^yO/^f/H-N-^f ;17i /ISM 
K 

[ftl05] 





OH 



CH 3 



4-(^f;bT5y)^&#ffi(5.0 g)<CTHFSBSR(50 lDfe 

its**- by>A(23 $)cr>7iiwm(50 iD^jni, p-r- 

y >f a U b (5. 6 g) ^*J#TiBT L , l54HSHKfF 
7k, MftAJ&kT^^L. »ItLt. mZZ^'J 



(48) #120 02-33 70 (P2 00 2-3 35! 



It*: 157-16CTC. 
[0179] ##M3 8 

N-[4-(t Pn*^f;W7x-;H-W h^Sy-N-X^ 
[ftl 0 6] 

~~ v OH 



H^A^ CH, 



4-[N-(4-y h^^yV>(W-N-^f^7S y)%MM 
KU.14 g)OTHF^(10 wDiZtfyytDTYimmM, 16 
■1)**&TSTU lSiHBHWPflL SiaTWSHHWf 
Lfc. RjG$WC#*3ll;?.;fcSK imMZMz.. lUf 

jwmniLtz. new***-? 
•eh^57-<-(SHHStti ; ^y->-^*y-> ■■ mm 

if/W : 2)TMf«SL WMIMIffitx^/i-^^y) 
£gT. fMMfc£*<770 ig)£#Jfc. 
SI*: 85-90X1. 
[0180] ##tF!l 3 9 

4-(4-b*7 x — 'J )Vtl)V^—)VT 5 7 )£,S.#iM ^/P 
[ftl0 7] 




4-h'7x-'J;W^yl (2.184s) «THF (30ml) jg 
JSEt*?frT, my/^n^ <1.2ml ) *5«£tfD 
MF (0.04ml ) *Jn*.fc. RJ^*Mi&T^#igiKfF& 
HLfc. S££THF (15ml) fciftfrU 4-75 7^1 
Slt*^- (1.512S) t h (Jxf;k7Sy (2.1ml ) <7)T 
HF (30ml) JWRfclOlCTiBTU/S. OKTCaMHBffllfF 

ft, RJ^tel0%?xy»**iS*Jii*., iixf/K' 

#-L, SMl^ (2.179s) 
ML5 : 247-251°C. 

[0181] ##M4 0 
4- (4- b*7 x — 'J )Vfi)V i£—)V7 5 V ) 

[ftl0 8] 



OH 




4- (4-b'7 x — u /i^i^x^r 5 y ) £,f*l?y f-;P 

(1.998s) <0THF (60ml) & £t/* 7 Z~>V (20ml) CO 

M-swmzimmti- b u ^^*jga < 8mi ) srjn^ . 

SSl-Cia^RHtfftfc. (10ml) £jn 

+n,x.-?}v&mv* mmit&m (i.760s) 

HtS : >3 2 0°C. 

iHNMR(DMSO-d 6 );5-:7.37-7.57 (3H,m), 7.77 (2 
H,d), 7.85 (2H,d), 7.95(4H,s), 8.08 (2H,d), 10.56 
(lH.s) 

[0182] ###!|4 1 

2- [ ( n , n- i-fvr s y ) * f-/ W -6- (4-- b n < y ^71- 
^i^h^'J y 
[ftl 09] 



XT 



0 XXXC 



2-((N,N-yyf;l7Sy)^f;U-6-t I'n^yfl? 
'jy(1.5 sh 4-— hn^iM'T/l'S— /M3.35 sh 
F!J7x- WX7^ >-(5.74 g)<5DTHF?g?K(15 mlHC 
ry'^;lx^>K^'x^-;k(40%b;l/iy?iM, 9.53 g) 
*MC*TU 24B*ISBWFLfc. RJEfc£«*U a 
§£7;l'St*5A?n-7b^77<-(Sm ; ^ 
Jf-tfy-^^-^y : BH8x*/l/=8 : DtHWKU BISH 
(»Kx^-^r-tfy)£gT. *Mfr&»(1.29 g)Sr 

MLi&: 83-89'C. 
[0183] ##i?!l4 2 

6-(4-r5yO^Vl-^ d fy)-2-[(N,N-y'y-?-;l'T^ 
^fJllrl^'J y 
[€110] 



y) 



xxrc 



2- ( (N , N-^'y. f-;l-T 5 y ) y -^/W -6- (4-— h uKy-JiV 
^-^y)T-b5Uy(1.91 g)<J0THF^(12 ml)fc, 

TSWK6 ■DtJnifca, ffi$SH»*(3.67 s)£ini-. 6 
WrlBilffLfc. 50GME£*»iiU ^JS^aBBLfc. S£ 
tlOKilfflbSr U >7 A*J8SIi3 «£ tflSxf;^ Jui , f/f 

fco S§J7;lSt*7A^nvF/77-f-(S» 
ffi ; ^1fy~A.^^> : llxf;l=4 : l)t»IL, 
■«M:£W<1.05 g)£»fc. 

iEgkffl&M: 1 H-NMR (CDC1 3 ) S : 1. 18-1. 50 
( 1H, m) , 1 . 70-2. 50 ( 5H, 
m) , 2. 24 (6H, s ) , 2.7 2-2.8 



(4 9) #12002-33 70 (P2002-33( 



6 ( 3H, m), 3. 68 (2H, brs), 
4.88 (2H, s) , 6.58-6.82(4 
H, m) , 6. 99 ( 1H, s ) , 7.14- 
7. 3 0 ( 2H, m) . 
[0184] ##M4 3 
4 -T-'J /*;^'-^£fiSl^f;l/ 

rffci 1 1 ] 




4-^h^r>-^^-;^f,#l!(540 mg), T-'J^W. 
27 ml). WSC(863 mgh fcit/b Uxf/I^r S y(0.84 m 
1)£THF(20 mDKjDifc. RJESRfcMST^IfSflSHSff 
flL *t*ft, IM£xiHl.-THF(l:l)T1ttffiL*: 0 

It* : 189-190 °C. 
[0185] ##M4 4 

uti i 2] 




4-T— U y#/l^-/l^t#g§y^-/M511 mg)«y y 

y— ;K16 ml)-THF(6ml)^?gfc. 8 mol TfcSHbfhU 

*fUEfc:i moi mit^Mt, pH=5fcLfc« s ffl8xf/H 
THF(l:l)T«iajLfc. #RJB£*. S&ftJJSS^TW 

: 305- 307 °C. 
[0186] ##M4 5 

4 - (2-o-y'fb] 77~;W£lfI 

[fcl 13] 



4-7'n ; E^i.#Kx^-;K2.3 g)y> b;kX>-(40 ml)- 
xyy— /K10 ml)JSJSlc s \y/7 7-il'-2-*'ny 

ffi(2.1 gh fb7f l J7x-/l/^7^A-5yW 
(200 mgh £J;t/2M h 'J ^A*jg$ft* SHi. T 

/UTi/HSB^T, 80 Trr5BMSBiare-£fc. RJC£rf££* 

m ; pffix^ : Mt^=i : 4) . mm^mmm. 



y^y— ;K10 ml)-THF(10 ■DtSSfcHyfc. %hfth 

meaz. mux-\ 8 k>i ^i^-bu^-Mo^s mi) 

SrJPt. 2i88HH I PL;fc. RJKWitfcl mol fiBE£Jn;c 
TlittfcLfcflL If®X^-THF(l:l)TftltfiLfc. W 

^y^££^*^yt»U W»ffc6*<2.272 g) 

UUS : 292-294 °C. 
[0187] ##i?lJ4 6 

3 ' - T-fe^/PT S7-4-t'7x-U fVt})V^>W. 
Utl 14] 

o 




##M4 5 fcH«tcl/TW^£tt«EBLfc. 
: 300-301 °C. 
[0188] ##i?ij4 7 

N — [ 2 — [ ( E ) — (y^fil-TS/J^fyfyH 
V-2, 3-y'b H O-IH— f y-f y-5->f ;W 7-fcFTS 

H 

C-ftl 1 5] 

p 



o 

u 

^ H 



,N-CH 3 



5-T-fe F7 5 K-l—f y^V y (2.5g, 13.2mmol) ti? 
^f;l/*ylA7S Fi^y^r-fe^— A-£jD;t, 10 0 

(2.73g) 

iH NMR (DMS0-d 6 ) 5: 2.08 (3H, s), 3.13 (6H, s) , 
3.87 (2H, s), 7.31 (lH,s), 7.52 (2H, m) , 7.86 (1H, 
s), 10.16 (1H, s). 

##M4 8 

N-[2-[(^yf-/kT5y)yf-/W-2,3-> ? b Kn-lH—f y 
[ftl 16] 



■CH, 



##M 4 7 T»fcN- (2-[(E)-(y^f;l,7Sy)^f l Jf 

y]-i-3j-df v^.s-i^h Kn-iiM r-fe 

F7SF (2.70g, 12.3mmol) fclOJ ;^S^A-#St 
(0.3g) J-)V (60ml) fcffilS (6ml) ?F^?§S 

izMl. ***H»Tfc:*iVvc4 0<CT1 BHMffL£ 
SSSISK (15ml) £JP;i. iiifWLfcft, JK 

u ^ASrjp^TPigx^-crttn ut. m\mzm 



(50) 002-3370 (P2002-33 



mmit^m (48.9mg) 
!H NMR (CDClg) 5: 2.15 (3H, s) , 2.25 (6H, s) , 2.2 
8 (2H, m), 2.61 (3H, m) , 3.02 (2H, m) , 7.11 (2H, 
m), 7.26 (1H, s), 7.39 (1H, s) . 
[0189] ##M4 9 

N-[6r((E)-(s/Vf^7S-/)-Xf 'Jf^-s-^y-e, 



7,8,9-r* T-^b Kn-5H-^yy[a) 
Utl 17] 



-2-4 



1 
H3C ft 




CH 3 



N- ( 5-^ V -6 , 7 , 8 , 9-r h5hH H-5H-<y (a] y y 
n\7f ^-H;W7-bb7S FtW^t, ##M4 7 



1 H-NMR (CDCI3) &: 
s), 2.34 (2H, t, J 
Hz), 3.11 (6H, s), 



1.78-1.90 (2H, m), 2.17 (3H, 

6.6Hz), 2.74 (2H, t, J = 6.8 
7.21 (1H, d, J = 8.1 Hz), 7.48- 
7.63 (3H, m), 7.73 (1H, s) . 

BUS : 177-180°C ( tSAftjffift : HtWxf'/l'- yx 
5 0 

8- [ ( is* +)V7 5 y ) * -6 , 7- y b H U-5H-< y y" 
[a] yyn^rfy-3-7 5 V 
[ftl 18] 

CHi 



H 2 N' 




CH 3 



4 9 XWt N- [6- ((E)-(yyf^7^7)^f U t 
V ] -5-^-^r V-6, 7 , 8 , 9-r h 7 b H H-5H-< y V [a] y y 
p^7r>-2-{;H7tb7S KSrffl^T. 1 

1 H-NMR (CDClg) d: 1.90-2.01 (2H, m) , 2.22 (6H, 
s), 2.35 (2H, t, J = 6.3Hz), 2.72 (2H, t, J = 5.4 
Hz), 2.91 (2H, s), 3.7 (2H, br, NH 2 ), 6.28 (1H, 
s), 6.40-6.50 (2H, m) , 6.94 (1H, d, J = 7.8 Hz). 
[0190] ##M 5 1 

6- [ ( y* y ^)VT 5 J ) y +)V\ -6,7,8, 9-t" hytV u-5H 
Utl 19] 

CH, 



H £ N 




##M 5 0 T'1#^8- [ ( y y +}V7 5 y ) y w -6 , i- y 

b F n- 5H-^ y y* (a)y^n \7°f y-3- T S y £ ffl ^ 
T . ##M4 8 1 £fr 3 ^ 1 1 i; 0 . fSifflft 

1 H-NMR (CDC1 3 ) (5*: 1.30-1.63 (3H, m), 1.65-2.22 (1 
OH, m), 2.44-2.80 (4H,m), 3.5 (2H, br, NH 2 ), 6.35- 
6.48 (2H, m), 6.92 (1H, d, J = 7.8 Hz). 

##M5 2 

6- (l-b°^ V zs—)V* -7, 8-y b Y u-2-^y 9\sV 

7sy 

[ftl20] 



jCCTO 



1 ) mm\A 1 ay 1 ) TflfcG-T-fe h7S H-2-(N,N- 
y^f;P7 5 'Jf»-l-fh7ny (11 g)£b° 
^>Jy> (100 nDcoa-^ftt. 24^NaJrtR3iSEUfco 

^fh7b Fn77V-^f yy°ub°;Pa:-T-;^^^ B B B 
ft LT6-T -fe bT5 P -2-(l-b°^ U y^^^ ^ U r» - 
l-fh7ny (7 g)^MM*tU»?t 0 

2 ) ±15 1 ) Tllt5-7t f7S K-2- (1- b°^ ij y - 

2 ) fc H«£>»fts*fT 5 i £ C: i 0 . 3aWfr&»«l* 

iH NMR (CDClg) d\ 1.44-1.57 (6H, m), 2.25-2.34 (6 
H, m), 2.72 (2H, t, J=8.0 Hz), 2.98 (2H, s) , 3.59 
(2H, s), 6.23 (1H, s), 6.45-6.47 (2H, m) , 6.81 (1 
H, d, J=8.7 Hz). 
[0191] ##«5 3 

6- (1- b°^ V y~/yx -5,6,7, 8-r* h 7 b H n-2-^ 
[ftl 2 1 ] 



##M 5 2 T1#>t6- { 1- >J >> - - )VX -7 , 8- : Jt 

!H NMR (CDC1 3 ) 8: 1.25-2.82 (19H, m) , 3.36 (2H, b 
s), 6.44-6.49 (2H, m),6.88 (1H, d, J=8.1 Hz). 

##M5 4 

6- (1-tn U S>'-;k* -7, 8-i/b K u-2-h7 ^ !✓ y 
[€12 2] 



jCCTO 



»SM4 lcoi ) T»fc6-T-fehT5 H-2-(N,N-^f- 



l H NMR (CDC1 3 ) 5": 1.76-1.80 (4H, m) , 2.30 (2H, t 
, J = 7.8 Hz), 2.47-2.49 (4H, m) , 2.74 (2H, t, J 
= 7.8 Hz), 3.13 (2H, s) , 3.59 (2H, brs),6.26 (1 

H, s), 6.45-6.47 (2H, m), 6.82 (1H, d, J = 8.6Hz). 
[0 19 2] f#M5 5 

6- (1-en V -J~)Vy f;l/)-5 ; 6,7,8-f b7tKn-2-t 

yyvvr^y 

Utl 2 3] 




###«J 5 4 T"?#fc6- (l-b°U U S/~/k>< -7, 

!H NMR (CDC1 3 ) &: 1.45-1.90 (lH,m), 1.55-2.80 (1 
6H, m), 3.48 (2H, brs) , 6.44 (1H, s) , 6.47 (2H, 
d, J = 8.1 Hz), 6.88 (2H, d, J = 8.1 Hz). 
##^J 5 6 

4'-?nn-N-(6-(?nn^f;W-7,8-yh Ho-2-t7 
^ lx n/H [i,r-t'7x — ;W -4-* rt^sfMri?- 5 f 

[ffcl 24] 

H»J 4 1 Tl#3t 4'-^nn-N-(6-((y^f;k7Sy)^ 
*M -7, 8-^b F n-2-^ 7 * P - ;W [1 , 1 ' - \z? x - 
;W-4-*;P^1f-S F (750mg) COT" b 5 b F077> 

(30 miymmz, -78°cr 1-^01^ ?oo*;p 

^-b (0.23 ml)SJnifca. BO^ttT^BJ-CW 

^b Kay^y-n-^^y*^|S H B H ^LT^S^^ 

(600 ng)*»fc 0 
HjS : 179-181 °C ( |£ : fb?bKn7 

7^-^^ ) 

[0 19 3] #*M 5 7 

6- ( 4- ^ U f ;W-5,6 > 7 I 8-fb5h Ko-2-t 

7^1/yrsy 

[ffcl 2 5] 




IQ*M4 lcOl ) Ti#fc6-T -b b T 5 H-2-(N f N->?^^ 
2 . ##M4 8 1 ^flt^fAff * NIMt 3 df; ti 0 . St 



(5 1) #120 02-33 70 ( P 2 0 O 2 - 3 3 WchQ 

; iH NMR (CDC1 3 ) ff: 1.22-1.41 (1H, m), 1.80-1.82 (2 

H, m), 2.22-2.34 (10H,m), 3.50 (2H, s) , 3.69-3.72 
(1H, m), 6.40 (1H, s), 6.44 (1H, d, J = 8.1Hz), 6. 
85 (1H, d, J = 8.1 Hz). 

N- (6-(?no^ -7, 8- J/h F n-2-^ y 9 U—M 
[ftl26] 




SIMM 4 7Tft3tN-(6-((^f;P7S y)^;M-7,8- 
ytFn -2--^ 7 ^ !✓ -/W [ l , r - b y x - ;p ] -4- # rt^tf 
^fSMfflW, ##M5 6t^]«^Iff^tf3^i: 

IbS : 163-165 *C ( te^ffc^SS : fb7bFU7 

[0 194] ###!|5 9 

3- [ (n , n- vy ^)vr $y)y -2H- y u ^ y-7- r s 

[ftl2 7] 




SrfflV^T. HHSM4 ltfOl ) fc«tt^ittW4 ltf02) fc 

1 H-NMR (CDCI3) 5-: 2.20 (6H, s), 2.94 (2H, s) , 
3.66 (2H, brs), 4.71 (2H, s) , 6.16-6.21 (2H, m), 

6.76 (1H, d, J = 7.8 Hz). 

[0195] ##M6 0 

6- ( ( -jy ^)vr s y ) y f-;w -i, s-^b f u-i-^ ? y v 

[ftl28] 




NH 2 



i) -xmmm^m (^y^^y a^-^y 3 y 

X, 26(18) , 3443 (1996)) lz£ 9^J*Ufc4-(2-T 5 7 
7x-;W77yS^f^ SKffi (7.20 g, 0.037 mol) 
fc±^>'Jxf;l/7Sy (5.06 g, 0.05 mol) Sr. fb 
7tFo77y (60mlHcfWjgU t&ffcT-b^ (3.51 
g, 0.045 mo\)$:WTL?z» m&T30ftVSmf L , ^!JK 



(52) 002-3370 (P2OO2-330 



(1 : l)£>»£»£Jn£* Sftft^KU 4-(2-T-b 
W^7x-;W77y^f^ 6.40g£fiMb v * 

1 H-NMR (CDC1 3 ) d: 1.77-1.86 (2H, m) , 2.29 (3H, 
s), 2.41-2.45 (2H, in), 2.59-2.62 (2H, m) , 3.74 (3 
H, s), 7.03 (1H, t, J=7.3 Hz), 7.11-7.12 (1H, m) , 
7.22 (1H, t, J=7.3 Hz), 8.08 (1H, d, J=8.1 Hz), 8. 
33 (1H, s). 

2) #VV>m lOOg^BOT^MftU JtffT^DTIf 
^tlfzA- 577x -)V) 79 +As 

6.40g (o.027Boi)*Jnifco ii$HK?FflL RJ6M£* 

U i»Mxf;Wn-Mfy=l : 1 

1 H-NMR (CDC1 3 ) d:2. 10-2. 19 (2H, m) , 2.24 (3H, s) , 
2.66 (2H, t, J=6.3 Hz), 2.84 (2H, t, J=5.7 Hz), 
7.06 (1H, bra), 7.34 (1H, t, J=7.5 Hz), 7.82(1H, 
d, J=7.5 Hz), 7.95 (1H, d, J=7.5 Hz). 

3) n^iifz5-T^)VT s y-i-x b7ny 0.6g (3. 
Qmo\)*is*+)Vib)\/J±T^ H yxf;l/7t^^;l/ 20 

Sxf;K«#Lt. S-T-fef-fl'T 5 J -2- (is* f^T 
Sy)^fyfy-l-fh?ny 0.58g£StMft*i LT 

1 H-NMR (CDCI3) 5: 2.21 (3H, s) , 2.68-2.72 (2H, 
in), 2.86-2.90 (2H, m),3.11 (6H, s) , 7.26-7.31 (2H, 
m), 7.62 (1H, ra), 7.69 (1H, s) , 7.92 (1H, m) . 4 ) 
hUT-feb^Sxb KoJaaS^bU^A 424mg (2.0mmo 
*^T\ PS 5 ml tf b7t Hn7?y lmltfO 

y^W^y^fyf>l-fh7ny 129mg (0.5rnm 
U ^ A 38mg ( lraraol ) 2: Jfc . 1 WHtKfFft . KiEffi 

7 -f - (BMflHlE ; »»X^: tH\^> =1 : 1) KT» 

1 H-NMR (CDCI3) 5: 2.24(6H, s) , 2.37(2H, t, J=8.1 
Hz), 2.63(2H, t, J=8.1Hz), 2.97(2H, s) , 3.58(2H, b 
rs), 6.29CLH, sj, 6.53(1H, d, J=8.1 Hz), 6.57 (1 
H, d, J=8.1 Hz), 6.97(1H, t, J=8.1 Hz). 
[0196] ##M6 1 

7- [ ( is* ^)VT 57)^ -5 , 6- is b h* 7 ^ 

Utl 2 9] 




,CH, 
CH 3 



1 ) F7ny 8.32g (0.044molh i§i§ 

m 24ml (0.29mol)^^^y-;l^ 100ml t»» L . «c» 
7.30g (0.l3TOl)tli^H3!p(rc*^fc:JPifc. lMfEffit 

fJL URL, SW:fh7tPP77^ lOOmK b 
'JxWSy 5.05g (0.05Bol)*Jn£jfc. ##T\ 
\\LT^)V 3.92g (0.05mol)S:Jp^. 30iHBHIfFflL P 

Ls iSMy , J*f/^7A?n7b^77^(g 
ffiNI : MxfWdtflfiL, s y-i- 

1 H-NMR (CDCI3) 5-: 2.09-2.18 (2H, m), 2.21 (3H, s) , 
2.65 (2H, t, J=6.3 Hz), 2.94 (2H, t, J=6.3 Hz), 
7.24 (1H, d, J=8.4 Hz), 7.82 (1H, s), 7.98 (1H, br 
s), 8.15 (1H, d, J=7.5 Hz). 

2) 1 ) ^%^fitzl-T^)VT 5 y-l-r- h7HV 
3.00g (0.0148mol)£fflvve s ##M6 0<O3) b ^MCD 
UmiZl *) 7-7 1 f ;l/7 S 7-2- (y^ f S 7 ) ^ f 
'Jf>l-fb7ny 2.95g£afi»*f: LT»fc. 

1 H-NMR (CDCI3) ^ : 2.17 (3H, s), 2.78-2.82 (2H, 
m), 2.88-2.93 (2H, m), 3.14 (6H, s) , 7.14 (1H, d, 
J=8.1 Hz), 7.74 (1H, s), 7.76 (1H, s) , 8.09-8.12 
(1H, m), 8.24 (1H, s) . 

3 ) 2 ) Tif ^ftfcs-r-fef^r $ 

S7^fl/y-l-fb7ny 628mg (2.43mmol) Srffl^ 
T . ##M 6 O COA) b ^IMcOUm^X >9 «S^^300m 

1 H-NMR (CDCI3) (5": 2.23 (6H, s), 2.29 (2H, t, J=8. 
4 Hz), 2.71 (2H, t, J=8.4 Hz), 2.97 (2H, s) , 3.52 

(2H, brs), 6.24 (1H, s,), 6.41 (1H, s,), 6.46 (1 
H, d, J=7.8 Hz), 6.90 (1H, d, J=7.8 Hz). 

[0197] ###!I6 2 

N, N- is* ^/WN- ((7-75 7-2,3-ytFn-l, A-K W 
is**? is > -2-4 )V) * +}V\ T<> 
[ftl 30] 

CH. 

I 3 

V CH 3 

1 ) L2-ytFP^y-4--hn^y 5.00g (0.0 
32molK MK^'J T >A9.67g (0.07mol). Xt7n^t 
P'jy 5.30g (0.039mol)i^f-/^;P^rS F 100m 
lfcjfflWU 100 o CT'lt§raJlfft?t. /K^Jll^. llx 

;^t*7A?n7b/77^ (SBBJSii ; ilxf 
;WfcT»«L. i?ffiftellxf^-n-^fy(i : 




(53) 002-3370 ( P 2 0 0 2-3 3pX 



< y V i/yt* >-2-' f )V) * $ J —)V 3 . 3 lg Sr S ft to * 

1 H-NMR (CDC1 3 ) 1.95-1.99 (1H, m) , 3.89-3.97 (2 
H, m), 4.19-4.29 (2H,m), 4.41-4.45 (1H, m), 6.96 
(1H, d, J=8.6Hz), 7.78-7.81 (2H, m) . 

2 ) im#^ix^(7-^hn-2,3-^b Fn-L4-\y 
VV^i/>-2-4 )V) J l.OOg (4.74mmol)i: 
MJ^/lxrSy 719mg (7.10ramol) ^Sy^fvWvkA 
TSK 30mH^§»U ^^yxW^n'JF 651m 
g (5.68mmol)£JP;LT. S?ST30^JSf¥Lfc. =y\X^ 

>7]<^«^BlJ^60 o CTWB™ffL?t. *£J[J 

m ; ilxf;P:n-^ty=3:7)t:tffIL, N,N->>^ 
^;k-N-[ (7-~ bn-2,3-yt Pn-1, 4Ayyy^^y 

1 H-NMR (CDCI3) &: 2.34 (6H, s) , 2.50-2.68 (2H, 
m), 4.02-4.09 (2H, m) , 4.30-4.36 (1H, m) , 4.39-4.4 
4 (2H, m), 6.94 (1H, d, J=8.9Hz), 7.76-7.84 (2H, 
m). 

3 ) 2)Tl#^^N J N-^^;P-N-[(7-^ba-2,3-> ; 

b F n-i , y y-2->f ;W ^ f ;W 7 S y 8 

02mg (3.37mmol) tW$MM 3ml£;rf lOmlCJfflB 
U $c*&0.80g (14mol)tl^H3&»(tTl»*fcaPifc. 

b ^5 7 -f — (HBffifflK : »»X^-n-^^y=3:7) 

fc. 

1 H-NMR (CDC1 3 ) 5: 2.32 (6H, s) , 2.43-2.64 (2H, 
m), 3.40 (2H, s) , 3.86-3.93 (1H, m) , 4.19-4.27 (2 
H, m), 6.18-6.22 (1H, m), 6.29 (1H, s) , 6.67 (1H, 
d, J=8.7 Hz). 
[0 198] ##M6 3 

N, Nf-^ ^7^-N- ((6-7S/-2,3-yb H n-1 , 4-<>V 
^ f^M 7Sy 

[ftl 3 1 ] 




CHj 



1 ) 1,2-S^b Fn^y-4-- bn^y 4.65g (0.0 
30molh KS*U^-£s8.71g (0.063molh ;* b^f s^Xf- 
;^nUP 2.42g (0.030mol)SrSy>^;^;^AT5 K 

'jy 7.20g (0.045mol)2:3Px.60 o C^80^P H TO^t?to 

ML. Sg«7;^St*7A^nvb/77^ (S 
BHME : ltS^^-n-^^y= 1 : 4)CT»IL, 2 



-[OU h^y)-5-^bn7xy^y)^f/W 
^i^5V 2.61gSrfifem*fcLTf#?to 

1 H-NMR (CDC1 3 ) <3-: 2.79-2.81 (1H, m), 2.93-2.96 (1 
H, m), 3.41 (1H, m), 3.53 (3H, s), 4.01-4.07 (1H, 
m), 4.40-4.45 (1H, m), 5.32 (2H, s) , 7.22 (1H, d, 

J=9.0 Hz), 7.82-7.91 (2H, m) . 

2 ) l)T1^flfe2-[[2-U h*5s* h^y)-5-«b 
n7xy^y)yf;W^y7y 4.00g (0.016mol)2r 

*9 j-jv 50mi«§i?L. im&m.*? j-)vmm ion 

>Mmzy<? J—)V 30mK Kl!*U^ 6.50g (0.047m0 

ji*. Hf«x^T«rajLfc, ^mm^mm, mm 

L. SSM7/^t*7A?nvb/77^ (BBH 
; Htxf/WKTML, (6-^hn-23-yt K 
n-i,4-^y/^yy-2->f ;W * ? 2. i2g£ 

1 H-NMR (CDCI3) 1.90-1.94 (1H, m), 3.89-3.97 (2 
H, m), 4.19-4.28 (2H.ni), 4.41-4.45 (1H, m) , 6.97 
(1H, d, J=8.6 Hz), 7.78-7.82 (2H, m). 

3 ) 2)Ti#^fut(6--bu-2,3-^b Kn-l,4-^y 
yy'*^yy-2- \)V)A? J— )V l.OOg (4.74mmol)£ 
fflivc. ##«6 2<7)2)f:ra«cO*3£"C. N,N-^^ 
-N-((6--hn-2,3-yt F n-1, 4-^> Vy^^ is >-2- 
^f;Wyf;W7Sy 910ig*i£fiiftrc!li8i: LTWfco 

1 H-NMR (CDC1 3 ) &\ 2.35 (6H, s), 2.52-2.70 (2H, 
m), 3.98-4.05 (2H, m), 4.35-4.39 (3H, m) , 6.95-6.9 
8 (1H, m), 7.77-7.80 (2H, m) . 

4 ) 3)Ti#^fL^N,N-iy^^-N-[(6--bn-2,3-^ 
b K n-1 , 4-^y V y'^^f y y-2M /!/) y f ;W 7 S y 9 
lOmg (3.82minol)£ffl^T. ###"J6 2 C03) b nW.^ 

1 H-NMR (CDC1 3 ) (5-: 2.32 (6H, s), 2.43-2.64 (2H, 
m), 3.40 (2H, s), 3.86-3.92 (1H, m) , 4.13-4.27 (2 
H, m), 6.19-6.28 (2H, in), 6.67-6.70 (1H, m) . 
[0199] ###06 4 

1- [(6-T5 7-2,3-iyb Fn-l,4-^yVy^^ryy-2- 
[ftl32] 

1 ) (6--bn-2,3-yt HP-l,4-^yVy^yy- 

2— f;W^^y— ;W.12g (5.30mmol) t t°n'Jyy 10ml 

##M6 2(7)2)ttsia^ST4-[(6-~hn 
-2 ,3-yth'n-l, 4-^ yy" ^ y-2- >f ;p) ^ ^-)V\ 
bo U^>1.30g2:tefe^^t LT#?to 
1 H-NMR (CDCI3) (3*: 1.79-1.83 (4H, m), 2.60-2.62 (4 
H, m), 2.78 (2H, d, J=5.9Hz), 4.00-4.07 (1H, m) , 
4.38-4.42 (2H, m), 6.95-6.98 (1H, m) , 7.76-7.80 



(54) #120 02-33 70 (P2 0 0 2-3 3pE 



(2H, m). 

2 ) 1 ) T#fcl-[(6-— hn-2,3-^h Fn-l,W 
yy^yy-2-^l/)^f/Hb°n'Jy> 1.30g (4.92m 
moD^ffl^T. ##^J6 2(7)3)tR«^ffiraa^ 
^ 1.03g£*tfe?M£^i: LTifto 
1 H-NMR (CDC1 3 ) 5: 1.74-1.83 (4H, m) , 2.54-2.63 (4 
H, m), 2.69-2.72 (2H,m), 3.40 (2H, s), 3.91-3.97 
(1H. m), 4.18-4.30 (2H, in), 6.18-6.25 (2H, m) , 6.7 
0 (1H, d, J=8.4 Hz). 

[0 2 0 0] ##M6 5 
N-[ (7-T 5 y-3, 4-S/b H U-2H-y n;* V-3-f /P) y f~ 

[ftl33] 




5 9 T%fz3- [ (N, N-5o< ^;PT 5 J)* +)V\ -2H- 
^n.^ >-7-r 5 >150mg (0.73mmolK 1 *S®sBS 0. 5m 
U lOS^S*^** 40mg$r^^y-;k 5 mlfcjgjB 

(SM^« ; ilxf;kn-^fy=3:7)t:t«lL, 

1 H-NMR (CDCI3) 5: 2.20-2.24 (3H, m) , 2.24(6H, m) , 
2.30-2.40 (1H, m), 2.75-2.80 (1H, m) , 3.60 (1H, 
m), 3.75-3.80 (2H, m) , 4.20-4.25 (1H, m) , 6.20 (1 
H, m), 6.21-6.25 (1H, m), 6.82 (1H, d, J=7.8 Hz). 
###)J6 6 

6- [ ( is* ^)VT ^J)* fvW -5-* , 8- isJz P n-2 
Utl 34] 




1 ) 6-7^f^7S7-l-f 5.5g (0.027mo 

Dty^f/MfVyr^-^A^n'JF 6.3g (0.0 
68mol)£T-bf~h 100ml t^b^b Kay 1 

oomwm'&mmttzmmL, mmmi,*:. ass*** 

U 0.5ffl^7KK^hy^A7K^S^JtJ^T^«L 
5 y ) ^ ^/P-l-r h 9 n y 4 . 48g * Jfitttt L T « 

2 ) n ^ titt- r -b fvp r ^ y -2- ( y ^ 5 y ) 

y^-l-T- K^oy260mg (l.OOmmoD&T-b^b K'O 
77V 10mU^§MU *^T\ lMy^v^s^A 
7'n 5 F f F7tFn77yjM 3ml (3.00mmol) £JP 



i«S»&JnriT4ieiaBKELfc, 5aKBEfc««U is 

u ^mm^mmt, ««7^st*7^?o7F 

/?7^- (BMiftK ; BfflSx^ : n-^nf y =3 : 7) t 
TflBRU »fb£tt 83mg^tefeffltt^hLT#^. 
1 H-NMR (CDC1 3 ) (5-: 2.04 (3H, s), 2.24 (6H, s) , 2.2 
8 (2H, t, J=7.4 Hz), 2.66 (2H, t, J=7.4 Hz), 3.04 
(2H, s), 3.62 (2H, s) , 6.49 (1H, s) , 6.51-6.55 (1 
H, m), 7.10 (1H, d, J=8.1 Hz). 
[0201] ##M6 7 

6- [ ( is* f)VT 5 J ) * f-M -5-x^;P-7 , 8- is b H n-2 

-t7^i/y7Sy 

[^13 5] 




##M6 6<7)1 ) ff#^6-T-b^TSy-2-(^y^ 
757)^ i^-l-r- Fynytx ^ v y7A7u 

1 H-NMR (CDCI3) tf: 1.06 (3H, t, J=7.5 Hz), 2.24 (6 
H, s), 2.27 (2H, m), 2.52-2.66 (4H, m) , 3.04 (2H, 
s), 3.61 (2H, s), 6.51 (1H, s) , 6.51-6.55 (1H, m) , 
7.11 (1H, d, J=8.1 Hz). 

##M6 8 

6- [ ( is* ^)VT S7)7 -5-4 V 8- is\z V 

n-2-t7^l/77S7 
[ftl36] 




##M6 6<7)1 ) Tf#^6-T^^;PT 5 y-2-(i7^^ 
7S7)7 ^JV-X-f YvWhAV ~f+)V? is ^ A 

1 H-NMR (CDCI3) 5-: 0.88 (6H, d, J=6.7Hz), 1.73-1. 
79 (1H, m), 2.21 (6H,s), 2.28 (2H, t, J=7.0 Hz), 
2.44 (2H, d, J=7.3 Hz), 2.63 (2H, t, J=7.0 Hz), 3. 
09 (2H, s), 3.60 (2H, s) , 6.49 (1H, s) , 6.51-6.53 
(1H, m), 7.08 (1H, d, J=7.8 Hz). 
[0202] ##M6 9 

5-*^)V-b- (l-toy^;Mf/W- 7,8-yhKn-2 
-t7^U775 y 
[ftl37] 



(55) #12002-3370 (P2002-335 




^f/l^7i7)^f 'JfV-l-f h5nV 4.90g (0.017m 

01) £ t°D U i/y 25ml izmn L , 2B#raJll»ilSii Lfc . 
Hjtf^^lX L , SKx^/W-n^df Hfy (1 : l)0ygk&& 

m~?tft&L. 6-7-fef;i^7Sy-2-en'j j^/kx-^y 

f>l-f h 5ny 5.03g£3tfe*SAi: Lxntz, 
1 H-NMR (CDC1 3 ) 5: 1.75-2.00 (4H, m) , 2.19 (3H, 
s), 2.70-3.00 (4H, m) , 3.50-3.70 (4H, m) , 7.20-7.2 
5 (1H, m), 7.67 (1H, s) , 7.70-7.90 (2H, m), 7.97(1 
H, d, J=8.4 Hz). 

2) PIS 50ml krh^t. Ho77y 12.5mlc0S^t 
Jilt, *}%T\ hyT-feb^yfc Fouaitb'J^ 

3.18g (0.015mol)£?§fBU 1 ) X%tdo-T^)VT 
5 7-2-bn U is — )Vj< f- U t>-1-t b5ny 2. 84g 
(O.OlmoDSrJa^^. lS^jtfffL KJE$fc£«B8U S 
Wit, lfflJB*»ffc^hU^A*»a, IHRxf-^S 

Mz-xmwLtz. ^mmz^ML. wmx+n^n-*^ 

b° a y i^/l^ ^/Wi-f h 7 n y 2 . 65g £ B ft©* k 

1 H-NMR (CDC1 3 ) 5: 1.78 (4H, m) , 1.90-2.02 (1H, 
m), 2.20 (3H, s), 2.35-2.98 (10H, m) , 7.20-7.23 (1 
H, in), 7.57 (1H, s), 7.66 (1H, m) , 7.97 (1H, d, J= 
8.4 Hz). 

3 ) 2 ) X-m h fl£6-T-fe ^/PT S J -2-b° a y ~J— 
/Mf/H-fl^ny^fUT, ##M6 6(7)2) £ 

H«fc Lxmmit^^Wz . 

1 H-NMR (CDC1 3 ) 5: 1.73-1.79 (4H, m) . 2.04 (3H, 
s). 2.31 (2H, t, J=7.4 Hz), 2.49-2.54 (4H, m) , 2.6 
5 (2H, t, J=7.8 Hz), 3.24 (2H, s) , 3.60 (2H, brs) , 

6.48-6.54 (2H, m) , 7.09 (1H, d, J=8.1 Hz). 

[0203] ##M7 0 

6-T 5 y-2-(l-b°nU i?—jVXj-)V)-l, 4-^'b Kn-1- 
[fcl 38] 




##j^J 69^2) T-#3t6-T-trf-;kT 5 7-2-b°n 'J i^' 
-;MfM-f h5n> (l.OOg, 3.49mmol) cr>i/9n 
nx.?yffiM (9ml) (;b^f;l/yij;l-bij;i/ (1.0 
2ml, 7.68mmol) t «fc 3 ft2Wa (22mg, 0.0698mmol) £ 
fln*., MC2BltHJH*Ut:», i8flE£«EETg*L 



{gfflijffiK ; »«xf-/W KiOWSU MJ** 
;ly'J^y7/bKyyft (1.21g) fciftRftfc LTf# 
fc. MliM (978mg, 2.73mmol) fc2. SUEfBRfcill 
X. , 1 0 0 5 CT- 1 . 5 BSfaJSff LJt» # fe*lfc*if«t 

T®* Lfc . »4>*ufciifrK!ft* T/l- 5 5 A ? n v b 

/7 7^ - (BBRHMS ; ^irv = Sttx^-A— 5 : 

1) Izi. 0 WKLT, £HEft£tt (358mg) 

!H NMR (CDClg) $: 1.80 (4H, m), 2.56 (6H, m) , 3.7 

3 (2H, m), 3.50 (2H, s), 3.77 (2H, br), 6.46 (1H, 

s), 6.55 (1H. d, J = 8.1 Hz), 7.26 (1H, d, J= 8.1 

Hz). 

[0 2 04] #flM7 1 
6-T-trbTS K-2-f f?ny 
[€139] 

1) 6-7-bb7SF-l-f b7n> (5.00g, 24.6mmo 
1) <n ~A9 J-)Vmm (60ml) {zm^fYXimWL^*^- 
h'JW (931mg, 24.6mmol) £flP;i, 1 Befall! 

t , h y ^ AT<e«a , *§«£«jets* L 

W^ft^T^rJ-zHk (5.05g, 24.6mmol) tp-T- 
;l-xyx;l-*yl (468mg, 2.46mmol) t f/HV (120 

mo max.. loo'cximrsmnLfz. mmzmsT^ 

tz . %t>tltzmvm* is}}* ?)Vfi=>l±? n~? h 7? 7 

< - mmmm ■, ■ i d azt 

D«SL, ^^-yT^k-th^kizJ: yN-(7,8-^ 
b Kn-2-t7^1/^)7-feh75 K(3.17g) 
!H NMR (CDCI3) (5-: 2.16 (3H, s), 2.29 (2H, m) , 2.2 
8 (2H, m), 5.97 (1H, m), 6.42 (2H, d, J=9.6 Hz), 
6.97 (1H, d, J=8.1 Hz), 7.14 (1H, br) , 7.20 (1H, 
m), 7.32 (1H, s). 

2 ) 1 ) XM^tltzN-(7,&-^\z Kn-2-77^1/- 
;WT-bbT5F (3.00g, 16.0mmol) ©;no*Mg 
?S(80ml) izm^TXiA-^rtu^MMm (5.13g, 20. 
8mmol) mat* Sffl"C2B*ISBH ! FLfc. KJ&K£1HK 

x^^ ju^. . ia«Kit7jc»-7- h y ^A7j<^M t «gfn* 
u^h^yy-i- (mmm ■, ^v-y ■■ wm^>v= 

1 : 1) teiOHfllUfc. f#^3fX/i»«fe (3.20g, 8.8 
9mmol ) ^ ^ y ~)VmWL ( 100ml ) t*}^TT 1 M>s.A< 
RfK^bU»>A*JKR (10.7ml) SrjD^, Ifif 3 0^ 



anx. . ma£m&nm l . *&*«EBhf- f u ^At» 

BO*7A^n-7b/77-f- (gUPg^ ; Pffix^- 
;P:^^y-;P=lO : l) fciOHRLfc. »6;fufc 

;U (596mg, 2.62mmol) &-h/l/XyXMyf 
(50mg, 0.262mmol) fc F/bX>" (26ml) £fln*., 120°C 

T3B«SfflIfFLfc. ig«£«ETW*U SSfcilftx 
>:Pigx^=i : 3) fciDUBKU ^yrne 

;kx-^/PT«i:^--g. £ t iZi. Vm&te&fa (231mg) 

!H NMR (CDCI3) 5-: 2.18 (3H, s) , 2.54 (2H, m) , 3.0 
4 (2H, m), 3.76 (2H. s) , 7.06 (1H, d, J=8.1 Hz), 
7.21 (1H, dd, J=8.1, 2.0 Hz), 7.31 (1H, br),7.61 
(1H, d, J=2.0 Hz). 
[0205] 7 2 

N- (6-^ V -5 , 6 , 7 , 8-7^ F 7 b F o-2—h 7 9 V ~)V) 
(l,l'-t'7i^)-4-*M^fS F 
[ftl4 0] 




##0*J7 lf»feilfc6-T-fehTS K-2-fb7Py 
(20mg, 0.098mmol) fc?g*£B8 (1.5ml) £jD.t, 100 

Kf£xf-/kSr2in;L.KIt;7 U ?A#S»i: aHtt£**"C8fc 

t?t. ^^ttJtJft^fiJi; MJXf-^T5> (0.014ml, 
0.098mmol) Wy^f^^ATS F?g8t (0.5ml) fc* 
JSTT\ l&lt(l,l'-t'7i-;H-4-*;l/^;P (21.3m 
g, 0.098mmol) £Jn;i. m.MT 1 B#ISJtf¥ Lit. 
tBHKxf-rt't Jni 1 &®BBL 11^ U >7A*^i: 

S£ETt=fi* L£ . # 6 fifcBHE* 3- U # 9 

^=1:1) CJ:0»«LT. «H-ffc^HfiB (10mg) £ff 

fc. 

iH NMR (CDCI3) d: 2.56 (2H, t, J=6.6 Hz), 3.08 (2 
H, t, J=6.6 Hz), 3.57(2H, s) , 7.11 (1H, d, J=8.1 H 
z), 7.43 (4H, m), 7.64 (2H, m) , 7.72 (3H, m), 7.96 

(3H, m). 
##^J7 3 

(E) -3- (4-(((l,l'-t'7i -M -A-4}1%}Vt$-!V) T 5 

y)7i-;H-2-7wyl 

[ftl4 1 ] 



(56) #HU2 002-3370 (P2002-3 3WchM 




4-TSyg^K (l-51g, 9.23mmol) fcJJfflWcSW-MJ 
(2.33g, 27.7mmol) CDzfc-^x-^AX— -r^SI^ 
mmiZ^ gft4-7i-;K>'V'f;l' (2.00g, 9.23mmol) 

xf;KS^t^;ttJ:D«ift^i (1.34g) £f# 

iH NMR (DMS0-d 6 ) d : 6.84 (1H, d, J = 16.0 Hz), 7. 
43-7.93 (12H, m), 8.09(2H, d, J = 8.4 Hz), 10.51 
(IH, s). 

[02 06 ] ##i?ij7 4 

N- [4- [ (E) -3-T 5 y-3-3j"dp y-l-7n^H 7 x x/W 
(l,l'-t'7x^;l)-W^y7S F 
[-ftl42] 




7 3t1#WdE)-3-(4-(((l,l'- b 7x-W -4 

-^f;l/*/l/#-;l-)7S 7]7x-;H-2-7n'<yl (l.o 

Og, 2.91mmol) t f'J X^-/l^T 5 > (0.527ml, 3. 79mmo 
1) <85^?7Wvt'AT5 KIRWfcfc, fifcflfflMV:/ 
^ (0.453ml, 3. 49mmol) £*}$TTJtlJl;t&. 30* 
IBKfFLfc. «WE*«ffF«*L3t«, MJ 

U^T"gt?f-ri>ii:t i D^lll^W (936mg) £t# 

iH NMR (DMS0-d 6 ) S : 6.56 (IH, d, J = 15.6 Hz), 7. 
05 (IH, br), 7.52 (7H,m), 7.86 (6H, m), 8.08 (2H, 
d, J = 7.6 Hz). 

##M7 5 

N-[4-[(E) -2-/7/Xf-/H 7x-lH (l,l'-t*7x- 
)V\-k-ft)Vif^^T^. F 
[1TU43] 




##M 7 4 T-f# ty tltz (E) -3- [4- [ ( [1 , 1 ' - b* y * -)V1 -4 
-4;^;t/^W7S 7)7xx;W-2-7n'OS (900 
mg, 2.63mmol) i^y^f/^ATS FJBS^t, J&ft. 



(57) #HH2 002-3370 (P2002-33pT 



isTZ)V (727mg, 3.94mmol) £Si&T'flHJL3tflL 11*50 

Sfflgx^=2 0 : 1) fci DffMLT . vX^/l-^X 
^X-fVk^flfll'fcltrft (561mg) Zm&fttt L 

iH NMR (DMS0-d 6 ) & : 6.37 (1H, d, J = 16.4 Hz), 7. 
43-7.51 (4H ; m), 7.65-7.93 (8H, m), 8.08 (2H, d, J 
= 8. 6 Hz) . 

[0207] 7 6 

2-[4- [ (i-r-t^-3- y s^yw #/Wf— /w 7i- 
/W-lH-f y >f y H-;W-l,3(2H)-^>- 

[ftl44] 




1) i-r-fef-^-3-t^y lyy^iv^ym (5.00g, 29.2 

mmol) c7)7;^aO-tz>?§?S (20ml) tClgfl^^J-— /!✓ 
(2.12ml, 32.1ramol) £*J6TTflll;S.;fcflL 3<WHBJ^fi 

iraWLfc. i<?5J8M(c»ft;r;i'S-'>A (9.74g, 73. 
Owl) £ini_£fJL w'cnewfLt. RjcEi®£* 

-f - (BUSffiK ; : PKx^/k= 1 : 1 ) fci 

■jiWM-i^fcfcJ: 0 (i-r-fe-?-;k-3-e^y ix--/w(4- 

yiV^xiy x.—)V)*9 Jy (4.93g) 

iH NMR (CDCI3) 5: 1.61 (2H, m) , 1.80 (2H, m) , 2.1 

1 and 2.15 (3H, s ands) , 2.71 (IH, m), 3.11 and 3. 

42 (2H, m), 3.87 (IH, m), 4.53 and 4.83 (IH, m), 
7.18 (2H, m), 8.02 (2H, m) . 

2 ) i ) Tm^ttfz (i-r-fe^-3-f^y ■;_;!) (4- 

7W07x-;H^7'y>' (4.92g, 19.7mmol) >7 -9 
MSWJW (3.66g, 19.7mmol) <?>S/*+)V%i)\> 
AT* $ KS^g (50ml) £ s aS#HMTtl00 o C-C"12B# 

fc . l^tilxf/^ Jai. . 1 MS^Ki: ttftftS* 

Iflgxf-^-S^ yrnbVkx— f-;p ( l : 5 ) 
«HlTl£tt (4.18g) t*tfi»*i: UTftfc. 
iH NMR (CDC1 3 ) 5: 1.66 (2H, m) , 1.86 (2H, m) , 2.1 
3 and 2.15 (3H, s ands), 2.74 (IH, m) , 3.11 and 3. 

43 (2H, m), 3.88 (IH, m), 4.54 and 4.85 (IH, m), 



7.66 (2H, m), 7.82 (2H, m), 7.99 (2H, m) , 8.10 (2 
H, m). 
[02 08] m^M7 7 

tert-7>;k 3-(4-75/<yVM;l)-l-tXiJ Wfj 
[^14 5] 




1 ) ##^J 7 6 -Cff h iXtz2- [4- [ (1-7* -t ^/V-3- >J 
y^ji/)*;^;W 7 x^;H-ih-^ y-f ;k-i,3 

(2H)-^y (4.00g, 10.6mmol) «SS@S (53ml) £Ja 
100'CT-16B$rBlJl#L7tf*. ^Rlffljfc^Lfc. ^ 

h y ^ATi£*Sf^ jffiK*«EET«*U/£. 

yrnWx-f/KfShtS d fc J; y (4 
-75^71 x;k) (3-b°^ y ^x;P) jy (1 . 69g) 

iH NMR (CD 3 0D) (? : 1.59-1.85 (4H, m), 2.68-2.72 (2 

H, m), 3.30 (2H, m) , 3.45 (IH, m), 6.62 (2H, m) , 
7.74 (2H, m). 

2 ) 1 ) ~Ci%t>tltz (4-T 5/7x -)V) (3-tf< y 
X7l-)^<^yy (500mg,2.45mmol) (Of 15tHn75 

(12ml) 7jCtfTF\ (0.562m 

I, 2.45mmol) £Sn;L. 1. SWHHtfP Lfc . KJEffitePK 

x^s: jn^ . smmm^m-r h y ^ t mat 

JITS* L . f§S>*ifci*ttSft S yW^l/*7A?n 
71/77^- <gffl&& ; -v^y : Iffi8x^= 
1 : 1) tiOWW-tiifcfciOSIWt^* (831mg) 

iH NMR (CDC1 3 ) 5-1.47 (9H, s) , 1.47-1.52 (2H, m), 
1.67-1.74 (2H, m), 2.00 (IH, m), 2.72 (IH, m) , 2.9 
0 (IH, m), 3.32 (IH, m) , 4.13 (3H, m) , 6.66(2H, d, 

J=8.4Hz), 7.84 (2H, d, J=8.4Hz). 

[02 09 ] ###07 8 
tert- 7i-)V 3-((4-(((4'-^nn(l,l'-b'7i-;H-4- 

^W*;^-;H7S7)7x-;H (tHndfy)/;f 

[1TU46] 




IUSM1 27(7)1) -Cfffe^tert-y^/P 3- (4- ([(4' 
-!?nn(l,l'-t'7i x;k] -4--f ;W tj^^-zW 7S7) 



(58) #12002-3370 (P2002-3 3p;/ 



O-V' -f /W-l-tf^U WiDVif^l^V— V (506mg, 0. 
975mmol) £ ^ y y-/l~f h5tFD75 
(1:1) (10ml) (C*»U ^"FC**fl;*?3lW- 
HJ^A (73.8mg, 1.95mmol) 2rjD^. ^ST1B#PbTO 

(488mg) fcHtfiRsfcfcLTWfc. 
FABMS(pos) 521.2 [M+H] + 
##^J7 9 

[ftl4 7] 

O CH, 

###J7 7T#^>tL^tert-7>;l- 3-(4-T S J^W 
■i M-X-^^y-JytDV^^V—Y (1.74g, 5.73mrao 
1) (25ml) fc, *^TT'7K«-ft;*^« 

yHJ^A (433mg, 11.5mmol) Srjp^, SST'1B#PhT 

CJ:0r^3-;l4^#t. ff^ftfcT^rwWfc (1.00 

g, 3.26mmol) £0^ 9 J-)VWWl (300nl ) (C 1 SJgiSK 
(9.79ml) fclOZ A"7y>)AS (200mg) SrfllLi, * 
*SH«T(£l6l9l8fflI#Lfc. ftBSE£*>£U **(C1K 

WM;Mfy-ilxf;i=i : l) Kiijflf 
£ i: i "J mm^W) (813k) . 
iH NMR (CDC1 3 ) 5: 1.46-1.76 (14H, m) , 2.25-2.80 
(2H, m), 3.14 (2H, m),3.76 (4H, m), 6.64 (2H, m), 
7.01 (2H, m). 

[0210] ##M8 0 
tert-7>;l- 3-(H((l,l'-t'7i -/W -4-f /l^A'jtf 

-;i)7S/)^yy;i)-i-t^yy>*;i^yi/-i 

[Itl 48] 



2 l! 5 



Ttm-frffim. C 30 H 34 N 2 O 3 • 0.5H 2 0t LT 
ltS:ffl:C, 75.13; H, 7.36; N, 5.84. 
mm : C, 74.83; H. 7.25; N, 5.65. 
ift£ : 135-137 °C 
##M8 1 

tert-y^;P 3- [4- [( (4' -7)V*U (l,l'-K'7x —)V\-A 
-4 ;l)*;l*-/l)7S yi^y^VW-l-b"^ 'J ^>^;l- 

[ftl49] 

3 




n N xro ° ^ 



##MS 0 Tl#^ti^tert-7>;P 3-(4-T 5 y^yy 



7C*#*T ft C 3 o H 3 3 FN 2 0 3 ■ 0. 5H 2 0 t L T 
ltffffl:C, 72.41; H, 6.89; N, 5.63. 

mmm ■. c, 72. 30; h, 7.07; n, 5.60. 

IbS : 138-141 «C 

[0211] ##$|8 2 
tert- 3-(4-(((4'-?OP(l,r-b'7x -4- 
-f ;W T S J -l-b°^ y 




GH 3 



/W-l-fc^U y>*;^yl/-ft4'-?nn(l I l'- 

7n«^tffB C 3 oH 3 3ClN 2 0 3 ■ 0.5H 2 0£: LT 
IfSfliC, 70.09; H, 6.67; N, 5.45. 

mmm ■. c 70.29; h, 6.50; n, 5.38. 

Mj£ : 173-176 *C 

N-(5,6,7 I 8-fb5bP u-3-^r y U T^hT^Y 
Utl 5 1 ] 



##^IJ7 9Tl#^^tert-y^;k 3-(4-TS J^>i? 

)V) -i-e^ u s^>^7^^ is h t [1 , 1 ' - x - 



H3C N 



(59) #12002-3370 (P2OO2-330 



1) 1 -^f-/L—2-h°U V> (20. 7g, 190mmol) iOfft 
%im%Wl (200ml) JS^iiflg (100ml) frNXTCtSi 

ifclWftfc**, i t fc i 0 i-y f-;i^-3, s-^'x 

ho-2(lH)-eiJy7y (3.0g) 

iH NMR (DMS0-d 6 ) <? : 3.68 (3H, s) , 9.01 (1H, d. J= 
3.0 Hz), 9.61 (1H, d,J=3.0 Hz). 

2 ) 1 ) T'1#^£l-y^;F-3,5->^Fn-2(lH)-b 
Visjy (3.00g, 15.1mmol) H-WJ^-l- 
^n^-fey (3.88ml, 22.6mmol) 
/MtT^*— TjWS (300ml) fcTOXrt^BSHHWf L-fc. 

ffifMLT. *9J-)V-7\c (1:4) *>£>3-— ha-5,6, 
7,8-f l-7tKn^/'jy (2.42g) ^fttt Ltfl 

1H NMR (DMS0-d 6 ) 8 : 1.87 (4H, m) , 2.90 (4H, m), 
8.15 (1H, s), 9.16 (lH.s). 

3 ) 2 ) T^#^ix£3-xFn-5,6,7,8-T-F5b Fa 
^fyyy (2.41g, 13.5mmol) <F>*9 J-)VWfe. (68ml) 

teioz /^s^A-its* (200mg) ?mnm% 
rx-immmnLfz. mm* *>&Ltzm. mmzm&r 

S*Lfc . »6fLfc3ME* e U (35ml ) fcjfc&» L , 
(1.91ml, 20.3mmol) ZUUZ.. m&Tl&f&IM 

^JSS^^yrnbVPX-T-^n-^-tfy (1:8) 
£JD;L. Mfc^ft (2.48g) £*&fi»sfcfc 
'H NMR (CDC1 3 ) 5-: 1.80-1.87 (4H, m) , 2.18 (3H, 
s), 2.77 (2H, m), 2.87 (2H, m) , 7.72 (1H, br) , 7.9 

4 (1H, s), 8.24 (1H, s). 
[0212] ###IJ84 

N- (8-^-df- V -5 , 6 , 7 , 8-f F 5 1 F n-3-dr / U -/W Tb 
hT5 F 

[fci 52] 




1 ) ###J8 3-C# ^tL^N-(5,6,7,8-T-F5b F'o- 
3-^r 7 'J — /!-) T-fe F 7* 5 F (2.46g, 12.9mmol) 
n^yl-A^S (65ml) zKtfTF. m-? nnj®£E#li 

(3.83g, 15.5mmol) SfST' 1 6 HfPsWif L 

fc. »«£«ETW*Lfc«, Slxf;W:J;t)»*J: 
LTN-CHt^ F-5,6,7,8-t F 5 b F cr-3-^y L)x 
)V) T-fe F T 5 F (2.00g) 

1H NMR (DMS0-d 6 ) 5": 1.64 (2H, m) , 1.75 (2H, m) , 
2.04 (3H, s), 2.66 (4H,m), 7.13 (1H, s) , 8.56 (1H, 
s), 10.12 (1H, s). 

2) 1 ) Til^tlJtN-(l-^v-F-5,6,7,8-xF7b 
Fn-3-^fy l>x ;WT-feFTS F (1.99g, 9.65mmol) 



£16*138 (30ml) SrJlIX.. 8 0 °CT* 3 H#|g jgff Ufc. 

^/tIM7^S^7A^nvN/'77 -f- (SIB 
?88;»®x^) CiWILfc. »&h.fcittK!ft£ 

yyy-;F (nomi) t=*j&»u *»Tt 1 
tiy>A (21.5ml) sun*. m&Ti^mmnttz. 

AzK?§M t Mn$M*X"m& t » *&W8SfflH- F U 9At 

tA7A?n?h/'57 -f— (BRKffiS ; Bf&xf-yt- : 
yyy-;k=5 : 1) £J: OfflflSLT. Pffix^t^' 

■-f y7oe;H-fW^N-(8-t Kn^fy-5,6,7,8-f 

i7tFn-3-dryy_;i/)rtirsF (l.osg) 

X H NMR (CDCI3) &: 1.79 (2H, m), 1.96 (1H, m) , 2.2 

2 (3H, s), 2.24 (1H, m) , 2.82 (2H, m) , 4.69 (1H, 
m), 7.49 (1H, br), 7.92 (1H, s), 8.30 (1H, s) . 

3 ) 2 ) Tl#^tl)tN-(8-b Fo^ix-5,6,7,8-r-F7 
b F u-3-3- y U —)V) T-fe F T 5 F (1.06g, 5.14mmol) 

»?oo*;ia (26ml) IKtW^V (4.47 

g, 51.4mmol) triD^_. Sfflt^-BIBHWPLfc. 

jtSStyM yrnb/kx-TVPt^f-tT-y^aax. si 

ffl^t^Ha (858mg) £**fef&5fci:lyC#*:. 
1H NMR (CDClg) 6-: 2.20 (2H, m), 
2.26 (3H, s), 2.77 (2H, 
m), 3.03 ( 2H, m), 8.10 (1 
H, b r ) , 8.3 9 ( 1 H, s ) , 8.4 
2 ( 1 H, s ) . 
[0213] ##i?lJ8 5 

N- [7- [ ( yy f ;k75 /) p(f 'J f>]-8-t^V- 
5,6,7,8— r F 5b F J 'J x/M r-fe F T 5 F 
[-TCI 53] 

##M8 4 T'lf 6ftfcN-(8-:** Y-5,6.7,8-'r F 7t F 
n-3-^y Ux;HTbFTS F2rffl^T. ##^J4 7 fc 

!H NMR (CDCI3) 2.09 (3H, s), 2.78 (2H, m) , 2.8 
5 (2H, m), 3.10 (6H, s) , 7.55 (1H, s) , 8.01 (1H, 
s), 8.56 (1H, s). 

##M8 6 

N-((3-75A5,6-yh Fn-7-^y V—MX *f-)V\ -N,N 
[^tl 54] 




(60) #120 02-33 70 (P2 0 0 2-3 306 



mmm s 5 t# ^ *ifcN- [7- [ ( a* ^jvt s j > * * y <r 

V ] y-5,6,7,8-f b5fc F 7 U -/W T 

1 H NMR (CDC1 3 ) a: 2.23 (6H, s) , 2.33 (2H, t, J=8. 
1 Hz), 2.78 (2H, t, J=8.1 Hz), 2.99 (2H, s) , 3.59 
(2H, br), 6.43 (1H, s) , 6.74 (1H, d, J=2.5 Hz), 7. 
84 (1H, d, J=2.5 Hz). 
[0 2 14] ##M8 7 

3-(l-b°oy -J—}V*^)V)-2Vi-9xi* >-l-T 5 V 



7-7tf/l/7Sy-3 f 4-yt 

H»J4 1 <Z) 1 ) . #*M5 2 . i> iVH*tW4 1 
£0 2 ) £ ^«£0flff £JIifcfr 3 £ fc ± 0 . SUMfc^tt 

1 H-NMR (CDC1 3 ) 1.77-179 (4H, m) , 2.45-2.47 (4 
H, m), 3.11 (2H, s), 3.66 (2H, s) , 4.74 (2H, s), 
6.14-6.21 (3H, m), 6.75 (1H, d, J = 7.8 Hz). 

6-[ (N-^y i/)V-K-*^f-}VT $/)y i-M-7, K n 

[ffcl 5 6] 



IUftM4 1^)1) t1#fc6-rth7S H-2-(N,N-^-f- 

/t/rsyyf'jfyH-f f7oy^ffl^t, ##M5 

1 H-NMR (CDClg) 5: 2.17 (3H, s) , 2.35 (2H, t, J = 
8.1 Hz), 2.73 (2H, t,J = 8.1 Hz), 3.04 (2H, s) , 3. 
48 (2H, s), 3.58 (2H, s), 6.29 (1H, s) , 6.44 -6.46 

(2H, in), 6.82 (1H, d, J = 8.1 Hz), 7.03-7.45 (5H, 

m). 

[0 2 15] ##M8 9 
4'-yoo-N-(4- (4-b°^ U is—)V) 7 x [1,1' -b 

[ftl 57] 

tert-^/P 4-(4--hn7i-;l/)-l-hXU 
4-(4-75y7x-;W-l-bX'j ^>^;^^ri^I^— 



4'-?no(l,l'-b'7i- ;l/)-4-#/l^>ffil.43g£fflv> 
ft 2.2g£ft&tg;Ai: LTf#^. 

1 H-NMR (CDC1 3 + DMS0-d 6 ) 8 : 1.05-1.32 (11H, m) , 1. 
38-1.50 (2H, m). 2.20-2.50 (3H, ra) , 3.75-3.90 (2H. 

m), 6.81 (2H, d, J=8.4 Hz), 7.07 (2H, d, J=8.4 H 
z), 7.20-7.36 (6H, m), 7.69 (2H, d, J=8.1Hz), 9.44 

(1H, s). 

H6: 232-233 *C (tSJMfc3fflBI : IffltC^) 
##W9 0 

2- (4- [[ ("O'S'VM-dr v-) *})V*Z.—)V\ 7S/)7i- 
[ftl 5 8] 



4-7S/7i- ;kPit(10 g)cOp®xf-;Kl00 ml)® 
SBSt, fiftSW/iMlOO mDSraPi-. *^Tt' 

9 Befit U IIft^ft(17.3 g)*»fc. 
fflUS : 148-149 "C. 
[0216] m^M9 1 

2-(4-7S77x-;H-N-(2-(y7f;irS7)x 
[ftl59] 

H 



H 2 N 



.cor 



r CK, 



<yy> 4-(2-( Q - (5^*f7l/r 5 y)xf-;W T 5 
y]-2-*^yxf;H7x-WA7-b (10 g)<7) 
(140 BDiSKtr. Pd-c (l g)^Jp^7K«» 
HStTTlWIBBWPLfc. Pd-c£&£5feU 

7^ ; b y 7 7 ^ (in 
m ; tsxf/^ : ^^y=i : i)^fiijHt, mmw&m 

(6.63 g)SJHfRftfcUT»fc. 
: H— NMR(CDC1 3 ) 5- : 2.16 (6H, s) , 2.05 (3H, s) , 2. 
30-2.36 (2H, t, J=6.2 Hz), 3.23-3.32 (2H, dd, J 
= 11.4, 6.2 Hz), 3.44 (2H, s) , 6.00 (1H, s),6.63- 
6.67 (2H, m), 7.00-7.07 (2H, m) . 
#fM9 2 

N-^ ^;P-N-(5-*^r y-5,6,7,8-fb9t Po-2-t7^ 



(6 1) 0 0 2-3 3 7 0 (P2 0 0 2-3 30r 



CH 3 

6-7-bb7SM-f h5nV (10.0 g, 49.2 mmol) £ 
f 15tHo75> (100 mlHcj^JPU TjcfStfl^ N U 

(jstt. 3.0 g) ztiuz-m.mwmnrf2mmi)\}»M 

SEL/t. SWSflL (30 ml) fcflni. S» 

u iM7;i/St*7i.^nvf?77^- mmm 

m ; * : n-V* -9" ^=33 : 67-50 : 50) t,ZXWML 

1 H-NMR (CDC1 3 ) S : 1.96 (3H, brs) , 2.18 (2H, m), 
2.69 (2H, t, J=6.1 Hz), 2. 99 (2H, t, J=5.9 Hz), 3.2 
9 (3H, s), 7.01-7.15 (2H, in), 8.08 (1H, d, J=8.1 H 
z). 

[0 2 17] ##M9 3 
N-[6-[(^ f;17S/)^f yf»-5-«y-5,6,7,8 
-fl7t K n-2-t 7 ^ l/-;W-N-> f ^7-fe > 7 5 H 

[-ftl 6 1 ] 

3 i 

##^J 9 2 Tl#3t N-* ^-N-(5-vj-^ V -5 , 6, 7, 8-f h 
•7b Kn-2-t7^1/^;l/)7-feb7 5 M4.3 g, 19.8 m 
mol) £N,N-^Xf7WvW>TS F ^f^T^-Zl^ 

(50 mi)iz»mu mm^m^TTismrmnmmsiLL 

;px^T-;l^T«t^LT. »ffc£W(3,9 g 
1 H-NMR (CDC1 3 ) &: 1.93 (3H, brs), 2.84 (2H, dd, J 
=7.5, 5.6 Hz), 2.95 (2H, dd, J=7.5, 5.6 Hz), 3.16 
(6H, s), 3.28 (3H, s) , 6.99 (1H, s) , 7.10 (1H, dd, 
J=8.1, 2.0 Hz), 7.75 (1H, s) , 8.07 (1H, d, J=8.1 
Hz). 

n-x v-6- [l-tro u is—jvx ?■ y fy) - 

5,6,7,8-^ b^t Kn-2-t7^l/-/H7th7S F 
[ffcl 6 2] 

##^J 9 3 TWfcN- {6- [ ( is* j-)VT Sy)^f'Jf»- 



5-^ y-5, 6, 7, 8-r- 15tF cr-2-^ 7 ^ V —M -H-* 
f;17t!7SF (5.7 g, 20.9 mmol) fcKnU^y 
(50 ml ) (CftJB L „ ffi3fi«H^TT3 . 5l$iajn&31tifE L 
fc. -e^f*. RlGSfcftilxf7K zkSrjD-iTttffiL 

rnt;ux— r^tTBISftLT. »ffc£W(4.0 g, 

1 H-NMR (CDC1 3 ) (J: 1.94 (7H, m), 2.84 (2H, dd, J= 

7.0, 5.6 Hz), 2.97 (2H,dd, J=7.0, 5.6 Hz), 3.28 (3 
H, s), 3.63 (4H, m), 6.98 (1H, s), 7.10 (lH.dd, J= 

8.1, 2.0 Hz), 7.95 (1H, s), 8.08 (1H, d, J=8.1 H 
z). 

[0 2 18] ##0*19 5 

N-^f;k6-(l-tn>J l/—)V*^-)V)-l,%-i/t. h'n-2- 
-7-7^1^7*5^ Z.iffigi& 
C-fkl 63] 




2HCI 



##W9 4Tl#^N-^f-/l-N-(5-^-df V-6-[l-b°nU >>' 
-;Mf 'J f>-)-5, 6, 7, 8-f b 7 1 Kn-2-77 ^ 1/- 
;W7-feb75K (4.0 g, 13.4 mmol) %*?*—)l-m 
m (10:1, 220 ml) (CjfflKU 10%/ *7 y'^Ati (50% 
#zR. 0.4g) £Sn;l#i£L!t. **3PHSn r 'CflH ! F*i& 

*>, »*taaw=SL*36<6 2BiafflB ! PL«:. tm&z 

m^MzXiblii Lfc . «JEETTiMB», fl7hFn 
75V (100ml) . 5NJ5K (100ml) 13B#Ph1J[1 

aaraufc. sumsmm^ mmzmm^>v. ma 

ffi L . #f> ix^M«fe^4Ni^bi<*-KKx^;l/i§i«* 

an a mm l , sses: * ? j ->v - wm^fr izx ssn 
lt. «nft:£tt (2.8g umeDznti. 

1 H-NMR (DMS0-d 6 ) <? : 1.98 (4H, m), 2.45 (4H, m) , 
2.81 (5H, m), 3.01 (2H,brd), 3.44 (2H, brd) , 3.86 
(2H, d, J=5.0 Hz), 7.02-7.10 (3H, m), 10.89(1H, br 
s). 

[02 19] ##CT9 6 
(r7Sy-3,4-y't Kn-KaO-^^WV 
[ftl64] 




6-7 > -trbT5 K-l-f N70> (20.0 g, 98.4 mmol) \,Z 

wmw. (250 mi ) zmt^ 100 'cxmmmfLtz 
it# u -7 Azkf^«h ftStfaa*Tai6» t . i«t t- 



(62) #12002-3370 (P2OO2-3 30' 



(i4.5 g ) n%fz. 

l l\ NMR (CDC1 3 ) d: 2.07 (2H, m) , 2.57 (2H, m), 2.8 
3 (2fl, m), 4.10 (2H, br), 6.42 (1H, d, J=2.2 Hz), 
6.53 (1H, dd, J=2.2, 8.4Hz), 7.89 (1H, d, J=8.4 H 
z). 

4-(4-7/^07x-;H-N-(5-^y-5,6,7,8-f b5 
t Kn-2-^7^U— /H-l-t^'J ^^/t-rfWMfS F 
[ftl65] 




,l a J06 



###J9 6T#4tL^6-T5 y-3,4-^'b Fcr-1(2H)-^- 
yflsSy (9.92 g,61.5 ramol ) «fb5t Hn77> 
(300 ml) mMlZWity (9.95 ml, 123 mmol ) b? 
nn|*i4--bP7i-/l (12.4 g, 61.5 mmol) £jp 

3SaEtlS^iSISS:Jni-C»*f: U x?y-/KC» 
LJt. # ttl^4-- b n 7 1 -;k5-^ V-5, 6, 7, 8-f 
b5t Kn-2-t7^l/-^;l/A'^-h (2.20 g, 6.7 
4 mmol) t4-(4-7/Wn7x- yl-) b^JJ i>'MMgl& 
(1.60 g, 7.42 mmol) CD^f-^X;^^ v- F (33 m 
1) «f»t=4aS*IWki-bU^A*»«*JPi, 

i RB*ff t o rjejk (citaixf-^ & jn a. i m&m. 
mwimi- h y ? A.x.mm t mittSAt-effi* t . iszj< 

mm ; SSSx^/l/) CJ: 9HBKU A V7nt/H- 
89 g) fcfSfc. 

!H NMR (CDC1 3 ) 5: 1.72 (2H, m) , 1.92 (2H, m), 2.1 
1 (2H, m), 2.61 (2H, m) , 2.72 (1H, m) , 2.93 (2H, 
m), 3.01 (2H, m), 4.23 (2H, m) , 6.67 (1H, s),7.00 
(2H, m), 7.12 (3H, m) , 7.61 (1H, s) , 7.97 (1H, d, 
J=8.4 Hz). 
[0220] ##M9 8 

(6-(7t Wi 7)-l-«V-3,4-y t Fu-2(1H)--J- 
[ftl6 6] 




fc*#Tm smy&amiki- hWJ»*mm (190 mi) 
ztoz., erc-ci&mmftL,*:. mm* fu&fttdfttt 

Bfb-#« (3.73 g) fcftfc. 

iH NMR (DMS0-d 6 ) 8: 2.10 (3H, s), 2.95 (2H, m) , 
3.28 (2H, m), 6.63 (lH,s), 7.53 (1H, d, J=8.7Hz), 
7.67 (1H, s), 7.91 (1H, d, J=8.7Hz), 10.32 (1H, 
s), 12.89 (1H, br). 

##M9 9 

(6-(r-fef-;VTSy)-l-^^y-l,2,3,4-fh5b Fn- 
2-t7^k-;HH 
[ftl67] 




OH 



1 



##M9 8Tl#^tl.7t[6-(T-fe^7PT5y)-l-^y- 
3,4-xb r-*n-2(lH)-^-7^1/— ijf^ftl (3.50 g, 
13.5 mmol) fcffitttt* (2.1 g) OTOXPBT*^ (35 

f#i3^?i4tftj2r 'J il f)Vi] 5A?07l7'77^ 
(SBHi§« ; «xf;v : y y y-;p= 10 : l) 
OffiSfU ilif 77ot7H-f 

-rsifctio^n^-^ (2.5i g) 

IH NMR (CDC1 3 ) (5 1 : 1.85-2.15 (2H, m), 2.08 (3H, 
s), 2.38 (1H, m), 2.71 (1H, m) , 2.88 (2H, m) , 3.05 

(1H, m), 7.46 (1H, d, J=8.7Hz), 7.60 (1H, s),7.80 

(1H, d, J=8.7Hz), 10.21 (1H, s) , 12.09 (1H, br). 

[0 2 2 1 ] 1 0 0 

(6-(7tWi7)-l-^y-l,2,3,4-fb7 
b Fn-2-t7?l/-;l/) 7-fef- h 

[^1 6 8] 



6-Tb bT5 M-fh5n> (5.00 g, 24.6 mmol) b 
y | J?r j rv7HK9.05g, 98.5 mnol) OzJcJSM (60 ml) 



##M9 9 Tlf ^fL7t [6-(T-fef-7kT 5 ./M-* 8 * V~ 
1,2,3,4-r h7t Ka-2-^yyi/-/P]S^BS (500 mg, 
1.91 mmol) t^Sg^'l^A (529 mg, 3.82 mmol) COi? 
^f;^;l/A7S (10 ml) tH^-fty^ (0.1 

8 ml, 2.87 moDSjDiSa-neBSBBWPUfc. RJEHE 

tcHflSxf-^Sr tat . ^^-StS7" h U ? ft* 

MffiT^* L£ . n^tifdmm £■ 7*71- s b ^ 5 a 

i 1 1 i ^Hfll^fSj (527 mg) fcfcfc. 
!H NMR (CDCI3) 5": 1.98 (1H, m), 2.20 (3H, s) , 2.2 
3 (1H, ■), 2.47 (1H, m), 3.30 (4H, m) , 3.73 (3H, 



(63) #120 02-33 70 ( P 2 0 0 2 - 3 3 Wch/ 



s), 7.21 (1H, d, J=8.7Hz), 7.50-7.80 (2H, m),7.97 
(1H, d, J=8.7Hz). 

###a ioi 

*+)V [6-(T^r^T5y)-3,4-yt Ho-2-f7^ 
[ftl69] 



CH, 



##^J1 0 0X'%t>titzX*f-)V (6-(r-bf;kr57)-l 
-^V-l,2,3,4-fb7b Hn-2-t7^1/-;H7-fef 
-1- (527 mg, 1.91 mmol) CO^ 9 J — )Vm& (10ml) 
t^JcS-fb^^^hU^^ (72.4 mg, 1.91 mmol)£* 
JftTtiPi.,. lBSBHMtLfc. RJ6»fcffl«x-?7l'*flii 

/>) fciOKfiHLfc. <r<DT;i*3-;Mfc(404 mg, 1.46 

mmoi) commmm. a md kshkbko.u mnsrjnx.. 

40'CT-5ff#S«f¥L7t, »«£*ETSS«L Si£t» 

7 4- ; ^f^f > : BHftXf-fl^ 1 : 1 ) K 

iOftH^ifcfciOfMWt-^Si (251 mg) 

iH NMR (CDC1 3 ) 5: 2.16 (3H, s) , 2.32 (2H, t, J=8. 
1Hz) , 2.82 (2H, t, J=8.1Hz), 3.21 (2H, s), 3.71 
(3H, s), 6.30 (1H, s), 6.93 (1H, d, J=8. 1Hz) , 7. 19 
(2H, m) , 7.33 (1H, s) . 
[0222] ##M 102 

N-[6-(2-b Ko^fyXf;l)-7,8-yt Fo-2-t7^1/ 
-)V) T-fe h T 5 F 
HL170] 



H 3 C 

##Mi 0 it#fe*ifc^f/P (6-(r^f^r$y)- 

3,4-y'tKn-2--t7^l/^;l/)7'trf-b (827 mg, 
3.19 mmol) ^fb7t Fn77yi§I ( 16 ml ) 
Tt7|<ijtyf7^r/^-7A (242 mg, 6.38 mmol) 

*JHi-. lSi®S®ht&W^7KT^»L. te/K^K^ 

X~^/PT1»* ~T S <I t H <fc 9 MfL'&tt (364 mg) 

!H NMR (CDC1 3 ) &: 1.43 (1H, m) , 2.16 (3H, s) , 2.2 
6 (2H, t, J=8.1Hz) , 2.46 (2H, t, J=6.3Hz) , 2.81 
(2H, t, J=8.1Hz), 3.78 (2H, m) , 6.28 (1H, s), 6.94 
(1H, d, J=8.1Hz), 7.08 (1H, br) , 7.17 (1H, d, J= 
8.1Hz), 7.35 (lH,s). 



[10 3 

N- [6- [2- (1-fcTu L> is—M Xf7lO-7, 8-^ b F u-2-^ 
7?l/^;l/)7^f7S K 
Mfcl 7 1 ] 



H 

##M1 0 2Tf#^fi/tN-[6-(2-b Fu^x^/W-7, 
8-yhFo-2-t7^1/-;W7tf75K (355 mg, 1. 
53 mmol) fc HJxf^TS V (0.235 ml, 1.69 mmol) 
^y^f;WA7S KJSffi (7 ml) fcfift;;* ^ 
Ot—fV (0.131ml, 1.69 mmol) % %.<%TXH\\ £ , 3 0* 

rsmntti. s:^tt°ny^xo.384 mi, 4.60 mmo 

7^St*7A?P7b/77^ ; llx 

f-/w {zx^mmLx, mm^m (294 mg) 

*H NMR (CDCI3) tf: 1.79 (4H, m), 2.16 (3H, s) , 2.2 
5 (2H, m), 2.41 (2H, m) , 2.55 (4H, m) , 2.62 (2H, 
m), 2.78 (2H, m), 6.20 (1H, s) , 6.91 (1H, d,J=8.1H 
z), 7.18 (1H, d, J=7.8Hz), 7.32 (2H, m) . 
[0 2 2 3 ] ##$| 1 0 4 

N- [6- [2- ( if* ^)VT 5 J ) xf*;P)-7, 8-5/b K H-2— h 
7^1/^;H7^b7i K 
[ftl 72] 

CH. 



'3 

ChL 



H„C N 
3 H 

##M1 0 2T1#6*ufcN-[6-(2-h Fn^rv-x^;W-7, 
8-yb Kn-2-t7^1/-;W7-fe NTS H (102 mg, 0. 
426 mmol) fc NUxf/I/TSV (0.0652 ml, 0.469 mmo 
1) (?)^f/^A7SFi§l (2 ml) KJS^^y 

(0.0393 ml, 0.469 mmol) £*#"FCJn 
x.. 3 04M8B»FLfc. KJtG^^S^^^TSy 
COfh7t Fn77yii (0.64 ml) £JH;i. 6 0°C 

h ^ 7? - mmmm ; »xf;n tc ± o»« 

UT. «Hft^ft (57.5 mg) S»fc c 
!H NMR (CDC1 3 ) S: 2.15 (3H, s), 2.24 (2H, m) , 2.2 
9 (6H, s), 2.36 (2H, m) , 2.48 (2H, m) , 2.78 (2H, 
m), 6.20 (1H, s), 6.90 (1H, d, J=8.1Hz), 7.20(1H, 



(64) #120 02-33 70 (P2 0 0 2~3 3>x 



d, J=8.1Hz), 7.35 (1H, s) , 7.76 (1H, br) . 
[0224] 1 0 5 

6-r s y-2-( so< t 5 y ) ^ , 4Xyy^^t 

Vy 

Utl 7 3] 



H 2 N 



CH 3 



i) -xwmK^um^-^ 'vtoim 

?l)»r?»5XHJ- 19(5) PH89 (1982) )K i 9f#£> 

i?> 7.20g (0.029 moD^^^y— ;P 50 mlfciSWU 
Tfc^k^^R-fbU^A 1.08 g (0.029 mol)SrJP^T2 
BMBSfPLfc. KJ£«£«SfflU fflHiSxf/K 

*as«. atnu ai»fci«xf^: n-^^-y=i-.5 

f ;H-- b n-l ; y^^ f y> (3.10 g)£ 

1 H-NMR (CDC1 3 ) d: 1.96 (1H, m) , 3.34-3.49 (2H, 
m), 3.80-3.90 (2H, m) , 4.09 (1H, brs), 4.30-4.40 
(1H, m), 6.86 (1H, d, J=8.6 Hz), 7.50 (1H, d, J=2. 
8 Hz), 7.59 (1H, dd, J=2.8, 8.6 Hz). 

2 ) im#^ti^2-t Fn^y^f/I/-6--hn-l,4- 
^yy'yf^V-'Jyi.OOg (4.76 mmolL h'Jxf/l/TS 
V708 rag (7.00 raraol) SrDMF 30 mlfcrSjffU 
;^-;P?piJ K 545 rag (4.76 mmoDSrJp^T. 30^ 
IBMtfFLfco 50%^^T$y*jWS 3 ml£JP;L. 70 

7f/77^ fclftU WW^)V\ n-^-9->(40:6 
0) Ti^til t,2-(y7f;I/TS/)^ h o-l, 4- 

^yy^^fyy (790 ■g)*lnfeirttt!fti: 

1 H-NMR (CDCI3) S: 2.33 (6H, s) , 2.47-2.67 (2H, 
m), 3.19-3.25 (1H, m) , 3.46-3.52 (1H, m) , 4.09 (1 
H, brs), 4.30-4.35 (1H, m) , 6.86 (1H, d, J=8.9Hz), 

7.48 (1H, d, J=2.8 Hz), 7.57 (1H, dd, J=2.8, 8.9 
Hz). 

3 ) 2) T1# htltz2-( V* ^)VT 5 y ) y f7 Y 
n-lJAyy'^fyy 760 mg (3.2 mmoDSry^y 
— /H0mltSS»L. mMM 3 mU tt»0.80 gSrUP^T 

2 isisffliff Lfc . l . nmmz 1 s^kk 

Mfcxf-A': n^^y (20:80) 
U iSS^^ft (430 mg)^tofeM4^t LT»fc. 
1 H-NMR (CDC1 3 ) 5": 2.31 (6H, s) , 2.41-2.62 (2H, 
m), 3.12-3.17 (1H, m) , 3.36-3.41 (1H, m) , 3.30-3.5 
0 (2H, brs), 3.67 (1H, brs), 4.12-4.21 (1H, m) , 5. 
99 (1H, d, J=2.5 Hz), 6.03 (1H, dd, J=2.5, 8.4 H 



z), 6.65 (1H, d, J=8.4 Hz). 
[0 2 2 5 ] 1 0 6 

6- [ (4-^ i~)V-\- 7 is—)V) * -7 , 8- S/b K U-2 

-t7?i/y7S y 

[ftl74] 



HSSM41^1) Tf#^fi/t6-T-b b T S V-2- (N, N- ^ 

2 fc R«^fiff £ f: t J: 9 . «Wfc£W*»fc. 
*H NMR (CDClg) d: 2.27 (2H, t, J=8.1 Hz), 2.29 (3 
H, s), 2.45 (8H, bs),2.72 (2H, t, J=8.1 Hz), 3.03 
(2H, s), 3.60 (2H, s), 6.26 (1H, s) , 6.45-6.47 (2 
H, m), 6.80-6.83 (1H, m) . 
##M 10 7 

4- y (l-tn U s^x -2H- ^ o y y-7-T 

[ftl 7 5] 




HMM4 l^)l)t5j:tX##W6 94:ra«^iWP*JiI 

iH NMR (CDCI3) <5*: 1.73-1.83 (4H, m), 1.99 (3H, 
s), 2.46-2.51 (4H, m), 3.22 (2H, s) , 3.70 (2H, b 
s), 4.66 (2H, s), 6.18 (1H, d, J=2.2 Hz), 6.26 (1 
H, dd, J=2.2 Hz, 8.1 Hz), 7.00 (1H, d, J=8.1 Hz). 
[0 2 2 6 ] 1 0 8 

4_^^_3_( 4 _^ ; ^ \)-jV*+)V)-20-9u* y-7-T 

5 y 

[ftl76] 



XXTO 



H 2 N 

l-7^f^7Sy-3,4-y't Fn^o^y-l-ty^ffl^ 
X, mtm\4 lcoi)feJ:t^##M6 9fcR«^aWftJiH 

*H NMR (CDCI3) (3-: 1.98 (3H, s), 2.41-2.44 (4H, 
m), 3.08 (2H, s), 3.66-3.69 (6H, m) , 4.62 (2H, s) , 
6.18 (1H, d, J=2.2 Hz), 6.26 (1H, dd, J=2.2 Hz, 
8.1 Hz), 7.00 (1H, d, J=8.1 Hz). 

0 9 

6- (4-^;^* V ~)V* -7, 8- y\L Y U-2-t7 9 v y 
C ft 1 77] 



(6 5) #120 02-33 70 (P2 0 0 2-3 30" 



^rsy^f'jfy)-i-f h^ny^ut, ##$J5 

•H-NMR (CDC1 3 ) &: 2.28 (2H, t, J=7.8 Hz), 2.42 (4 
H, t, J=4.4 Hz), 2.72(2H, t, J=7.8 Hz), 3.01 (2H, 
s), 3.60 (2H, brs.), 3.70 (4H, t, J=4.4 Hz), 6.26 
(1H, s), 6.46 (2H, in), 6.82 (1H, d, J=8.7 Hz). 
[0227] ##M 1 1 0 

N-;* f /P-N- (5-:*^ y -5, 6, 7 , 8-f F 5 b F O-2-f 7 ^ 
F-/p)TbbT$ F 
[ftl78] 



A, 




CH 3 



6-T-fe hT5 H-fb5ny (13. 7g, 67.4 mmol) £ 
fh7hFn75y (40ml ) L , zKSl"^ F 'J •> A 

(ifttt) (2.40g, 101 mmol) £JH;t, 2. 5BtfSJn* 
aBtLfc. S'XLXfA' (20 ml) ZMt. 40 

A^n7l?77^ (SMfgffi ; iixf/l'in-M 
^^=50:50-100:0) WWILfc. JgffliKSiKEFC 

-f;H:tSIS B s B Lt, »ffc-#l& (8.3g) fcfcfc. 

!H-NMR (CDC1 3 ) 5-: 1.96 (3H, s) , 2.19(2H, m), 2.69 

(2H, t, J=6.2 Hz), 2.99 (2H, t, J=5.9 Hz), 3.29 
(3H, s), 7.10-7.15 (2H, m) , 8.09 (1H, d, J=8.4H 
z). 

m^m 1 1 1 

N-(6-((E)-(yyf;175y)yfUf>]-5-^V-5, 
6 , 7 , 8-f I- 7 b F n-2-f -N-y f /FT-fe V 

7*5 F 
[ftl79] 




##^J1 1 0 TifcN-^ f ;l-N- (5-^ V-5, 6, 7, 8-f 
b5b Ko-2-t7^l^-;W7-fel75 F(4.3g, 19.8 
mmol ) SrN, N-j^y -f-fl^^M, T 5 F i» f;17t y — 

(50 mi) izmmt, mmmmMT, 1 5^iaM6JH»E 



% (3.9g) 

iH-NMR (CDClg) d: 1.93 (3H, s), 2.86 (2H, t, J=7. 
3 Hz), 2.95 (2H, t, J=7.3 Hz), 3.16 (6H, s) , 3.28 
(3H, s), 6.99 (1H, s), 7.09 (1H, d, J=8.1 Hz), 7.7 
5 (1H, s), 8.07 (1H, d, J=8.1 Hz). 
[0228] #if #1 1 1 2 

N-yf;|/-N-[5-^^y-6-((E)-l-tn >J ;/-;Fyf >J f 
y)-5,6,7,8-fh7h Hn-2-t7^1^-;H7-feb7S 
F 

[€180] 




O 



CH, 



##mi 1 iTi#£N-(6-[(E)-(syyf./F7*$y)yf y 

■f » V-5, 6, 7, 8-f F 7 b Kn-2-f 7 y U — 
;W-N-^f ^T-feFTS F(5.7g, 20.9 mmol) £bn>J 
y> (50 ml) fciBWU SfS#BMT, 3. 5B#^Jd 

;F-SM yrnb/t-x-f/HcTBIS^fC, «Hil:^ 

ft (4.0g) £»}fc. 

iH-NMR (CDC1 3 ) (J: 1.93-1.96 (7H, m), 2.85 (2H, t, 
J=6.7 Hz), 2.96 (2H,t, J=6.7 Hz), 3.28 (3H, s) , 
3.63 (4H, m), 6.99 (1H, s), 7.10 (1H, dd, J=8.4, 
2.0 Hz), 7.95 (1H, s), 8.08 (1H, d, J=8.4 Hz). 
##W 1 1 3 

N-yf;l-6-(l-h'n'J : J-tVA^-lU)-l,8 : Ji: Fn-2-f 
7 7U>T$> ~tmtt& 
[ftlSl] 



H3C 



t> 



2HCI 



##M1 1 2T'W^N-^f;P-N-[5-jj-^y-6-((E)-l-b° 
n'J y^/Mf 'JfyF5,6,7,8-f h5t Fn-2-t7 
^l/-;H7-th7S F(4.0g, 13.4 mmol) £yyy- 
^-BS (10:1 220 ml) fcjtWUlOX^i^A-iS 
tt^S (0.4 g) frill*., zKS#HMT-C'48B*ra1«ffL 

Kxf ;Uf£?JWiU ftfeiifcHaEfc-f F^b P075 
y-5NS|g (50:50 200 ml) frflllx.. 13B#5BAP*5M^ 

S£y j' y -;i--iSxf ;w;tS^ B Lt , mmttfe 
m (2.8g) s»3t. 



(66) #|?fl2 002-3370 (P2002-33( 



1 H-NMR (DMS0-d 6 ) d : 1.98 (4H, m) , 2.45 (4H, m), 
2.81 (5H, ■), 3.01 (2H,m), 3.44 (2H, m) , 3.85 (1H, 

s), 3.86 (1H, s), 6.67 (1H, s) , 7.02-7.10 (3H, 
m), 10.90 (1H, brs.). 

[0229] 1 1 4 
6- ( 1- U V—)V* +)V) -7 ,8-yt V U-2-t 7?Uy 

rsy 2j§mts 

Utl 82] 



[ftl8 5] 



• 2HCI 

###)J4 l<m ) Tlt^7t6-7-bb7 5 K-2-(N,N-y 

1 H-NMR (DMS0-d 6 ) $ : 1.39 (1H, m) , 1.80 (5H, m), 
2.50 (5H, in), 2.83 (4H,m), 3.35-3.38 (2H, m) , 3.79 

(2H, s), 6.70 (1H, s), 7.05-7.13 (3H, n) , 10.40 
(1H, brs). 
###S 1 1 5 

5-7 fvl/-6- ( (4-7 f7Wl-h°^ ^-/^) 7 -7 , 8- 
[ftl83] 



###1J4 ltfOl ) Tl#^^6-T-tr S H-2-(N,N-^ 
7^T577iHJ^>)-l-^b5m7£ffl^T. MS 

fc. 

!H NMR (CDC1 3 ) S: 2.02 (3H, s) , 2.27 (2H, t, J=8. 
1 Hz), 2.27 (3H, s), 2.44 (8H, bs) , 2.63 (2H, t, J 
=8.1 Hz), 3.12 (2H, s), 3.61 (2H, s) , 6.48-6.54 (2 
H, m), 7.08 (1H, d, J=7.8 Hz). 
[0230] ##M 116 

2- [ ( +jvt 5 j ) 7 ^-M -1H- a yf y-e- r<y 

Utl 84] 

##W 4 7 T'# ilfcN- [2- [ (E) - ( V* ^)VT 5 7 ) 7 ^ 
Ux>)-l-^Y-2,3-yb Hn-1H— f yf>-5-^;W 
7-feb7SKSfflt^s 5WW41-2) bmWQ»fe*ff 

!H NMR (CDC1 3 ) 5": 2.24 (6H, s) , 3.26 (2H, s) , 3.3 
3 (2H, s), ca.3.5 (2H,br), 6.58 (2H, m) , 6.81 (1H, 
s), 7.08 (1H, d, J=8.1 Hz). 
1 1 7 

6-75 7 -2- b° u U " /1/7 ^;P-3 ,4-5/b K Q-2H-1 , 4- 



xx;ro 



##M1 0 5C01 ) Ti#^iX^2-b Kn^y^f;k6- 
-bn-3,4-y't Fv-m-lA-^yYttWyk bu 

y^tffl^t, 0 5co2) tmnteLxe-- 

h n-2- b°u U /k* fvP-3, 4- 57 b K U-2H-1 , 4-^7 
V ^-^V- >>> £ 4- ( 7 - 6-- h n-2- b° 

u V 57-^7 f-/W3,4-:7b Fn-2H-l,4-^yy^^^ 

105^3) tra«tUT«Hfl:-&**»fc a 

1 H-NMR (CDCI3) 1.76-1.81 (4H, m), 2.50-2.70 (4 
H, m), 2.70 (2H, d, J=6.3Hz), 3.13-3.20 (1H, m) , 
3.20-3.40 (2H, brs), 3.39-3.43 (1H, ra) , 3.66QH, b 
rs), 4.11-4.21 (1H, m) , 5.99 (1H, d, J=2.7Hz), 6.0 
3 (1H, dd, J=2.7, 8.4 Hz), 6.64 (1H, d, J=8.4 Hz). 

[0 2 3 1 ] ###IJ 1 1 8 
6-7S/-4-(7 f7k* ~)V) -2- b° U U Is —)V* +)V 
-3,4-S^b Kn-2H-1,< 



H 2 N 



CH 3 



##M1 1 7Tt#^^6-^bu-2-b°nU^;^^ 
;P-3 ,4-ybKo -2H-1 , 4-< 1 4- ( 7 

6--bu-2-b°n>J i^-7^^-3,4-^ 
t Hn-2H-14-^yy^f y'y^ffl^t, ##f^Jl 0 

5^3) kra«tLTanft^ft*»fco 

1 H-NMR (CDClg) &: 1.70-1.80 (4H, m), 2.50-2.70 (4 
H, m), 2.73 (2H, d,J=6.0Hz), 2.95 (3H, s), 3.21-3. 
29 (1H, m), 2.80-3.10 (2H, brs), 4.10-4.21 (1H, 
m), 4.26-4.32 (1H, m), 6.43 (1H, dd, J=2.7, 8.4 H 
z), 6.77 (1H, d, J=8.4 Hz), 7.11 (1H, d, J=2.7Hz). 

[0232] mmm 1 

N-(2-(N,N-^ f^T 5 7) 7 -^;U-6-f hy ] J ~)V] - 
[^187] 




XXTC 



6-7 5 7-2- (N,N-y7^;kTS 7)7^;^ h^'JV 
(0 . 139g) fc it/4-(4-7 b ^y7x^)£ISK0. 118 
g)^0DMF^S (3ml) 2M HDBtCODMFjgJft (0.25ml) s 
2M WSCDGODMFJtffi (0.30ml ) . b 'Jxf/1/7 5^ (0.14 
ml) ts±W3MAP (0.132g) fcBn^Jte. RJEfflfr^ftT12 



(67) Jf#U2 0 0 2-3 3 7 0 < P2 0 0 2-3 3pz 



U ttttft, WML*:. »t^ffl»A*^x^x- 
f/l/tiM „ SlxfM -9- y ± 0 Hfg H, t T , 
M®ft;-£*(0.124 g) Bt* : 170-175*C. 

[0233] fcTROHitW 2 £> i 3 CBEa^fh^Bf 

Hifc#IJ2 

4-0 VM ;l^-N- (2- (N , N- i^y f-/t-T 5 V ) y 6 --f 
h^V—MKyXTS. F 

[fl;i 88] 




o 



It* : 193-196°C (W&H&Jg : SIxf ;|/-A,dff 
>-) - 

N-(2-(N,N-y^f ;k7i ;w-f F 5 U— >W~4- 

(1,3-^^7-1,3-^^ Fo-2H— f y-f y F-/l-2--f 
;D<yX7S F 
[ftl89] 




M*: 235- 240°C ( y'lf;H- -r/l'-Cifefr ) . 
[0 2 34] HS6M4 

4- (^yV-f/l/Ti/ ) — N — [2- ( N , N-S^'-X 
^;PT 5 y ) ^f/l-6-f l7'J-/U WXTi F 
[ftl90] 




6-rS7-2-(N,N-y^f;l/rSy)^f/lf 15'J 

y&B?*£(i39 mg). 4-<yy*-r ;t-rsy ^f,#B?(i2i 

mg), WSCD(0.13 ml), H0Bt(92 mg) , MIXf/l/TS^ 
(0.14 ml), fcit/DMAPfel mg) SrDMF(4 ml) IZ JtUiJt. 
EiG»££ircSi: 3«£fflWC20HWHSi: 
ft(t, SH»Xf-A'-THF(l:l)T«iajLfc. *T«JS£*, 

81 ng)^1#3t. 
it^( : 241-242 "C. 



[0235] ar^mmm ssrv* v 1 4 (ciasuoflte* 

U . SlSfi^J 4 fc |S|«l= LTWft Lfc. 
SWW5 

4- (^y^'/M"^) -N- [2- (N, N-^f- 

;irsy) 7tf;i-6-f l5'Jx;n ^yxrs F 

[iTU 9 1 ] 




fflUS : 135-136 °C 

ifc&isas : 
mm 6 

N- [2 - (N, N-y/f/l/7S/) .Xf\^-6— f 
F5U-;H -9-^y-9H-y/U:*Py-2-;#rt^ 
F 

[€192] 




fflUS : 224-226 °C. 

[0236] mtm\7 

N- [2- (N, N-y^f/l-TSy) J^f-/U-6—r 
F5U— -9,10,10- F U^V-^lO-yb Fn 

-ioi 5 -^^yf-y-3-#;i^^ s f 

[^1 93] 




o 



ML* : 222-223 °C(4HS?). 
SWW8 

(4-7-'jy*/l'!tf-;k) 7*5 y — N — [2- (N, 

N-yyf;i7sy) yf-^-6 -t-f^u-;f] ^y 

XT 5 F 
Utl 94] 




It* : 216-217 °C (4HS¥). 

[0237] mmm9 

N- [2- (N, N-yyf;l/7S/) 



(68) 002-3370 (P2002-3 3 = 



[ftl95] 



:r s f 



CH 3 



a 

0-o-U H 



m& : 1 3 7-139 °C. 

msfli i o 

N 1 — [2- (N, N-yXf/t/TSy) ^^-6 



[fcl 96] 




xxrc 



Bb£: 238-240 °C(#8f). 
[0238] HtfeM 1 1 

{ 4 ' -X^h"7 x ) -N- [2- (N, N-i-^ f- 

;i/7 S f ;H-f h 7 y t S F 



Mil 97] 




CH 3 



BJUS : 137-138 °C. 

mmm 1 2 

(4'-7nnt'7i-/H-fit/) -N-(2-(N,N->*X 
f;k757)^f;k6-f b7'J- ;W#;WWrifS F 
[ftl98] 




BUS : 187-189 °C. 

8fe^§« : ^^y. 

[02 39] Hjftffl 1 3 

( 4 ' -T-tr^T 5 J t'7 x - )V) — N— [2— 
(N, N-i^X^/PT 5 J)^-f-Jl-6-"r h?V — /M^sjttf 
^5 F 

Utl 9 9] 




BA : 183-186 «C. 

4- (i,3-^>yv^-^y-;p-5-^;P) -n-[2-(n,n 

[ft2 00] 




SI'S : 174-176 °C. 

[0240] HJ4M15 
4- y O ^E-N- [6- [ (N , N- So« f7l^T S/)^ -5,6,7, 
-f h 7 1 F n-2-t 7 ? ^yXT S F 

[ft20 1] 



Br 



, CH 3 

at, 



»L5 : 141-143 °C ( gfe^^S : n-^V> ) 
SUSM16 

3' , 4' -i^? DO-N- (6- [ (N, N-^ i-;UT S/)^ <f)V\- 
5,6,7,8-rl7t Fn-2-t7^1/-;t/)(l,l'-t*7i- 
;W-4-#;i-tf;^S F 

[ft2 02] 



ftifiMl5T-f#7t 4-7' D t-N- [6- [ (N, N- ^ f-»T 5 y ) 
y i-M -5,6,7, 8-x F 5 b F u-2-i- —M ^VX 
7*5 F (400 mg, 1.03 raraol) „ 3, 4-y7nn7i-* 
tf'uyig (50wt% THF-H 2 0J§f$, 0.473 ml, 1.24 ramo 
1) „ 2N^St^F'J^A7K}g?S (1-03 ml, 2.07 mmol) 
F^X^>-50mUC*tj|?U f 15^X1'J7 
i-/l*X7^A"7y7A (35.8 mg, 0.031 mmol) 

zmmmmMTM^, 9oxrci smriwwpufc. ras 

iM=BHtx?-/P* fiat ggfQ&^Jc-Cifaf L , *£7.k«iEffiv 



(69) 002-3370 (P2002-335( 



>-:Sf®X^=3 : 1) KTflfMU n-^fytf 

^t-riifcfcioaBfl:^* (204 mg) ^afef^t 

1 H-NMR (CDC1 3 ) 5: 1.41 (1H, m) , 1.95 (2H, m) , 2.2 
6 (6H, s), 2.26-2.45 (3H, m) , 2.83-2.99 (3H, m), 
7.10 (1H, d, J=8.1 Hz), 7.26-7.77 (8H, m) , 7.94 (2 
H, d, J=8.4 Hz). 

7afcShW« C 26 H 26 C1 2 N 2 0- 0.1H 2 0^LT 

ffJtffi : C, 68.60; H, 5.80; N, 6.15. 

UMI : C, 68.42; H, 5.60; N, 5.92. 

ffl(j£ : 143-145 °C (JSAfl^BIK : IRxf/P-^ 

[0241] mmmn 

N- [ 6- [ (N , N- i?jt T 5 J ) X fvM -5,6,7, 8-r* h5t 
[ft2 0 3] 




Hf6Ml5Tl#7t4-^n^-N- (6- [ (N, N-^ ^)VT 5 J) 
* -5,6,7, 8-f* h5hP n-2-^ 7 * U — /H ^ 
7S Y (400 mg, 1.03 mnolh 4-b:7x— /M?n>-i£ 
(1.25 g, 1.25 mraol)£rffll\ H*Wl6t;H«fcLT* 

-^S*(30 mg) 2:^ ^ y -/140ml (ML 1 NJgffilOO 
ml * iux_ tm Lfc . KJESSrS^I L yxf;kx^f^t 

1 H-NMR (DMS0-d 6 , 7 U — 1§3£) S : 1.32 (1H, m) , 1.9 
3 (2H, m), 2.15 (6H, s) , 2.15-2.36 (3H, m), 2.74- 
2.94 (3H, m), 7.05 (1H, d, J=8.4 Hz), 7.40-7.55 (5 
H, m), 7.73-7.91 (8H, m), 8.07 (2H, d, J=8.4 Hz), 
10.14 (1H, s). 

Ttmttffim C 32 H 32 N 2 0 ■ HCl ■ 2H 2 0fc LX 
fffffl : C, 72.10; H, 7.00; N, 5.25. 

: C, 71.81; H, 6.57; N, 5.08. 
St* : 220 *C ( ftM ) ( fe&ffc*« : * 9 J - )V~ 
S^x^/PX— r7l^ ) 

N- [6- [ (N , N- i?jt ^)VT 5 J ) * fvM -5,6,7, 8-^r b 9 b 

F 7$v -2 ' b * i/ [ 1 , 1 ' - b 7 * - / w - 
4-#/P*WS K 
[ft204] 




SIJftMl5Tl#^4-yn^E-N-[6-[(N,N-^^T5y) 
y f-/W -5, 6, 7, 8-x N 5 b b o-2-^ 7 ^ U^) ^VX 
T S H (250 mg, 0.645 mmol) 2-* b^y7x^ 
nyl (118 mg, 0.775 mmol)S:fljV\ HSfe^Jl6tl«f^ 
*ffiT*Hft^Br(208 ig)*a6f&*i: LT»fc. 
1 H-NMR (CDCI3) a: 1.42 (1H, m), 1.96 (2H, m) , 2.2 
3 (6H, s), 2.23-2.47 (3H, m) , 2.85 (3H, m) , 3.83 
(3H, s), 7.05 (3H, m), 7.34 (3H, m) , 7.47 (1H, s) , 
7.64 (2H, d, J=8.4 Hz), 7.79 (1H, s) , 7.90 (2H, 
d, J=8.4 Hz) . 

7C*#*f« C 27 H 30 N 2 O 2 ■ 0.1H 2 0t LT 
!tJMI:C, 77.89; H, 7.31; N, 6.73. 

mmm • c, 77.86; h, 7.18; n, 6.79. 

IbS : 155-157 *C Ci^mM : IffifcXf^-A^ 

[0242] mmmi9 

N- [6- [ (N , N- i?X ^)VT 5 J ) * &)V\ -5 ,6,7, 8-^ b 5 b 
Hn-2-t7^l/ ~/M -4'-^y(l,l'-t'7x ~/M -4- 

[ft2 0 5] 




^Ml5Tl#^4-rn^-N-[6-[(N,N-^^r5y) 
y +)\A -5,6,7, 8-t- h5tP Q-2-^ 7 9 V 
TSH (250 mg, 0.645 mmol). 4-b Fn^y7x — /l/ 
sKnVS (107 mg, 0.775 mmol) £JflV\ H»Ml6fc|i| 
«tfO*ffiT«Hfl:^* (117 mg)£fifte*hLTf# 

1 H-NMR (DMS0-d 6 ) 5*: 1.36 (1H, m) , 1.89 (2H, m) , 
2.15 (6H, s), 2.15-2.35(3H, m) , 2.77 (3H, m) , 6.88 
(2H, d, J=8.4 Hz), 7.02 (1H, d, J=8.4 Hz), 7. 48 (1 
H, d, J=8.4 Hz), 7.53 (1H, s) , 7.59 (2H, d, J=8.4 
Hz), 7.73 (2H,d, J=8.4 Hz), 8.00 (2H, d, J=8.4 H 
z), 10.07 (1H, s). 

TUS^tfffl C 26 H 27 N 2 0 2 Na ■ 0.2H 2 0t UT 

ffJMt : C, 73.29; H, 6.48; N, 6.59. 

Ill : C, 73.25; H, 6.18; N, 6.36. 

IbS : 246-248 *C ( JMft§^ : fix - S^XL 

N- (6- [ (N , N- V* &)VT 5 J ) * -5 , 6 , 7 , 8-x b 9 b 



(70) #12002-3370 (P2OO2-330 



Ht2 06] 




SIJSMl5Tl#fc4-yn^-N- [6- [ (N, N-y^ *jr}VT 5 7) 
^ -5,6,7, 8-t- h ? b H o-2-^ 7 ^ /14 < 

75 K (250 mg, 0.645 mmolh 4-*II/S^7x^' 
n>m (145 mg, 0.968 mml)£fflV\ *tt«16fc|^ato) 

1 H-NMR (CDC1 3 ) d :1.41 (1H, m) , 1.95 (2H, m) , 2.2 
6 (6H, s), 2.26-2.42 (3H, m) , 2.85-2.94 (3H, m), 
7.09 (2H, d, J=8.1 Hz), 7.32 (1H, d, J=8.4 Hz), 7. 
47 (1H, m), 7.63-7.94 (3H, m) , 7.87-7.99 (4H, m) , 
8.13 (1H, s), 10.11 (1H, s). 
7C*frW« C 2V H 28 N 2 0 2 ■ 0.2H 2 0fc LT 

: C, 77.93; H, 6.88; N, 6.73. 
Ill : C, 77.89; H, 6.75; N, 6.71. 
Mftj£ : 130-132 °C ( JftftftiffiK : tlxf/^- i^x 

[0243] mmm2i 

N- [ 6- [ (N , N- is* ^)VT$J)* -5 , 6 , 7 , S-x b 5 b 
V U-2--T 7 -9 V—)V\ -4'-(b Kn^y^ ^)V) ( 1 , 1 ' - b 

[ft2 0 7] 




HSfiM20T1#7tN- [6-[(N, N-^ ifv^T 57)^ f7W-5, 
6,7, 8-t- b7tK n-2-^ 7 ^ ;M -4 ' 5 )V [1 , 
l'-h'7x-/W -4-# )V ^ ~t 5 F (100 mg, 0.242 mmo 
1) &ff7tKH77>'-^^y-;Kl:l)M (2.4 
ml)fc:*WU *»^*^*^bU^^ (18.3 mg, 0.48 
5 mmol) &tn£. 2B*|8HW¥Lfc. RJS«tBHIlXf-/|/ 

^yfc±9»*fcU SH^^U(86 mg) §rfift»*i: 

1 H-NMR (CDCI3) S: 1.39 (1H, m) , 1.94 (2H, m) , 2.2 
5 (6H, s), 2.25-2.44 (3H, m) , 2.82-2.95 (3H, m), 
4.78 (2H, s), 7.07 (1H, d, J=8.4 Hz), 7.31 (1H, d, 
J=8.4 Hz), 7.38-7.56 (4H, m) , 7.64-7.70 (3H, m) , 
7.85 (1H, s), 7.93 (2H, d, J=8.4 Hz). 
7C*frW1I C 27 H 30 N 2 O 2 ■ 0.2H 2 0t LT 



ltfffI:C, 77.56; H, 7.33; N, 6.70. 

mmm ■. c, 77.53; h, 7.27; n, 6.55. 

It* : 138-139 *C ( ftlfrftiffig : P8xf;k- yX 

f^X-f/l') 

mmm22 

N- [6- [ (N , N- V* +)VT 57)^ , 6 , 7 , 8-T" h 5 b 

Hn-2-t7^l/ ~/W -4'-7nb D ;Hl f l'-h'"7x — /M - 
4-#;Wttr1f 5 K 
[ft2 0 8] 




CH 3 



N-((6-7Sy-l,2,3,4-fh7t Fn-2-t7^1/x;l/) 
^fiW-N.N-y^WS^ (102 mg, 0.499 mmol). 4- 
(4-Tnb7W^ft#K (144 mg, 0.599 mmol)£fflV\ m 

mm i fc H«^*j£T«Hft^*(i5B mg) & aM*t 

1 H-NMR (CDC1 3 ) (5": 0.98 (3H, t, J=7.5 Hz), 1.40 (1 
H, m), 1.69 (2H, m) , 1.94 (2H, m) , 2.25 (6H, s) , 
2.25-2.45 (3H, m) , 2.64 (2H, t, J=7.5 Hz), 2.85 (3 
H, m), 7.08 (1H, d, J=7.8 Hz), 7.26 (3H, m) , 7.46 
(1H, s), 7.54 (2H, d, J=8.1 Hz), 7.67 (2H, d, J=8. 
1 Hz), 7.81 (1H, s), 7.91 (2H, d, J=8.4Hz). 
7C*4h*f* C 29 H 34 N 2 0i: LT 
ltfiffl:C, 81.65; H, 8.03; N, 6.57. 
m§k{& : C, 81.30; H, 7.94; N, 6.40. 
fflbS : 186-188 *C ( »A^I«E : BBx?-^- yX 

[0244] *»J23 
4-7'U^-2-^ n n-N- [6- [ (N, fhisj* -f-JVT 57)^f 
;W-5,6,7, 8-fh7b F n-2-t7^1/»;W^>'Xr 5 
F 

[ft209] 



ci 



Br 



N 

I 

CH 3 



N- [ (6-T 5 Al,2,3,4-fh5t F n-2-^ 7 ? U-JV) 
^f^-NJ-y^f/kTSy (300 mg, 1.47 mmol). 4- 
7'n^-2-?nn£ISi (415 mg, 1.76 mmol)£ffl 

1 H-NMR (CDClg) <5*:1.40 (1H, m) , 1.94 (2H, m) , 2.25 
(6H, s), 2.25-2.44 (3H, m) , 2.94 (3H, m) , 7.08 (1 
H, d, J=8.4Hz), 7.28 (1H, m) , 7.41 (1H, s),7.50 
(1H, m), 7.61 (2H, m), 7.81 (1H, s) . 
7C**W« C 20 H 22 BrClN 2 Oi:LT 



(7 1) #12002-3370 (P2002-33p 



ftffffl : C, 56.96; H, 5.26; N, 6.64. 

mmm . c, 57.09; h, 5.37; n. 6.55. 

II*: 130-132 °C (f&gk-imm : IfflXfA'-M 

-no 

4-7"0 ^E-N- [6- [ (N, N-i/X -f-Jl-T S/)^ ?-/W-5, 6.7,8 
-f!5h Fn-2-t7^1/-/W-2-^f;KyXr 5 F 
Ut2 10] 



f 3 ! JfTT"' 



CH, 



N- [ (6-T 5 y-1 , 2 , 3 , 4-x b 5 1 F n-2-^ y * l^/W 
^f/H-N,N-y^f;l/r5y (293 mg, 1.43 mmolh 4- 
7'n^-2-^f;l/fe|#l (370 mg, 1.72 mmol)£ffl 

1 H-NMR (CDC1 3 ) <5": 1.40 (1H, m) , 2.04 (2H, m) , 2.2 
5 (6H, s), 2.25-2.40 (3H, m) , 2.46 (3H, s), 2.88 
(3H, m), 7.07 (1H, d, J=7.8Hz), 7.21-7.41 (6H, 
m). 

TtmmJrm C 21 H 25 BrN 2 0t LX 
ft ffffi :C, 62.85; H, 6.28; N , 
6. 98. 

:C, 63. 10; H, 6 . 1 1 ; N , 
6. 97. 

it* : 140-142 °c (m&itmm : ilxf;^-^ 
[0245] mmM25 

[6- [ (N, N- V A ^)VT S/)^ +i\A -5, 6,7,8 

[ffc2 1 1 ] 

, CH 3 

jOCTl 

N- [ (6-T 5 y-1 , 2 , 3 , 4-<r b7bF y9V—)V) 
^f/H-^N-y^f^TS^ (300 mg, 1.47 mmolh 4- 
7'D^-3-^f;l/£ftfl (379 mg,1.76 mmol)£fflV\ 

1 H-NMR (CDC1 3 ) S: 1.40 (1H, m) , 1.93 (2H, m) , 2.2 

5 (6H, s), 2.25-2.40 (3H, m) , 2.46 (3H, s), 2.87 

(3H, m), 7.07 (1H, d, J=7.8 Hz), 7.29 (1H, m) , 7.4 

0 (1H, s), 7.49 (1H, m), 7.61 (1H, d, J=8.1 Hz), 

7.72 (2H, s-like). 

TUf&frWffi C 21 H 25 BrN 2 0fc LX 

fffllfS : C, 62.85; H, 6.28; N, 6.98. 

mWlM. : C, 62.84; H, 6.05; N, 6.93. 

UUS : 154-155 °C (J£A4H8*g : ilxf/^-^ 



3,4'-y?nn-N-(6-((N,N- ^ 57)^ f7W -5 , 
6,7, 8-x h5tb' 7 ^ V~)V\ (l,r-b"7i- 

;W-4-#;l^^5 F 

[^2 12] 




.jooo: 



S8*«23T»fc4-^n^-2-^ nn-N- [6- ( (N , N-^y 

f7W-5. 6, 7, 8-^r h?tP n-2-^^ ^ 1^- 
/W^yXTSK (250 mg, 0.607 mmolK 
-;l/*nyi (114 mg, 0.729 mmol)£ffll\ 

1 H-NMR (CDCI3) <5*:1.41 (1H, m) , 1.95 (2H, m) , 2.26 
(6H, s), 2.26-2.42 (3H, m) , 2.85 (3H, m) , 7.10 (1 
H, d, J=8.4Hz), 7.31 (1H, m) , 7.43-7.63 (8H, m) , 
7.87 (1H, d, J=8.1 Hz). 
7C«^tfffl C 26 H 26 Cl 2 N 2 0h LT 
Itacffl : C, 68.87; H, 5.78; N, 6.18. 
H®MI:C, 68.61; H, 5.49; N, 6.10. 
MUS : 177-179 *C ( mSrfmilt : BMgX^- 

[0246] ||Sfefl)j27 

4'-;nn-N-(6-((N, N-^y 5/)^ fvW - 5 ,6,7, 
8-fh7t Fn-2-t7^l/-;l/]-3-^f;Kl,r-t'7 

[^2 13] 




.CH 3 



SM24Tt#fc 4- 7'n^e-N- [6- [ (N , N- So< f-;kT 5 y ) 
y -5, 6, 7, 8-x h 5 b n-2-^ 7 ^ V-)V) -2-* 
f/KyXTS F (250 mg, 0.623 mmolh 4-^nn7 
x^fnyl (117 mg, 0.747 mmol)£fflV\ HJfiMl 

1 H-NMR (CDCI3) a: 1.42 (1H, m), 1.96 (2H, m) , 2.3 
7 (6H, s), 2.37-2.47 (3H, m) , 2.56 (3H, s) , 2.90 
(3H, m), 7.08 (1H, d, J=8.1 Hz), 7.26 (1H, m) , 7.4 
1 (6H, m), 7.53 (3H, m) . 
Ttmfttm C 27 H 29 C1N 2 0 ■ H 2 0t LT 
IHf : C, 71.90; H, 6.93; N, 6.21. 



(72) #120 02-33 70 (P2 0 0 2-3 3Wch 



mmm c 71.92; h, 6.52; n, 5.92. 

Kj£ : 163-165 °C (|£Afl38X : »»X^- >?X 

-f/kx— t7L ) 

iE»J28 

4'-?un-N-(6-((N,N-y7f^rS/)^ -5,6,7, 
8-r b y b b U-2-^ 7 9 V—)V\ -2-X*Ml,V- t"7 
x«;W-4-^;W^fS b 
[ft2 14] 

.-OX 

CH 3 




H»J25T-1#^4-yo^-N- (6- ( (N, N-^y f-/I^T 5 J) 
y +}V\ -5, 6 , 7 , 8-t- h7tP n-2-^ 7 ^ !✓ - M -3-y 
f;KyX7S b (250 mg, 0.623 mmol). 4-^07 
x-/^'nyl (117 mg, 0.747 mmol)£fflt\ S55fe#!ll 
6fcra«^*ffi-C«lft-&W(168 mg) ^Mtt 

1 H-NMR (CDC1 3 ) 5": 1.41 (1H, m) , 1.95 (2H, m) , 2.2 

6 (6H, s), 2.24-2.42 (3H, m) , 2.33 (3H, s), 2.85 

(3H, m), 7.09 (1H, d, J=8.4 Hz), 7.26 (4H, m) , 7.4 

3 (3H, m), 7.73 (3H, m) . 

7U*frtfrfI C 27 H 29 C1N 2 0 ■ 0.2H 2 0t LX 

ffJMt : C, 74.28; H, 6.79; N, 6.42. 

lit : C, 74.27; H, 6.73; N, 6.27. 

MA : 193-195 °C (ttA^SIK : »if/^- >>X 

[0247] HJSM29 

N-[6- [ (N, N-^^;PT S 7 ) y -5,6,7, 8-r* b 5 b 
b \-t-2-~t 7^1/-;W-4'-(h'J7^n^f/H(ll'- 

[^2 1 5] 




SIJfeMl5Tl#7t4-yn^-N- (6- [ (N, N-^y ^-)VT 5 7) 
y f7M -5, 6, 7, 8-t- h5hP 7 y U^/W^^X 
75 K (250 mg, 0.645 mmolK 4-b>j7Wn^f^ 
7x"Mnyl (147 mg, 0.775 mmol) Hffi 
«16fc R«^&mS^^(194 mg) £ afe^t L 

1 H-NMR (CDCI3) 5": 1.41 (1H, m) , 1.95 (2H, m) , 2.2 
5 (6H, s), 2.25-2.45 (3H, m) , 2.89 (3H, m), 7.09 
(1H, d, J=8.1 Hz), 7.31 (1H, d, J=8.1 Hz), 7.46 (1 
H, s), 7.70 (6H, m), 7.80 (1H, m) , 7.96 (2H, d, J= 



8.4 Hz). 

Ttmmm c 27 h 27 f 3 n 2 o^ lx 

ttffffi : C, 71.66; H, 6.01; N, 6.19. 
SUHliC, 71.44; H, 6.05; N, 6.09. 
fflUS : 205-206 »C ( fegrf^Sg : MtX^A- 

IQfcflBO 

N- (6- [ (N , N- V* ^)VT 5 J ) y f^M - 5 ,6,7, 8-<r b 5 b 
Fn-2-t7^1/^]-4-(3-t°'J y-;WA;yX75 b 
Ut2 16] 




|J V ~ Q 



CH 3 



S6*Wl5T»fe4-^0*-N-[6-[ (N, N-^'y ^)VT 5 y ) 

y f-A] -5, 6, 7, S-x b^t F y ^ v -/M ^yX 

T5 H (250 mg, 0.645 mmolh 2-(3-b° U ^A)-l,3,2, 
-S^t^MfsffU^y (126 mg, 0.775 mmol)£fflV\ Hffi 

1 H-NMR (CDCI3) &\ 1.41 (1H, m), 1.95 (2H, m) , 2.2 
6 (6H, s), 2.26-2.42 (3H, m) , 2.85 (3H, m) , 7.09 
(1H, d, J=7.8 Hz), 7.30-7.47 (3H, m), 7.69 (2H, d, 
J=8.4Hz), 7.86-7.99 (4H, m) , 8.64 (1H, m) , 8.87 
(1H, m). 

Ttmfttm C 25 H 2V N 3 0-0.1H 2 0tLT 

IfSffliC, 77.53; H, 7.08; N, 10.85. 

H®HI:C, 77.42; H, 7.05; N, 10.58. 

HbK : 177-178 *C ( HAfl3HK : llxf^" >M 

[0248] Httflfl|31 
N- [6- [ (N , N- ^ : y f/l/7 5 7 ) y f- M -5 , 6 , 7 , 8-x b 5 b 
Hn-2-t7^1/-;W-4'-((b'J 7/Ptn7^f/t/)7 
Sy](ll'-t'7x XA] -4-#/i^^ s H 

[^2 17] 




HffiMl5Ti#/-c4-yn^E-N- [6-[ (N, N- S>y fvl'T 5 y ) 
y -5, 6, 7, 8-t* b 7 b b n-2-^ 7 ? 
T5 b(1.00g,2.58mmolh 4-b U bTS b 

7x^*Dyl (722 mg, 3.10 mmol)£ffll\ HJfe^J 
16f:H*<O*ffiT«Hfl:-&»(1.02 g)t&fi«*f: LT 

1 H-NMR (CDC1 3 ) : 1 . 41 (1H, m) , 2.05 (2H, m) , 2.26 



(73) #120 02-33 70 (P2 0 0 2-3 3Wch 



(6H, s), 2.26-2.42 (3H, m) , 2.89 (3H, m) , 7.09 (1 
H, d, J=8.4Hz), 7.29 (2H, m), 7.46 (1H, s),7.69 
(7H, m), 7.94 (2H, d, J=8.1 Hz). 
TtmftVtm C 28 H 28 F 3 N 3 0 2 fc LX 
ItSffl : C, 67.87; H, 5.70; N, 8.48. 

mmm ■. c, 67.70; h, 5.53; n, 8.42. 

IDS : 235-237 *C (feA^ffi : «Xf/^ VA 

N- [ 6- [ (N , N- it* ^-)VT^J)* -5 , 6 , 7 , 8-r h 7 b 
K 7 9 \s~M -4' - (4, 4-^y i~)V-A, 5-^'b p O 

- 1 , — )V-2- ^W(l,r-t"7x —)V] -A-f])V 

tf^S p 
[ft2 18] 




H s CVo 

SB*«15T»fc4-^n^E-N- [6- ( (N , N-i^y ^-)VT 5 7) 
^f;W-5,6,7,8-f b7h Kn-2-t7^l/-/W^yX 
7SK (250 mg, 0.645 mmol). 4- (4, 4-^^/1^4,5- 
^b FP-IKW 7x-^^nyl 
(170 mg, 0.775raraol)SrfflV\ HS6M16 fc |if«^*ffiT' 
«ffc^ft(238 Bg)taft|&*i:LT»fc, 
1 H-NMR (CDC1 3 ) 5": 1.41 (7H, m) , 1.94 (2H, m) , 2.2 

5 (6H, s), 2.25-2.41 (3H, m) , 2.84 (3H, m), 4.14 
(2H, s), 7.08 (1H, d, J=7.8 Hz), 7.30 (1H, m) , 7.4 

6 (1H, s), 7.68 (5H, m) , 7.94 (2H, d, J=8.4 Hz), 
8.03 (2H, d, J=8.4Hz). 

jtmrnm c 31 h 35 n 3 o 2 ■ o.2H 2 ot lx 

ffffffl : C, 76.74; H, 7.35; N, 8.66. 
mmiS. : C, 76.70; H, 7.19; N, 8.49. 
IDS : 185-187 *C ( t£ JMH&H : VA 

[0249] MSM33 
4 ' -T 5 J -N- [6- [ (N , N- VA +)VT 5 J ) y f*; W -5,6,7, 
8-fb7t Ku-2-^y^lx-;W [l,l'-t"7x^)-4- 
#/WMMF$ P 

[ft 2 19] 




^»j31Tl#/t N-(6-((N ( N-y^f/l/rSy)^f;H- 
tnT^f/W T 5 y ] (l,l'-t'7 x — ;W-4-#/P#3f-9- 



m), 2.1 

5.36 
d,J=8.1 

7.96 



SP (850 mg, 1.72 mmol) %*9J-)V (8 ml) fc<f 

h7tFn77y (4mi) coif^mmm^^t, 1N/R 
Kft^bu^A (3.4mi) tjn*. 5ox:xi6mmm 

<ffc£» (685 mg) *afe»*f:LT»fco 
1 H-NMR (CDCI3) (5*: 1.31 (1H, m), 1.89 (2H, 
5 (6H, s), 2.15-2.34 (3H, m) , 2.83 (3H, m) 
(2H, s), 6.67 (2H, d, J=8.4 Hz), 7.03 (1H, 
Hz), 7.48 (4H, m), 7.68 (2H, d, J=8.1 Hz) 
(2H, d, J=8.4 Hz), 10.02 (1H, s) . 
jm-frVrm C 25 H 29 N 3 0 ■ l.lH 2 0t LT 
It^ffliC, 74.47; H, 7.50; N, 10.02. 

mmm ■. c, 74.39; h, 7.41; n, 9.82. 

IbS : 148-150 *C ( fe&imm : * ? J 

N- [6- [ (N , N- V* ^)VT 5 J ) y *)V\ -5 ,6,7, .K-r h 7 b 
Pn-2-t 7 ^ I/-/W-4-(2-f x - /W^yXTS P 
[ft2 20] 




mm\V?C%fzA-7* n^E-N- [6-[ (N, N- ^ ^JVT^J) 
y +)V\ -5,6,7, 8-r h5tP O-2—h 7 ^ ;!/] OX 
75 P (250 mg, 0.645 mmol). 2-fX^fnyl (9 
9.1 mg, 0.775 mmol)£rffll^ HHSM16 f: H«<5D3rffiT 
«ift^Bl(70Bg)*Se»*f: Uftft. 
1 H-NMR (CDC1 3 ) <3-: 1.41 (1H, m), 1.94 (2H, m) , 2.2 
5 (6H, s), 2.25-2.45 (3H, m) , 2.89 (3H, m) , 7.11 
(2H, m), 7.29-7.45 (4H, m) , 7.71 (3H, m) , 7.87 (2 
H, d, J=8.4 Hz). 
7C*#*ffi C 24 H 26 N 2 0S£:LT 
tfJtfl : C, 73.81; H, 6.71; N, 7.17. 
3©M:C 5 73.49; H, 6.59; N, 7.14. 
JUjSl : 165-166 X: ( fe^tt^ : »8xf;^- 5^ 
VTubVKr— 7VP) 
[0 2 5 0 ] W4W35 
xf^ 4' -[ [[6-( (N, N-^ +)VT 5 y ) ^ -5, 6, 
7, 8-r" h 7 b F n-2-^y 9 V—M T 5 y ] %}Vi$—M 
tl,l'-t7x -4-^;l^^ i^-b 

[ft22 1] 




uccrr 



IQftMl W-rot-N- [6- [ (N, N- i/X 5 7 ) 



( 7 4 ) 002-3370 (P2OO2-3 30 



* *}V\ -5,6,7, 8-r- h5hp u-2-^ 7 ^ U — ;W < 
TSF (250 mg, 0.645 mmolh 

7x^Woyl (150 mg, 0.775 mmol) HJS 
Wll6f: R«^ffiT*S^^^(202 mg) & Sfe8*i L 

1 H-NMR (CDC1 3 ) 5: 1.42 (4H, m) , 1.95 (2H, m) , 2.2 
6 (6H, s), 2.26-2.42 (3H, m) , 2.89 (3H, m), 4.41 
(2H, q, J=7.2 Hz), 7.09 (1H, d, J=8.4 Hz), 7.31 (1 
H, d, J=8.4 Hz), 7.47 (1H, s) , 7.70 (4H, m) , 7.80 
(1H, s), 7.96 (2H, d, J=8.4 Hz), 8.14 (2H, d, J=8. 
4 Hz). 

7C***f* C 2g H 32 N 2 0 3 i: LT 
tHMt : C, 76.29; H, 7.06; N, 6.14. 

mmm ■. c, 76.25; h, 7.07; n, 6.09. 

It<£ : 156-158 °C (S A^HS : WfM^^~ >M 

mmm36 

N- [ 6- [ (N , N- T 5 J ) * ^)V\ -5 , 6 , 7 , 8-r b 5 b 

K a-2-^7 ^ -4' - (y f^.x/P:7 r — ;W [1 , 1 ' - 
t'7x^)-4-*;^fi H 

[ft2 2 2] 




H56Ml5Tl#^4-yo^E-N- [6- ( (N, N-S^y f^T 5 y ) 
y ^JV] -5, 6 , 7 , 8-r* h 5 b H n-2-+ 7?l/-/W\yX 
TS Y (500 mg, 1.29 mmolh ;I/f t7x-/^ 

nyl (260 mg, 1.55 mnol) H»Jl6t (IftcT) 

^ffiT^ffi^^(360 mg)£ fifem^i: LTf*fc, 
1 H-NMR (CDC1 3 ) 5: 1.41 (1H, m) , 1.94 (2H, m) , 2.2 
6 (6H, s), 2.26-2.42 (3H, m) , 2.53 (3H, s), 2.94 
(3H, m), 7.09 (1H, d, J=8.1 Hz), 7.29-7.36 (3H, 
m), 7.46 (1H, s), 7.56 (2H, d, J=8.4 Hz), 7.67 (2 
H, d, J=8.1 Hz), 7.78 (1H, m) , 7.92 (2H, d, J=9.0 
Hz). 

7C*fr*ffi C 27 H 30 N 2 OS-0.2H 2 OfcLT 
ItSlfS : C, 74.69; H, 7.04; N, 6.45. 
SBSfeffi : C, 74.63; H, 7.03; N, 6.11. 

wus : 178-180 °c (m^imm : »Sxf^- >M 

V7 0 nt°/t/X^f/l/) 

[0 2 5 1 ] HSSM37 
4'-(N,N-yyf;I/TSy) -N- (6-((N,N-Wf/PrS/) 
y f*/P] -5,6,7, 8-r h 5 b H n-2-^ y 9 l»~)V] [1 , 1 ' - 
t"7i^)-4-*;l/^f S H 

[ft2 2 3] 



CH 3 



CH3 

HttM33 v C1#fc4'-T 5 y-N-[6-[(N,N-^y +)VT 5 7) 
^f;W-5,6,7,8-fh5t Fn-2-t7^P^;W [1,1'- 

t7x^;l/]-4-^/^tS K (150 mg, 0.375 mmol) 
. A°7^;l/A7/l/ft K (45.1 mg, 1.50 mmol) £y 
(1 ml)tff7bKD77y (1 ■l)tf>il^ME 
yrybKniioIth'J^ (94.4 m 
g, 1.50 mmol) , 4 CTCr 1 8«SIBBJtfP Lfc, R 

*Mfc£ft (13 mg) 

1 H-NMR (DMS0-d 5 ) 5": 1.32 (1H, m) , 1.90 (2H, m) , 
2.15 (6H, s), 2.15-2.350H, m) , 2.77 (3H, m) , 2.97 
(6H, s), 6.82 (2H, d, J=8.4 Hz), 7.03 (lH,d, J=8. 
4 Hz), 7.48 (1H, d, J=8.1 Hz), 7.53 (1H, s) , 7.63 
(2H, d, J=8.7 Hz), 7.74 (2H, d, J=7.8 Hz), 7.98 (2 
H, d, J=8.4 Hz), 10.04 (1H, s) . 
FABMS(pos) 428.2[M+H] + 

: 212-213 *C ( m&HSm : »B8X^;l— VA 
VTnbVI^X— 
HSSM38 

N- [6- [ (N , N- ^-}VT 5 J ) y ?7W -5 , 6 , 7 , 8-r b 5 b 
Hn-2-t7^1/^)-4'-Uf;l/7S/)(l,l'-t"7x 
^;W-4-^;k^^S F 
[^2 24] 



CH, 




SM33Tl#fc 4 ' - T 5 y -N- [6- [ (N , N- *JX ^)VT 5 J ) 
y^;W-5,6,7,8-r b7b Fn-2-fy [1,1'- 
b7xX/W-4-*/^^f5 F (150 mg, 0.375 mmol) 
N A°7*;I/A7/l/fb H (15.0 mg, 0.50 mmol). 1/ 
77bKn|^ltN 1 J7A (31.5 mg, 0.50 mmol) g- 

fflw iet«37kra«^^T^ft^&ae»*i: 

1 H-NMR (DMS0-d 6 ) 3\ 1.32 (1H, m) , 1.89 (2H, m) , 
2.15 (6H, s), 2.15-2.3K3H, m) , 2.72 (7H, m) , 5.94 
(1H, m), 6.64 (2H, d, J=9.0 Hz), 7.03 (lH,d, J=8. 
7 Hz), 7.49 (4H, m) , 7.70 (1H, d, J=8.4 Hz), 7.97 
(2H, d, J=8.4 Hz), 10.02 (1H, s) . 



(75) 002-3370 (P2002-33 



FABMS(pos) 414.3[M+H] + 

Bt£ : 163-165 °C : »S$X^/P- 

[02 52] HJSM39 

N- [ 6- [ (N , N- S^rt r 5 7 ) J* f^H -5,6,7,8-fh5t 

F ^ ^ -4- (2- ^ y ^yxrs F 
[ft2 2 5] 

CH3 

»fiMl5Tl#fc4-yn^-N- [6- ( (N, N-^ 5 7) 
^ +)\A -5,6,7, 8-t- h?tp y^U—M^yX 

7SH (250 mg, 0.645 mmolK 2-7'J/M'nyl (86. 
7 mg, 0.775 mmol) »fiMl6 f; 

IWfc^ttl (67 ng) ^SM*tLT#t 0 
1 H-NMR (DMS0-d 6 ) & : 1.40 (1H, m) , 1.94 (2H, m), 
2.25 (6H, s), 2.25-2.45(3H, m) , 2.88 (3H, m), 7.08 
(1H, d, J=8.1 Hz), 7.26 (4H, m) , 7.41 (lH,m), 7.6 
0-7.74 (5H, m). 
FABMS(pos) 375.2[M+H] + 
HftffMO 

4'-(((6-((N,N-y^f;i/T5y)^f;W-5 ( 6 I 7,8-fb 
5 b K u-2-^y -9 V—)V\ T 5 7] [1, l'-b* 

[ft226] 




.CH 3 



IU*«35T#fcxf-;P4'- [ [ [6- [ (N, N-^ ^/i-T 5 7) 
^ -f/M -5,6,7, 8-T" h7bK n-2-^ 7^1/-/1/)7S 
y ] # /W [l,l'-h'7x — /M -A- A i^U—h 
(100 rag, 0.219 mmol) J—)V (3 ml) i:7j< (0. 

5mi) cvm&mmzmML, iN*»ft^Mj^A*» 

ffi (o.329 mi) £SSTDn;t. 9 O^SBSISHtfF L 
fc. »tt*«EET«*U **Jn£fc»lN*R (0.32 

9 mi) ^mtxmntti. wajLfcffl**fttriRL* 

SL, (89 rag) *fife«*kLT»fco 

1 H-NMR (DMS0-d 6 ) ff:1.34 (1H, m) , 1.91 (2H, m) , 2. 
24 (6H, s), 2.24-2.30(3H, m) , 2.81 (3H, m), 7.05 
(1H, d, J=8.4 Hz), 7.49 (1H, d, J=8.4 Hz), 7.55 (1 
H, s), 7.89 (4H, m), 8.07 (4H, m) , 10.18 (1H, s) . 
TCftfrWffi C 27 H 28 N 2 0 3 ■ 2H 2 0fc 
fffllfS : C, 69.81; H, 6.94; N, 6.03. 
mWlM. : C, 69.57; H, 7.01; N, 5.93. 
M * : 143 °C ( #M ) ( ^^mm : /R ) 



[0 2 5 3 ] Hfl6M41 

4'-?nn-N-(H(N,N-i;^f;prS/)-Xf;W-7,8 
-S/b H 0-2-^7* ^ [1,1' -t'7 x -71/] -4-#/k 

[ft2 27] 




1) DtiMtt^Tj-ffi (i/-v— tr 
SXMJ- 2L 70(1962)) fcfl!oT-&jS LtA-T*. V 
riF-l-fh5ny (5.0 g, 0.0246 mol) £ DM F 5/ 

xwr-fe * -;P50mi fc»i?Liioxrc 2 ®mm.n l 

F-2-(N, N-y7f^7S7^f yfy)-l-fh7n> 
(4.98 glStfetet LTWt. 

1 H-NMR (CDCI3) <5-:2.19 (3H, s) , 2.79-2.83 (2H, m) , 
2.88-2.92 (2H, m), 3.11 (6H, s) , 7.14-7.17 (1H, 
m), 7.68 (1H, s), 7.69 (1H, s) , 7.95 (1H, d,J=8.1H 
z), 7.96 (1H, s). 

It*: 207-210 °C (tSJMHfflK : PRxf-rt') 

2) #£>fl?t6-T-b:hT$ H-(N,N-y7f;l/7S7 
/f'Jfy)-l-f b?ny (4.50 g, 0.0173 mo\)%* 
9 J - ;M50 ml ) CjgJB L , *JfrT#*ffc>h ^ MJ ? 
A (6.56 g, 0.173 mol)£Jui_ 2^WIB¥Lfc. RJE 

f l7tFP77 >30ml , 2N^K30ml £ Jpi. 16^1^ 

ssc Lfc . Kmmz mm t . iixf^. 2 n 

IK: »»x^;P:n-A.^y=30:70) tTWlLs 6- 
((N, N-Wf ^7S 7)^f /l/)-7,8-yh Fn-2-t7 
^l/y7Sy (1.60 g)£iE€wMKfti: LT#£. 

1 H-NMR (CDCI3) <5-:2.23 (6H, s) , 2.28 (2H, t, J=8.4 
Hz), 2.74 (2H, t, J=8.4Hz), 2.95 (2H, s) , 3.57-3.7 

2 (2H, n), 6.25 (1H, s) , 6.46-6.48 (2H, m),6.83 (1 
H, d, J=8.7Hz). 

3) %^tlt:6-[(N, N-y^f/l/7S7)^f;H-7,8- 
yhFn-2-t7^P-y7Sy (1.00 g, 0.005 mol). 4 
-?not'7 x.—)Vl})V-Kvm(2.'5l g. 0.01 moD^ffl 

w »«mi fcR««^rffiTa«'ft:^*(i.i2 g)£afe 

1 H-NMR (CDC1 3 ) <3- :2. 25 (6H, s) , 2.34 (2H, t, J=7.8 
Hz), 2.86 (2H, t, J=7.8Hz), 2.99 (2H, s) , 6.34 (1 
H, s), 7.03 (1H, d, J=8.7Hz), 7.39 (1H, d, J=8. 1 H 
z), 7.45 (2H, d,J=8.7), 7.48 (1H, s), 7.56 (2H, d, 
J=8.4 Hz), 7.67(2H, d, J=8.4 Hz), 7.78 (1H, s) , 
7.94 (2H, d, J=8.4 Hz). 



(76) #120 02-33 70 ( P 2 0 0 2 - 3 3 Wch( 



Ttmttmm c 26 H 25 ciN 2 ot lx 

: C, 74.90; H, 6.04; N, 6.72. 
lit : C, 74.64; H, 6.14; N, 6.56. 

It* : 204-207 °C : Hxf/^-n^ 

[02 54] HJSM42 

4'-y;^n-N- [6- [ ( N , N->>\* f-;PT S/)^ - 
7,8-^"b pn-2-t7^l/-;W (l.r-t^x^W-W 

[ft2 2 8] 




H»J41^2 ) Ti#^6-[(N,N-y^^;kTSy)^^ 
;W-7,8-ytPn-2-t7?l/y7S^ (936 mg, 4.62 
mmolh 4-7Wnb'7x-W/Kfyl (l.OOg, 4.62 

1 H-NMR (CDC1 3 ) <5":2.25 (6H, s) , 2.34 (2H, t, J=8.1 
Hz), 2.85 (2H, t, J=8.1Hz), 2.99 (2H, s) , 6.34 (1 
H, s), 7.02 (1H, d, J=8.1Hz), 7.13-7.19 (2H,m), 7. 
38-7.41 (1H, m), 7.48 (1H, s), 7.56-7.61 (2H, m ), 

7.65 (2H, d, J=8.4 Hz), 7.80 (1H, s) , 7.93 (2H, 
d, J=8.5Hz). 

TtmttVfm C 26 H 25 FN 2 0t LT 

ft JM : C, 77.97; H, 6.29; N, 6.99. 

mmm • c, 77. 90; h, 6.23; n, 6.58. 

It* : 190-193 °C ffigkimm : ilxf/^-n^ 

[0255] mums 

4 ' - 9 n o-N- [2- [ ( V* +)VT Sy)^f;W-2,3-ytF 
n-lH— f y f^-5->f ;W(l,l'-b'7x-/H -4-#/P^ 

[ft229] 

##W48t*f§?tN- [2- ( ( ^ 5/)^ -2 , 3- is 

b Hn-lH->f yfy-5-^f;H7-fef7S P (48.9mg, 0. 
210mraol) fcJgtSK (1ml) 2rJU;i„ 1 1 0 o CT*2B#|IHI 

Jin*. ^S^U^^7K^Si:iaff^S7jcT-^t. *7K 
!H NMR (DMS0-d 6 ) : 2.16 (6H, s) , 2.22 (2H, d, J 



= 6.7 Hz), 2.61 (4H, in), 2.97 (1H, m) , 7.15 (1H, 
d, J = 8.1 Hz), 7.47 (1H, d, J = 8.1 Hz), 7.56 (2 
H, d, J = 8.4 Hz), 8.05 (2H, d, J = 8.4 Hz), 10.17 

(1H, s). 
FAB(pos) 405.1 [M+H] + 

IbS : 192-194'C (ttltftifflK : StiXf/^-y^ V7 

4'-?nn-N-[8-[( f^T 57)^ f7W -6, 7- ^ b K 
n-5H-^y y [a] y^n\7fy-3-^ ;P)(l,l'-b'7x 
-;W-4-#/L^^5 p 
[ft2 30] 




##M 5 0 -C#fc8- [ ( V* &-)VT i/)^ f-AO -6 , 7- ^ 
b Hn-5H-^y/(a)y^nA,7°f 

1 H-NMR (CDC1 3 ) tf: 1.96-2.10 (2H, m), 2.25 (6H, 
s), 2.39 (2H, t, J = 6.4Hz), 2.79-2.85 (2H, m) , 2. 
96 (2H, s), 6.40 (1H, s) , 7.15 (1H , d, J = 8.6H 
z), 7.40-7.52 (4H, m), 7.56 (2H, d, J = 8.4Hz), 7. 
67 (2H, d, J = 8.1Hz), 7.81 (1H, s) , 7.94 (2H, d, 
J = 8.1 Hz). 

Sl£ : 183-185 S C ( »Afl3NK = SKx*^- yxf 
[0256] mWM4 5 

4 , -7;^n-N-(6-((y7WS/)^f;W-6,7 ( 8 ) 9- 

(l,r-b^x^;W-4-7>;^^5 H 
[ft231] 




##M 5 1 Tl#Jt6-(( ^ ^/kT 5 J)*+)\A -6,7,8,9 

-fh^tF n-5H-^yy'[a] n^fy-i-r 5 y 

1 H-NMR (CDClg) (3*: 1.40-1.68 (3H, m), 1.85-2.20 (1 
OH, m), 2.55-2.92 (4H,m), 7.13-7.20 (3H ,m), 7.35- 
7.43 (2H, m), 7.56-7.67 (4H, m), 7.77 (lH,s), 7.93 

(2H, d, J=8.4 Hz). 
Ttmmm C 27 H 29 FN 2 0i:UT 



(77) #120 02-33 70 (P2 0 0 2~3 3p> 



ftltfl : C, 77.85; H, 7.02; N, 6.73. 

mmm c, 7s.is; h, 7.09; n, 6.74. 

It* : 167-169°C (tSA^KS : yXf;kX-f 
HO 

6 

4'-?un-N-(6-((WWS7)^ W -6,7,8,9- 



fb7tF n-5H-^ y Y [a] ^ 
[ft232] 




5 1 T»3t 6-((y^f;l/7Sy)^f/W-6,7,8 I 9 
-ff7tF U-5H-< > [a] > ? >-2- T 5 > 

1 H-NMR (CDClg) : 1.40-1. 67 (3H, m) , 1.85-2.20 (10 
H, m), 2.55-2.92 (4H,m), 7.15 (1H , d, J = 8.1 H 
z), 7.35-7.46 (4H, m) , 7.56 (2H, d, J = 8.4 Hz), 
7.66 (2H, d, J = 8.1 Hz), 7.77 (1H, s) , 7.93 (2H, 
d, J = 8.4 Hz). 
7U*frtfrfI C 27 H 29 ClN 2 0i: LX 
ffJMt : C, 74.90; H, 6.75; N, 6.47. 
lit : C, 74.77; H, 6.65; N, 6.43. 
It*: 1 73-175*0 {Ifa^kmm : yxf^x-f/H 
[0257] M&fiM4 7 

N-(6-((y^f;l/7S/)^f ;W -7 , 8- ^ b K n-2-f7 
^ !✓ -/U] (l,l'-t'7x -"/L-] -4-/; 5 K 
[ft2 3 3] 




Mi&^j4 lt02) T-»3t6-((N,N-^f-;krSy)^f- 
/W-7,8-^*b HD-2-t7^1/y75^ffl^T. Htfi 

'H NMR (CDC1 3 ) 5-: 2.25 (6H, s) , 2.33 (2H, t, J = 
5.4 Hz), 2.84 (2H, t,J = 5.4 Hz), 2.98 (2H, s) , 6. 
34 (1H, s), 7.01 (1H, d, J = 7.8 Hz), 7.32-7.94 (1 
2H, in). 

Ttm-frffim C 26 H 26 N 2 0 b LT 

IWffi : C, 81.64; H, 6.85; N, 7.32. 

H!$Wfi : C, 81.65; H, 6.79; N, 6.91. 

Il£ : 173-175 °C ( m&im& : f 15t Kn7 

7y-n-^fy) 



8 

N-[6-(l-b°^.y i/-/^f-;W-7,8->>'b Fn-2-f7^ 
[l,l'-t'7s-/H-4-*;i'^tS H 

[ft2 34] 




jCCTO 



##M 5 2 Tl#^6-(l-b^ y 5^— /kX ^;W-7,8-^b 
Hn-2-t7^i/y7Sy^ffl^t, SIMM l k ^\Mco 

iH NMR (CDClg) (3- : 1.4 6-1.59 ( 6 H, 



m) , 
2. 84 
3.0 2 
s ) , 7 
H z ) 
7.6 3 

7.71 
z) , 7 
H, d, 



2.31-2.36 ( 6H, m), 
( 2H, t , J= 8.0 Hz), 
( 2H, s ) , 6.34 (1H, 
.02 (1H, d, J = 8.1 
5 0 (4H, rn ) , 
J 6.9 Hz), 

J = 8.1 H 
s ) , 7.94 (2 
Hz). 

(ISftflaBBE: fb7 



7. 37-7. 
(2H, d, 
(2H, d, 
7 9 ( 1 H, 
J = 8.1 
WUS : 156-158 °C 
b FP77y-nA^fy) 
[02 58] HSfe#lj4 9 

N- [6- ((y^f/l/7S7)^ -7, 8- ^b F \J-2~i~y 
9 -4' - V U ^)V^uA iNP [1, 1 ' -h*7 x — ;W-4 

[ft2 3 5] 




■CH a 



SWW4 1<Z>2) 7*fc6-[(N,N-^f/l/7Sy)^f 
;W-7,8-^b Kn-2-t7^l/y7Sy^ffl^T, HSfe 

*H NMR (CDC1 3 ) d\ 2.25 (6H, s), 2.34 (d, J = 5.1 
Hz), 2.86 (2H, d, J =5.1 Hz), 2.99 (2H, s) , 6.35 
(1H, s), 7.04 (1H, d, J = 8.4 Hz), 7.40 (lH,d, J = 
3.3 Hz), 7.49 (1H, s) , 7.70-7.79 (6H, m) , 7.87 (2 
H, d, J = 8.4 Hz). 
IbS: 214-216 *C (ISArtM : 
>f y7°nb°^x-f^) 
WW5 0 

2' -9 OU-N- [6- [ ( VA j-)VT 5 y ) * f)V\ -7, 8- s/b Y 
H 

[ft236] 



(78) 002-3370 (P2002-3 3Ar 




mmM4 ico2) tftfc6-((N,N-i;^f^7sy)^f 

/F]-7,8-^b Hn-2-t7^1/yrSySffl^T, Utt 

iH NMR (CDC1 3 ) 2.25 (6H, s) , 2.34 (d, J = 5. 1 
Hz), 2.85 (2H, d, J =5.1 Hz), 3.00 (2H, s), 6.34 
(1H, s), 6.69 (1H, s), 7.02 (1H, d, J = 8.4Hz), 7. 
31-7.57 (8H, m), 7.85 (1H, s), 7.92 (2H, d, J = 7. 
8 Hz). 

7U*frWfil C 26 H 25 C1N 2 0 t LZ 

ftJtffi : C, 74.90; H, 6.04; N, 6.72 

HKtf : C, 74.49; H, 5.65; N, 6.06. 

MUS: 145-147 °C (£Afl3B*g : »B?X^/P- n- 

[0259] mmM5 1 

4 ' - 9 n o-N- (6- (1- 'J >? - fvW -7 ,8-^'b Fn 
-2-^:7^1/ ~;F] [l,l'-h'7x^]-H^mS F 
[ft237] 




5 6 T*»2t4' nn-N- [6- ( ? n ^/F) -7, 8- 
b F u-2-r 7^l/-;W(l,l'-h'7x — -4-# 
3MfS F (225 rag). b°^'JS» (0.16 raDt^VT 
ntVUW^y (0.282 ml)^N,N-^^;^/^ 

Fap« (5 ni)taia-ci5i©iafiifFLfea. wet 

2H*rainffl&L3fc. RJBiKtiHBLT»fe#UtH5**- 

^n?b/?7^- (IiM;fb7bKP75 
V:n-^^y=l : 5) tCTfitiSU ff7bKP77 
V-n^^y3&^fi*ffctT«H^Sl (110 mg)£ 

1 H NMR (CDC1 3 ) a : 1.26-1.61 (6H, 

m), 2.30-2.36 (6H, m) , 
2.83 (2H, t , J= 8.4 Hz ) , 
3.02 (2H, s ) , 6.33 ( 1 H, 
s), 7.01 (1H, d, J = 8.1 
Hz), 7.36-7.49 (4H, m ) , 
7.55 (2H, d, J = 8.4 Hz), 

7.66 (2H, d, J = 8. 4 H 
z) , 7.81 ( 1H, s) , 7.93 (2 



H, d, J = 8.1 Hz). 

its: 209-211 °c m&nam: fb7 

b Kn7 7V-n-^fy) 
SUHW5 2 

4 ' - 7 /F?j- n-N- [ 6- (1 - b°^ U >? - -7 , 8- ^ b F 
+ 7 9 V—M (l,l'-t'7x — /W -4-* 5 

F 




##M5 2 -C#3t6-(l-tT^ij y-/kXf7W-7,8-^t 

!H NMR (CDClg) $\ 1.45-1.58 (6H, m), 2.29-2.37 (6 
H, m), 2.82 (2H, t, J= 8.0 Hz), 3.01 (2H, s) , 6.33 

(1H, s), 6.98-7.93 (12H, m) . 
BbS : 190-192 *C ( t£Aft»» : fh?bK07 

^y-n-^^y) 

[0 2 6 0 ] 5 3 

N- (6- (l-b°^ U S^/F^ ^/F) -5,6,7,8-f b7bKn-2 
;H[l,r-t^x— ;FM-#/Ftf;^3 F 




##M 5 3 Tl#^6-(l-b°^ 'J >?r:/kX ^/F)-5,6, 7, 8- 
fb?tPn-2-t7?l/yrS>'*ffl^T, SOfcflll 

iH NMR (CDCI3) ff: 1.37-1.60 (8H, m), 1.96-2.00 (2 
H, m), 2.24-2.44 (5H,m), 2.82-2.93 (3H, a), 7.09 
(IH, d, J = 8.3 Hz), 7.30-7.33 (IH, ra) , 7.38-7.65 
(6H, m), 7.70 (2H, d, J = 8.4 Hz), 7.76 (IH, s) , 
7.93 (2H, d, J =8.4 Hz). 

It* : 161-162 *C ( m&fmM : T" F b h'U77 
SOfcW5 4 

4 ' - y )Vif n-N- [ 6- (1 - b°^ U i?~)V* ^~)V) -5,6,7, 8-r 
F y b Fn-2-t 7^1/-;l/](l ) l'-b7x ~ ;F]-4-#/F 
sK^lfS F 
[ft24 0] 




(79) #120 02-33 70 (P2 0 0 2-3 3L7 



##^J 5 3 Tl#Jt6- (1-b^ U -5, 6,7,8- 

!H NMR (CDC1 3 ) 5": 1.36-1.52 (8H, m) , 2.29-2.31 (2 
H, m), 2.24-2.45 (6H,m), 2.82-2.93 (3H, m), 7.08- 
7.33 (4H, m), 7.44 (1H, s) , 7.57-7.66 (4H, m) , 7.7 
4 (1H, s), 7.92 (2H, J = 8.1 Hz). 
7C*#W« C 2g H 31 FN 2 0i:LT 
ftffffl : C, 78.70; H, 7.08; N, 6.33. 
mWii& : C, 78.40; H, 7.09; N, 6.09. 
IbS : 179-181 *C ( IS A^»» : P»xf;P ) 
[02 6 1 ] H*W5 5 

4 ' - ? n u-N- [6- (1- tf^ y fvW -5 , 6J,8-f b 

7tK 7^l/-;W(l,l'-t'7x -4-* 

[ft2 4 1 ] 




,xxro 



###0 5 3 T4§3t6- (l-b°^ U 5/— ;k* -5, 6,7,8- 

iH NMR (CDC1 3 ) 5": 1.25-1.71 (8H, m) , 1.95-2.00 (2 
H, m), 2.25-2.45 (6H,m), 2.83-2.93 (3H, m), 7.09 
(1H, d, J = 8.3 Hz), 7.30-7.32 (1H, m) , 7.43- 7.45 
(3H, ra), 7.55 (2H, d, J = 8.1 Hz), 7.65 (2H, d, J 
= 8.4 Hz), 7.77QH, s) , 7.93 (2H, d, J = 8.1 Hz). 
Mftj£ : 202-203 °C ( B Afl3^ :fb?bKn7? 

mmm5 6 

5-yj- ^V-l-7x - [6- ( 1- b°^ >J y — /loC -5 , 
6, 7, 8-r- h7tK n-2-1-y 9 ;M-3-tfn y 

[ft242] 




,xxro 



5 3 T*#*:6- U ^-/l^ -5, 6,7,8- 
fb7bFn-2-t7?l/y7S>'5:Ii^, §0*0(1 
k H«<9J*fe£fr oiktil *Wfc-&«£»Jfc . 

*H NMR (CDC1 3 ) &: 1.03-3. 33 (22H, m) , 3.97 (1H, t, 
J = 8.4 Hz), 4.21 (1H, dd, J = 6.8, 7.1 Hz), 6.91 
-7.63 (9H, ra). 

jtm^-mm c 27 h 33 n 3 o 2 ttx 

fffllfS : C, 75.14; H, 7.71; N, 9.74. 
mWlM. : C, 75.01; H, 7.33; N, 9.43. 
M * : 162-164 °C ( R AfltfHS : SSxf/^ ) 



[0 2 6 2 ] WPJ5 7 

6-(4-^nn7i -/W -N- [6- (1- b°^ y *J—jV* ^)V) - 
5,6,7,8-T-f^b Ko-2-t7^1/«;W- Uf->-TS K 
[ft243] 




xxro 



##M 5 3 Tl#fc6-(l-b°>K y 5*=./kX f-;W-5,6, 7, 8- 
fb5bHn-2-t7^l/y7S>'*fflMT, UttflOl 

iH NMR (CDClg) (3-: 1.30-2.40 (16H, m) , 2.82-2.92 
(3H, m), 7.09 (1H, d, J= 8.1 Hz), 7.26-7.48 (4H, 
m), 7.80 (2H, d, J = 8.7 Hz), 7.99 (2H, d, J= 8.7 
Hz), 8.23 (d, 1H, J = 6.3 Hz), 9.11 (1H, s) . 
WjH : 193-195 *C ( KAftftJIE : WBL^)V ) 

5-(4-?nP7x — -N- [6- (1- b°^ y i/~)V* ^)V) - 
5,6,7,8-f|-/b Kn-2-t73 ? l/^l/]-2-77S K 
[flS2 44] 




##M 5 3 Tl#^6-(l-b^ y >?rL/kX f*/W-5,6, 7, 8- 
Tb5hHn-2-t7?Wy7Sy*ffi^t, ^JftCTl 

!H NMR (CDC1 3 ) d\ 1.23-1.61 (7H, m), 1.96-2.00 (2 
H, m), 2.24-2.43 (7H,m), 2.80-2.92 (3H, m) , 6.75 
(1H, d, J = 3.6 Hz), 7.07 (1H, d, J = 8.4 Hz), 7.2 
7 (1H, d, J = 3.6 Hz), 7.32-7.42 (4H, m) , 7.66 (2 
H, d, J = 8.4 Hz), 8.32 (1H, s). 

[0263] mmm 5 9 

N- [6- (1-b^ y &)V) -5, 6, 7, 8-t* b 5 b H n-2 

7 ^ P -3-(2,4,5-b>Jxh^y7x - ;W -5M 

[A524 5 3 



C 2 H 5 — O' 



N 




##M 5 3 Jt6-(l-b°^ U i^/P* -5,6,7,8- 

! H NMR (CDClg) 5": 1.42-1.60 (18H, m) , 1.97-2.36 
(7H, m), 2.80-2.95 (3H,m), 4.06-4.18 (6H, m) , 6.58 
(1H, s), 7.09 (1H, d, J = 8.4 Hz), 7.35 (1H, d, J 
= 8.1 Hz), 7.44 (1H, s), 7.50 (1H, s) , 7.55 (1H, 
s), 8.16 (1H, s). 

mmmeo 



(80) #12002-3370 (P2002-335 



4-(4-;nn7x-;l/)-2-7i — /1^-N- (6-(l- 0 
)V* -5,6,7,8-f b5t Fn-2-f7? 1/ -/W -1 . 3 

[1L24 6] 




###U 5 3 Tl#/:6- (l-b°^ U S^— -5, 6,7,8- 

t H«cotWP* ff o i i: t J: 0 , «Wfc£ft£»Jte • 
iH NMR (CDC1 3 ) 5": 1.26-1.58 (7H, m) , 1.90-2.00 (2 
H, m), 2.22-2.35 (7H,m), 2.70-2.95 (3H, m), 7.06 
(1H, d, J = 8.1 Hz), 7.25-7.51 (7H, m) , 8.04-8.32 
(5H, m). 

[0264] 1 
4 ' - 9 n O-N- [6- (1-tn 'J S^/t^ fvW -7 ,8-y'bKP 

[ft247] 




N iXro 



##f?ij 5 6 T*#*l4' PO-N- [6- ( ? n f^W -7, 8- 
yh b'n-2-t7^1/-/W(l,l'-b'7x -4-# /ktf; 

!H NMR (CDClg) S: 1.83 (4H, s) , 2.35 (2H, t, J = 
8.1 Hz), 2.52 (4H, s),2.84 (2H, t, J = 8.1 Hz), 3. 
18 (2H, s), 6.36 (1H, s), 7.02 (1H, d, J =8.4 Hz), 

7.39-7.56 (6H, ra) , 7.66 (2H, d, J = 7.5 Hz), 7.82 

(1H, s), 7.93(2H, d, J = 7.5 Hz). 
M * : 185-187 *C ( R JMHffiK : fb?bK07 

5- ( 4- ^ o n y x W -N- [6- (1- b n V 5/— ^; W - 
n-2-^ 7 ^ lx - /H -2- b° U y# /l^^ 

[ft248] 




##M 5 6 T#tf:4' nn-N- [6- ( 9 u njt -7, 8- 
ybb'P-2-t7^I/-;W(l,l'-b'7x -4-# 



iH NMR (CDC1 3 ) 1.80 (6H, s), 2.37 (2H, t, J = 
8.1 Hz), 2.52 (4H, s),2.87 (2H, t, J = 8.1 Hz), 3. 
18 (2H, s), 6.37 (1H, s) , 7.03 (1H, d, J =7.8 Hz), 

7.48-7.61 (6H, m) , 8.04 (1H, dd, J = 8.1, 2.1 H 
z), 8.35 (1H, d,J = 8.1 Hz), 8.78 (1H, s), 9.95 (1 
H, s). 

[0 2 6 5 ] 1»J6 3 

4-(4-b°U ^~/H-N-[6-(l-b°n V *s—)VX+)V)-l, 8- 
^b F 9 V—)V\ ^yX'T $ K 

[^24 9] 




J Q 0rO 



##W 5 4 T*1#^6-(l-b°u 'J ^;W-7,8-^b 

!H NMR (CDClg) (3*: 1.79-1.83 (6H, m), 2.35 (2H,t, 
J = 8.1 Hz), 2.53 (4H,s), 2.73 (2H, t, J = 8.1 H 
z), 3.18 (2H, s), 6.36 (1H, s) , 7.02 (1H, d,J = 7. 
8 Hz), 7.38 (1H, d, J = 8.1 Hz), 7.48 (1H, s) , 7.7 
1-7.78 (4H, m),7.89 (1H, s) , 7.99 (1H, d, J = 8.4 
Hz), 8.32 (2H, d, J = 8.4 Hz). 

saw* 6 4 

4'-?no-N-(6-((4-7x ~)V-\- b°^ »J i/~)V) * 

-7 ,8-ybKn -2-^ 7 9 V ~)V\ [l,l'-b'7x -4- 

[^2 50] 




##M 5 6 TWfc4 ' - ? o o -N- [6- ( ? n n ^ -7 , 8- 
yb Fn -2-^ 7 ^ — / W (Ll'-b^x-M-^ /l^ 

iH NMR (CDClg) &\ 1.83-2.10 (6H, m), 2.37 (2H, t, 
J = 8.1 Hz), 2.47-2.54 (1H, m), 2.86 (2H, t, J = 
8.1 Hz), 3.03-3.10 (2H, m) , 3.10 (2H, s) , 6.37 (1 
H, s), 7.03 (1H, d, J = 8.4 Hz), 7.19-7.57 (11H, 
m), 7.66 (2H, d, J= 8.4 Hz), 7.81 (1H, s), 7.94 (2 
H, d, J = 8.4 Hz). 

fflbS : 228-230 *C ( InfJSM : fh9bPP7 
y>-n-^^^f> ) 

[0266] mmme 5 

4' -9 nn-N- [6- (4-^E / »J -7 ,8-ybPn 
-2-^ 7 ? U ~)V] (l,r-b'7x — /M -A-fi)V t^^T 5 K 



(81) Jf#U2 0 0 2-3 3 7 0 < P2 0 0 2-3 3WchI 



Ut2 5 1 ] 




jOCTO 



5 6 T1l/:4' nn-N- [6- ( 9 n -7, 8- 

^tsKjffl^t, mmm5 1 tmmcom^no 

l H NMR (CDC1 3 ) 5": 2.34 (2H, t, J = 7.8 Hz), 2.45 
(4H, s), 2.84 (2H, t,J = 7.8 Hz), 3.06 (2H, s) , 3. 
73 (4H, s), 6.36 (1H, s), 7.02 (1H, d, J =8.1 Hz), 
7.36-7.57 (6H, m) , 7.67 (2H, d, J = 8.4 Hz), 7.80 
(1H, s), 7.94(2H, d, J = 8.4 Hz). 

194-196 °C ( & A43ffiK : fh9tPU7 

mmmee 

4 ' - 9 n n-N- <6-[[*-f /L (2- v x x t-;L. ) 75 
?7M -7, 8-S^b K n-2-^ y 9 V~)V) (ij'-f'yx^ 

[ft2 52] 




jars; 



5 6 T*»2t4' nn-N- [6- ( ? n n^ -7, 8- 



!H NMR (CDClg) 5: 2.25-2.32 (2H, m) , 2.32 (3H, 
s), 2.60-2.66 (2H, m) , 2.77-2.83 (4H, m) , 3.10 (2 
H, s), 6.32 (1H, s), 6.93-7.95 (16H, m) . 
WUS : 173-175 *C ( MftM : fb?bK07 

7y-n-Mfy) 

[0 2 6 7] HKW6 7 
4'-?nn-N-(6-(Uf^7» ) J7)^f;H-7,8-yh K 

[ft2 5 3] 




###|J 5 6 4'-^ nn-N- (6-(?OD^ -7 , 8- 
S^b K n-2-^ y 9 (l,r-t'7x ~M -4-# 



!H NMR (CDClg) d: 2.20-2.30 (2H, m), 2.25 (3H, 
s), 2.85-2.90 (2H, m), 3.00 (2H, s) , 6.30 (1H, s) , 
6.74-7.95 (146H, m) . 

IbS : 177-179 *C ( fe a H ftIl : fb?tb'n7 

n-^^-y-y ) 

4'-?on-N-(6-((4-7x — b'X^y ^ f^] 

-7 ,8-ybFn -2-^ 7 * 1/ ~)V) [ 1 , 1 ' - b* 7 x -)V) -4- 

[ft2 54] 




5 6 T1#^4 ' - ? n n -N- [6- ( 9 n n ^ f-; W -7 , 8- 
y b H n-2--h 7 ^ -/ W [l,l'-h # 7x — ;U ] -4- # 

*H NMR (CDC1 3 ) d\ 2.37 (2H, t, J = 8.1 Hz), 2.62 
(4h, S), 2.86 (2H, t,J = 8.4 Hz), 3.13 (2H, s) , 3. 
22 (4H, s), 6.39 (1H, s) , 6.85-7.95 (16H, m) . 
IbS : 228-230 *C ( |£ Aftft « : fh?bpD7 

^y-n-^^-y-y) 

[0268] mmm6 9 

4' -9 n n-N- [6- [ [ [2- ( So* S7)xf/H(^f 
;I/)75/)^ -7 ,8-yhFn -2-^ y?V-}V){\, 
l'-h*7x-;W-4-*;pm 5 K 
[^2 5 5] 




CH, 



##M 5 6 T1#^4 ' - ? n n -N- [6- ( 9 n n ^ ^)V) -7 , 8- 
yt Fn -2-~t ~M (l,l'-h'7x-;H-4-*W 
^fSF^t, *»J5 1 fcraaUOjftfrtlTdifc 

*H NMR (CDC1 3 ) (3- : 2.25 (6H, s ) , 
2.26 (3H, s ) , 2.33 (2H, 
t, J = 8.1 Hz), 2. 44-2. 50 
(4H, m) , 2.84 ( 2H, t , J = 

8.1 Hz) , 3.07 (2H, s) , 
6.35 (1H, s), 7.02 (1H, 
d, J = 8.4 Hz), 7.37-7.57 

(6H, m) , 7.67 (2H, d, J 
= 8.1 Hz) , 7. 80 ( 1H, s) , 



(82) #120 02-33 70 (P2 0 0 2-3 34Bv 



7.94 ( 2H, d, J = 8.4 Hz). 
KJb£: 15 6-158 °C ffi&ltfflt : fb7 

Htfc«7 0 

4 ' - 7 /M"U -N- [6- (4-^/P* U -/l^ ^ ;W -5 , 6 , 7 , 8-<r 
b7tF u-2-^ 7 ^ !✓ -M (l,l'-t7x -/W -4-* ;P 

[ft2 56] 




mxto 



#*#|J 5 7 Tl#3t6- (4-^/P* >J — *M -5, 6,7,8- 

*H NMR (CDC1 3 ) S: 1.40-1.50 (1H, m) , 1.90-2.10 (2 
H, m), 2.29-2.45 (7H,m), 2.80-2.92 (3H f n), 3.72- 
3.75 (4H, in), 7.07-7.33 (4H, m) , 7.46 (1H, s) , 7.5 
6-7.66 (4H, m), 7.78 (1H, s) , 7.92 (2H, d, J = 8.1 
Hz). 

UUS : 188-190 °C (*MMfci8*S : SBpiiW 

[0 2 6 9] mmmi 1 

4 ' - ? n o-N- [6- (4- y — fvW -5, 6 , 7 , 8-t- h 
7bF n-2-^ 7 ^ [i,i'-h'7x -/W -4-# 

[ft2 5 7] 




jccto 



##0J 5 7 T*#*l6- (4-^71^ y — ;w< -5, 6,7,8- 

1H NMR (CDC1 3 ) S: 1.40-1.50 (1H, m) , 1.90-2.10 (2 
H, m), 2.32-2.45 (7H,m), 2.80-2.90 (3H, m), 3.70- 
3.80 (4H, in), 7.10-7.92 (12H, m) . 
It* : 216-218 *C ( |£ : »8xf;^ ) 

^»J7 2 

A-7 u n-N- [6- (4-^/P* U fvW -5,6,7, 8-T" b 
^b H O-2-t 7 ^ x »;k5- 1° 'J S 

[^2 5 8] 





fb7tHn-2-t7^l/y7i^Ii^, SOfcfflll 

!H NMR (CDCI3) d: 1.40-1.50 (1H, m), 1.95-2.05 (2 
H, in), 2.29-2.45 (7H.ni), 2.80-2.95 (3H, m) , 3.73 
(4H, t, J = 4.5 Hz), 7.10 (1H, d, J = 8.1 Hz), 7.3 
2 (1H, d, J = 8.1 Hz), 7.42 (1H, s) , 7.49-7.56 (3 
H, m), 8.25 (lH,s), 8.48 (2H, d, J = 6.6 Hz), 9.20 
(1H, s) 

[0 2 7 0 ] ltW7 3 

N- [6- / U -)V* ^)V) -5 , 6 , 7 , 8-t- h 7 b Y u-2 
7 ^ U - ; W -2- y x ~)V-5- by $ ;t/ ^ ^ 5 

H 

[ft2 59] 

■a 

Hffcffl 7 2 Tif 3t4-^ OD-N- [6- y v< 

./H-5,6,7,8-f b7t Fo-2-t7^1/^)-2-7x» 
/I/-5-b 0 >JSy>*;^ti FfcfflWC. ###J4 8 

*H NMR (CDCI3) #: 1.21-1.30 (1H, m), 1.93-2.03 (2 
H, in), 2.28 -2.44 (7H,m), 2.80-2.90 (3H, in), 3.73 
(4H, t, J =4.8 Hz), 7.07 (1H, d, J = 8.1 Hz), 7.2 
6-7.30 (1H, m), 7.39 (1H, s) , 7.51-7.53 (3H, m) , 
8.00 (1H, s), 8.50 (2H, dd, J = 8.1, 2.4 Hz), 9.21 
(2H, s) 

mum a 

N- [6- [(yXf;l/7S7)^ ?7W -7, 8- 5/b K u-2- ^7? 
9V—)\A [l,l'-h'7x-;W-4-*/^tS F 
[ft2 60] 




###1J 5 7 T1#^6- (4-^/k* y ~A A <f)V) -5,6,7,8- 



##M5 8tttftN-(6-(?OO^f/W-7,8-yb Ku-2 
^ [1, 1' -t'7x^)-4-^;^^t 5 K * 

*H NMR (CDClg) tf: 1.24 (6H, t, J = 7.2 Hz), 2.33 
(2H, t, J = 5.1 Hz), 2.53 (4H, q, J = 7.2 Hz), 2.8 
4 (2H, t, J = 5.1 Hz), 3.11 (2H, s) , 6.36 (1H, s) , 
7.02 (1H, d, J = 8.1 Hz), 7.37-7.50 (5H, m) , 7.63 
(2H, d, J = 8.7Hz), 7.71 (2H, d, J = 8.4 Hz), 7.7 
9 (1H, s), 7.93 (2H, d, J = 8.4 Hz). 
Bj% : 153-155 *C ( ttAftftjg : fh5tHn7 

[02 7 1 J1WJ75 



(83) Jf#U2 0 0 2-3 3 7 0 < P2 0 0 2-3 35J 



4- (2-<yy'(b) 7 -N - (2- (N.N-y^f ;V7 

Ut2 6 1 ] 




6-rS7-2-(N,N-^f;l/7Sy)^f^f f-7'J 
SJj£ : 192-194 °C ( *£ a B B ^§« :ff5tFn75y 
4-(3-y bdf>-^y> ; V^^>')-N-[2-(N,N-i/y-^ 

;i/7 5 / ) ^ f ;i/-6-f > 7 y -<y XT s f 

[ft2 62] 

,CH, 



CH 3 

o 



6-T- 

It* : 

[ 0 2 

4-(4- 

[fc2 




N 
I 

CH 3 



iy-2-(N,N-yy-f^T5y)y7 v ;i-f h^y 
102-104 °c (m^mm-. ^y/ae/n-f 

7 2] HSSM7 7 

-7;^n<y^Vl-^v-)-N-[2-(N,N-iyy^ 
j ) y f-;u-6-r- f 5 y -/H^yX'7 5 F 

63] 



-CH. 



MA : 165-167 °C ( :fl7tHn77y- 
H»J7 8 

4- [4- {^i-)VX}Vyr-lV)^y'J!V^^ i^) -N- [2 

- (n, N-s/y -tVpt sy)y -f/i-6-^ F5'J —M^yx 
F 

[fc2 64] 




CH, 



6-7S7-2-(N,N-yyf^7S/)^f;t/7b7U 

BliS : 162-163 °C ( tS A^fbjffiK :fh5bHn7 5y- 
[02 73 ] H»J7 9 

4- W-x^/t^y^,}-^ >-) — N— [2- (N, N-^y tVI- 

7 s y ) y f ;i-6-f h 5 y -;U 'sy X7 s F 

[4fc2 6 5] 



^q^XjCX" ch 3 



6-7S7-2-(N,N- ^ ^iV7 S7)y f7t-r F5U 

Ku5 : 120-122 S C ( *Sa B H -ft:^ffi :fb?tb'n7?y- 
4 '//oe^x-f^) 
SS*W8 0 

( 4 '-y j:— /W-4-4 )V) -N- (2- (N,N-Sy'y 

i~)vr sy)y -^-6-f f 5 y — 5 f 

[4L2 66] 




uocnc 



6-7$y-2- (n, n— ^jvt sy)y f- /t-r b?o 
ywtm * m v , h»j 4 1 rsiat^iff * 1? a ; 1 1 

|fc£ : 181-182 °C (KFdfrfbjffiHE : fflllf^^t 

y) 

[0274] IUti^l8 1 

(2',4'-y7oot'7x-/H-'f;l/) -N-(2-(N,N 
->-'y f/17S7)y ^;P-6-T" l7'J * /U^^ 5 
F 

[4fc2 67] 



(84) #120 02-33 70 (P2 0 0 2-3 3pO 




6-TSy-2-(N,N-y^f;l/TS7)^f;I/f b7'J 

M * : 188-189 °C ( fc!i*fWft§£R :fb5tHn75y- 

4- ( 5 - ^nn- 2 - fX-/l/)-N- [2- (N, N-i^^ 
[ft268] 




ci 



6-75 7-2-(N,N-^f;l/7S /J-Xf-rt'-r b5 U 

WJSL : 167-169 °C (ISAflaHK : llxf;k^f 
[0 2 7 5] SMM8 3 

(3'-^nnf7x^-H;W -N-[2-(N,N-SfX 
[ft269] 




6-75y-2-(N,N-y^f;I/7Sy)^f;I/fb7 , J 
yJSB9g£ffluT. ^«4kH«^)«^fi 1 '3i4:fc: 

It* : 138-139 °c ( IS AfltfHi :fb?tKn7?y- 
4 VTntVI/X-f/l/) 
SIMM 8 4 

( 2'-^noh"'7x^-H/H -N-[2-(N,N-5^X 

f ;i/7S7)^f ;k6-fb7 y-;i/]*;^f S F 

[ft270] 




6-7S7-2-(NJ-yyf;l/7S/)yf^f b7'J 



It* : 176-177 *C ( JgJIfltiHS :fh?bpU7?y- 

[0 2 7 6 ] SOfeMS 5 
4' -J* ^/P-N-(6-( (N , N-S^X i^PT 5 y ) ^ f^]-7. 8 

-i^b H n-2-^-y^l^/W [1,1' -t'7 x -4-#/l- 
[ft27 1] 




HJ4M4 1(7)2) ?#Jt6-((N,N-y7f;l/7Sy)>f 
fvW -7 , K u-2-f 7?l/y7S^ffii^, H 

fc. 

1 H-NMR (CDClg) (3*: 2.25 (6H,s), 2.33 (2H, t, J = 
8.1 Hz), 2.41 (3H, s),2.84 (2H, t, J = 8.1 Hz), 2. 
98 (2H, s), 6.33 (1H, s) , 7.01 (1H, d, J = 7.8 H 
z), 7.39 (1H, d, J = 8.4 Hz), 7.48 (1H, s) , 7.52 
(2H, d, J = 7.8 Hz), 7.67 (2H, d, J = 8.1 Hz), 7.8 
4 (1H, s), 7.91 (2H, d, J = 8.1 Hz). 

jmftffim c 27 H 28 N 2 otLT 

ff-Jtffi : C, 81.78; H, 7.12; N, 7.06 

HffiMl : C, 81.51; H, 7.22; N, 6.93 

itS : 195-196 *C ( feBrfl^K : »Bix^- 

V7 0 nt°;kx-f/l/) 

satW8 6 

[ft2 72] 




m&M4 1(7)2) Tl#^6-[(N,N-yy^;pr5y)y 
^/W-7,s-^t Fp-2-t7?i/y7sy*M^t, m 

1 H-NMR (CDC1 3 ) ff: 1.20-1.52 (4H,m), 1.71-1.96 (6 
H, m), 2.25 (6H, s) , 2.33 (2H, t, J = 8.1 Hz), 2.5 
0-2.62 (1H, m), 2.84 (2H, t, J = 8.1 Hz), 2.99 (2 
H, s), 6.33 (1H, s), 7.00 (1H, d, J = 7.8 Hz), 7.3 
1 (2H, d, J = 8.1Hz), 7.36 (1H, d, J - 7.8 Hz), 7. 
46 (1H, brs), 7.75 (1H, s) , 7.78 (2H,d, J = 8.1 
Hz). 



(85) #IW2 002-3370 (P2002-3 3? 



: 179-181 °C (MfHBK : >M 

[0 2 7 7] IHtW8 7 
6-(2, 7 x -/U)-N- [6- [(1-eo U is—)\s) 

[ft273] 




###|J 5 4 Tftfcfr- (l-bn U JA^/kX ?7W -7, 8-^b 

1 H-NMR (CDC1 3 ) 1.81 (4H, m) , 2.3 7 (2 
H, t , J = 8.1 Hz), 2.54 
( 4 H , m ) , 2.86 ( 2 H , t , J = 

8.1 Hz), 3.18 ( 2H, s ) , 
6.37 ( 1 H, s ) , 6.93 ( 1 H, 
m) , 7.04 (2H, m) , 7.38 ( 1 
H, m) , 7.47 (1H, s ) , 7.77 

( 1 H, s ) , 7.91 (1H, m) , 
8.13 ( 1 H, m) , 8.24 ( 1 H, 
m), 9.16 ( 1 H, s). 
7t:*^Wfi C 27 H 26 F 2 N 3 OhLT 
ff-JM : C, 72.79; H, 5.66; N, 9.43 
HBtffl : C, 72.65; H, 5.52; N, 9.73 

«us : 169-170 «c ( ts&nam • mm^tv- 

^Mffl 8 8 

4'-7;^p-N-(6-((N,N-^f;i/rsy)^f;W- 

5,6,7,8-T-b^t FO-2-t7^1/- )V\ [Ll'-t'7x- 
[ft274] 




6-7Sy-2-(N,N-y^f;l/7S/)^f^f b7U 

1 H-NMR (CDCI3) S: 1.41 (1H, m) , 1.95 (2H, m) , 2.2 
5-2.45 (3H, m), 2.36 (6H, s) , 2.85-2.94 (3H, m), 
7.13 (3H, m), 7.30 (1H, m) , 7.46 (1H, s) , 7.59 (2 
H, m), 7.65 (2H, d, J = 8.1 Hz), 7.74 (1H, s) , 7.9 
3 (2H, d, J = 8.1Hz). 
7C*frWffi C 26 H 27 FN 2 OfcLT 



ltfffI:C, 77.58; H, 6.76; N, 6.96 

mmm ■. c, 77.72; h, 6.49; n, 6.79 

IbS : 184-186 *C ( ftlfrftiffig : Ilxfi^- is 4 

[0 2 78] mmms9 

(+)-4 , -7Wn-N-(6-((N I N-yyf/l/7^)^f 
;M-5,6,7,8-rf9b Ko-2-t7^1/^;l/) (l,l'-t'7 
x^]-4-*;WW5 K ±V'(-)-4'-7;Wn-N 
- [6- [ ( N , N - Is* ^)VT S7)^ f7« -5,6,7, 8-^ b 5 
b Fn-2-t7^1/-/H (l ) l'-b'7x-;W-4-^;m 

HJftM 8 8 T#?t4 ' - 7 /M" U-N-[6-[(N, N-i?j< +)V 
757)^ *M -5,67,8-f b7t K 7 * k - 

/WHJ'-t^x-M^M^fSF (2.00g) £^ 
^Ao&^A (^b/i4±CHIRALCEL OD 50ramD X 500ramL ; 
^Rlffl n-A.^y : x^ywl^85:15) fcfflVVfcfl-JRHP 
LCfclT**4i«ISffV^ (+)* (l.OOg; 99.8!feeh fei 
tf(-)flc (0.89g; >;99.9Zee>*»*fcLT»fc. 

;^9B*SftLT. *S-fb^^)(+)ft (855ig)tSitX 
(-)ft (754mg)*»fc 0 W^^ft^JtSS£*KttJ3lTC0fc 

W-4'-7/Wn-N-(6-((N,N-yyf;l/7Sy)^f 
;W-5,6,7,8-<rb9b Fn-2-^:7^k-/W (l,l'-t'7 
x-;L ]-4-^/U7K^^5 F 

JUtetK: [a) D =+50.8° C=0.494^U^y-;W 

(-)-4'-7;^n-N-(6-((N,N-yyf;i/737)yf 
;W-5,6,7,8-r-b^b Fn-2--h:7^k~/l/| [l,l'-b*7 
*-;W-4-#/I^^$ F 
JtttBKK: [a] D =-51.2° C=0.492%U 9 J^M 

satW9o 

4 , -?nn-N-(H(N,N-i;^f/l'rsy)^f;W-2H- 
ny y-7-f ;W(l,r-t'7x ^/W-4-#;P#^ 5 F 
[^2 7 5] 




5 9 Tl#/^3-[ (N, N-^X ^-jVT 5 y ) ;*fvP]-2H- 

1 H-NMR (CDC1 3 ) d\ 2.23 (6H,s), 2.97 (2H, s) , 4. 
79 (2H, s), 6.30 (lH,s), 6.96 (1H, d, J = 8.1 H 
z), 7.13 (1H, s), 7.20 (1H, d, J = 8.1 Hz), 7. 45 
(2H, d, J = 8.6 Hz), 7.56 (2H, d, J = 8.6 Hz), 7. 
66 (2H, d, J = 8.4 Hz), 7.74 (1H, brs) , 7.93 (2 
H, d, J = 8.4 Hz). 

ItS : 199-208 *C ( tSJMHffJK : >M V 7n bVkc 



(86) #HH2 002-3370 ( P 2 0 0 2 - 3 3Wch 



[0279] mnM9 i 

2' , 4' -*J7 )V%n-N- [3-( ( N , N- ; J* i~)VT 5 J ) 

)V\ /H(i,i'-t'7i -4-#/k;tf 

-CH,, 




XXXv 



1 H-NMR (CDC1 3 ) d\ 2.23 (6H, s) , 2.97 (2H, s) , 4.7 
8 (2H, s), 6.29 (1H, s) , 6.80-7.10 (2H, m), 6.96 
(1H, d, J = 8.1 Hz), 7.13 (1H, s), 7.20 (lH,d, J = 
8.1 Hz), 7.40-7.50 (1H, m), 7.62 (2H, d, J = 8.4 
Hz), 7.76 (1H, brs), 7.92 (2H, d, J = 8.4 Hz). 
St* : 200-204 «C (MfHffK : is A yTub/^x 
^r)V ) 

[0 2 80] mHffl9 2 

4 ' - 9 n O-N- [6- t(^f;l/TSy)^f ;W -7 , 8- ^ t F 
0-1-^7 9 \y-)V] [1 , 1' -£':? x -4-#/F#'^ 5 
F 

[ft277] 




1 H-NMR (CDC1 3 ) 5": 2.34 (6H, s) , 2.36 (2H, t, J=8. 
1 Hz), 2.80 (2H, t, J=8.1 Hz), 3.00 (2H, s) , 6.38 
(1H, s), 6.94 (1H, d, J=7.8 Hz), 7.21 (lH,t, J=7. 
8 Hz), 7.45 (2H, d, J=8.6 Hz), 7.56 (2H, d, J=8.6 
Hz), 7.61 (2H,ra), 7.68 (2H, d, J=8.4 Hz), 7.97 (2 
H, d, J=8.4 Hz). 

: 193-195 *C (ISAflM : VA yTn^x-f 

;W 

4 ' - 9 O O-N- [7- [(S/.Xf^TS/J^f ;W -5 , 6- is b F 
O-2-^y 9 \/~)V\ [l,l'-t'7x -4-#;l^r^5 
F 

[ft278] 




tffl 6 1 *d#&*ut7- [ ( ^ f-zPT 5 J ) ^ f-zW -5, 6 

1 H-NMR (CDClg) 6*: 2.25 (6H, s), 2.34 (2H, t, J=8. 
1 Hz), 2.82 (2H, t, J=8.1 Hz), 3.00 (2H, s) , 6.36 
(1H, s), 7.11 (1H, d, J=7.5 Hz), 7.34 (1H, d, J=8. 
1 Hz), 7.38 (1H, s), 7.44 (2H, d, J=8.4 Hz), 7.56 
(2H, d, J=8.4 Hz), 7.66 (2H, d, J=8.4 Hz), 7.78 
(1H, brs), 7.97(2H, d, J=8.4 Hz). 
fflUS : 167-169 °C (KAfl^gSE : 'J A y7ntm-f 
)V) 

[0281] mm\9 4 

N- [6- (1-b a V 'J~)V* -7 , 8-y b Kn-2-t y 9 

[l,r-byx^;W-4-^7P^^5 F 
[flS2 79] 




##M54Ti# 6 fi?t6- (1-bo U - fvP) -7 , 8- V 

1 H-NMR (CDClg) 5-: 1.75-1.90 (4H, m), 2.34 (2H, t, 
J=8.1 Hz), 2.45-2.60(4H, m) , 2.85 (2H, t, J=8.1 

Hz), 3.18 (2H, s), 6.36 (1H, s), 7.02 (lH,d, J=8.1 
Hz), 7.27-7.55 (5H, m) , 7.63 (2H, d, J=7.3 Hz), 

7.70 (2H, d, J=8.4 Hz), 7.82 (1H, s), 7.94 (2H, d, 
J=8.1 Hz). 

jmftVrm C 28 H 28 N 2 0i: LT 

ItSffl : C, 82.32; H, 6.91; N, 6.86. 

: C, 81. 99; H, 6.69; N, 6.91. 
IbS : 176-177 °C mibKMKt ■ ¥ A V7'ut/LX-f 
)V) 

SOfcW9 5 

4 ' - y O-N- [ 6- (1 - b n U "J~)V* -7 , 8- i? b F 
n-2-^ 7 ? u - /F) (i,i'-t'7x -4-* ;^rf«f if 5 
F 

M1280] 




(87) #120 02-33 70 (P2 0 0 2-3 3p> 



##M54Tl#^2l3t6-(l-b°u y i/—}VX+)V)-lS-¥ 

1 H-NMR (CDC1 3 ) 5": 1.75-1.90 (4H, m) , 2.35 (2H, t, 
J=8.2 Hz), 2. 45-2. 60 (4H, m), 2.84 (2H, t, J=8.2 

Hz), 3.18 (2H, s), 6.36 (1H, s) , 7.0K1H, d, J=8.1 
Hz), 7.16 (2H, t, J=8.1 Hz), 7.38 (1H, d, J=8.1 H 

z), 7.48 (1H, brs), 7.56-7.61 (2H, m) , 7.64 (2H, 

d, J=8.4 Hz), 7.83 (1H. s) , 7.93 (2H,d, J=8.4 Hz). 

TtmftmU C 28 H 27 FN 2 0£: LT 

ffltfl : C, 78.85; H, 6.38; N, 6.57. 

mMM. : C, 78.75; H, 6.39; N, 6.45. 

HbS : 189-192 *C (KAftjffft : V7ne^f 

;W 

[0282] SliftM 9 6 

N- [6- (1- b u U ^ - +}V) -5, 6,7, 8-t" F 5 b F u-2 
--^^i^ /W(l,l'-t' 7i-W-4-#;l^^5 F 
[ft281] 




xxr-o 



###0 5 5r#J9to6-(l-tny ^-/k*f7W-5,6, 
7,8-rF^b Kn-2-t7^l/yr 5 ySffli^T, Utt 

1 H-NMR (CDClg) 5: 1.40-1.50 (1H, m) , 1.80 (4H, 
in), 1.80-2.10 (1H, m), 1.80-2.20 (8H, m) , 3.30-4.0 
0 (3H, m), 7.29 (1H, d, J=8.4 Hz), 7.25-7.30 (1H, 
m), 7.30-7.55 (4H, m) , 6.43 (2H, d, J=7.0Hz), 7. 
70 (2H, t, J=8.4 Hz), 7.75 (1H, s) , 7.94 (2H, d, J 
=8.4 Hz). 

jtmftffim C 28 H 30 N 2 O£:LT 

fffffl : C, 81.91; H, 7.37; N, 6.82. 

HIMt : C, 81.53; H, 7.25; N, 6.86. 

BUS : 144-146 °C (MftaftHE : V 4 yrot/H-f 

M 

4 ' - y /k* o -N- [6- ( 1- b° o U V) -5 , 6 , 7 , 8-T" 

F 7 b F (1 , 1 ' - b y x -/W -4-X?/b 
sJWflFS F 
[ft2 82] 




###|J5 5Ti#^tl*:6-(l-b 0 ny ^/Wf/W-S^, 
7,8-r-F^b pq-2-t7^l/y7 S^ffl^T, MS 
#J 1 f: »MT«SO^fiWt LTft^o 



1 H-NMR (CDClg) &\ 1.40-1.50 (1H, m), 1.80 (4H, 

m), 1.80-2.10 (1H, m), 1.80-2.20 (8H, m) , 3.30-4.0 

0 (3H, m), 7.08 (1H, d, J=8.1 Hz), 7.15 (2H, t, J 

=8.4 Hz), 7.30 (1H, d, J=8. 1 Hz), 7.44 (1H, brs), 

7.56-7.61 (2H, m),7.62 (2H, d, J=8.1 Hz), 7.85 (1 

H, s), 7.92 (2H, d, J=8.1 Hz). 

TtmMftm C 28 H 29 FN 2 0i: LT 

ltSffl:C 5 78.48; H, 6.82; N, 6.54. 

Ill : C, 78.18; H, 6.60; N, 6.60. 

BjH : 185-189 °C (j£|^fftW3K : VA V7nb7^f 

)V) 

[0 283] »J9 8 

4' -9 nn-N- [6- (1-bu y *J=ljVX ^)V) -5 , 6, 7, 8-f F 
9tHn -2-^ 7 ^ V - M (l,l'-t'7x-;W-4-*W 
F 

[ft2 83] 

0 




##M 5 5 Tf§ fefufcfr- (1-bn y -5, 6, 

7,8-f b7tKn-2-t7?l/y7Sy^ffl^T, I9t 
Ml tHt^T«lft^^aM*t LT»fc 
1 H-NMR (CDClg) S\ 1.40-1.50 (1H, m), 1.80 (4H, 
m), 1.80-2.10 (1H, m), 1.80-2.20 (8H, m) , 3.30-4.0 
0 (3H, m), 7.08 (1H, d, J=8.1 Hz), 7.31 (1H, d, J 
=8.4 Hz), 7.43 (2H, d, J=8.7 Hz), 7.45 (1H, s) , 7. 
54 (2H, d, J=8.7 Hz), 7.64 (2H, d, J=8.4 Hz), 7.80 
(1H, s), 7.93 (2H, d, J=8.4 Hz). 

jtmfttm C 2 8 H 2 9 CI N 2 0 fc LT 

ItSffl : C, 75.57; H, 6.57; N, 6.30. 

HMf : C, 75.26; H, 6.68; N, 6.15. 

MbS : 206-209 d C ffi&flSm ■ is 4 VrobV^f 

M 

mm 9 9 

4- (4- y uy^. -;F) -n- [6- ( l- b^, y i^/k* 

-7 ,8-ybpP -2-^ 7 ^ !✓ — ; W - 1- b^ y isyjtvV 
^5 F 
[^2 84] 




##M54Tf#^^6-(l-b°ny i?—)VX+)V)-l,$r*s 
bpD-2-t7^^7Sy 50mg (0.22mmol). b° y ^ 
y 35mg (0.44mmol)SrxF^b ^77^ 3mHCi§|? 
U **&T. ?PDgl7x^ 38mg (0-24»l)£ini 
lOfrlHflttPflL fi06»£*liU Siftfc^f 



(88) #120 02-33 70 (P2 0 0 2-3 3Wch 



7/Wn7x-/^tXy x>1ftKS 57mg (0. 26mmol) s 
mfcTkMlkl- h V ^A#i»8S 0. 066ml (0 . 26imo1 ) £ Jn 

304HB8»FLfco ilxf;k **JlliflfraiU. * 

r LT4-(4-7Wn7x -N- [6- (1- b 0 ^ U i? 
-)VA -7 ,8-ybKn -2-^ 7 ^ U —)V\ -1- b°^ U 

1 H-NMR (CDC1 3 ) 8\ 1.60-1.70 (2H, m) , 1.79 (4H, 
m), 1.80-1.90 (2H, m) , 2.33 (2H, t, J=7.8Hz), 2.5 
1 (4H, m), 2.60-2.70 (1H, m) , 2.80 (2H, t, J=7.8 H 
z), 2.90-3.10 (2H, ■), 3.16 (2H, s) , 4.18-4.23 (2 
H, m), 6.32 (1H, s), 6.32 (1H, s) , 6.92-7.09 (4H, 
m), 7.15-7.20 (3H, m) . 

: 182-185 °C (ttAfl^NR : >M V/n^X-f 

;W 

[0284] USSM 1 0 0 
4-(4-7 )V* P7i -N- [6- (1- b° O »J ^—/k* f^W 
-7, 8-^'b K u-2-^ 7 ^ l^-;W-l-b°^^ *J>1t)Vi£*r 
ITS F 

[ft285] 



A, 



##M54Tl#^^Xvt6-(l-b°u >J Sy~/l^^/W-7,8-^ 
b F n-2-^ y^vyr^vt A-yiV^uy * — ;Pb^ 

1 H-NMR (CDC1 3 ) 5: 1.79 (4H f m) , 2.32 (2H, t, J=7. 
8 Hz), 2.5K4H, in), 2.80 (2H, t, J=7.8 Hz), 3.13- 
3.16 (4H, m), 3.16 (2H, s) , 3.63-3.66 (4H f m) , 6.3 
0 (1H, s), 6.32 (1H, s), 6.88-7.08 (6H, m), 7.19 
(1H, s). 

Ttmttffim C 26 H 31 FN 4 0hLT 

ftJMt : C, 71.86; H, 7.19; N, 12.89. 

Ill : C, 71.68; H, 7.35; N, 12.65. 

Mb£ : 179-181 °C (£AfltfSttl : VA V7nt7U-f 

M 

[0285] mm\ i o i 

N- (4- y x -6-((y^f/^7Sy)^ *)V\ -1 , 
[ft2 86] 



jo" 




N 

I 



1) 5cMSt*D^ffi (yytf7? 3$a^-y 3 y 



X, 23(21) , 2965 (1993)HCcfc y )-&$LL'fc(>->'T 7-1- 
fF5oy 1.30g (7.59mniol)£\ MMM lOmlfcg^K 2 
(W^a^iJKtJfflBU, 120flCT16^nfflB¥Ufc. KJG 

*«M^7K«fef*. iflU M»lxf/N-^ 
: DT'gfe^LT. 5-«y-5,6,7,8-fb7t 
Vu-2-i-7?UyA>m>Wi 1.10g£Sfe^*fc LT 

1 H-NMR (CDCI3) 5": 2.15-2.23 (2H, m), 2.70-2.75 (2 
H, in), 3.04-3.07 (2H,m), 8.01-8.03 <1H, m) , 8.03 
(1H, s), 8.13 (1H, d, J=8.7 Hz). 

2) l)Tl*6*lfc5-:**y^,6,7,8-xF9b Kn-2- 
1-7?U>%J\stf>mi.00g (5.26raraol)t4-7"cr^r- 
'jy 0.90g (5.26mmol) SrfflWC. USSMl t|3]«^L 
TN-(4-ya ; E7x-;P)-5-^y-5,6,7,8-rh7b F 
n-2-t7?I/y*WJfr 5 F l-21g^am*i;L 

1 H-NMR (CDCI3) 5": 2.14-2.23 (2H, m), 2.69-2.73 (2 
H, m), 3.03-3.07 (2H.ni), 7.48-7.58 (4H, m) , 7.71 
(1H, d, J=8.1 Hz), 7.79UH, s) , 7.86 (1H, s) , 8.12 
(1H, d, J=8.1 Hz). 

3) 2)Tlt^fl^N-(4-7'u^ 37 X X/I/)-5-^y-5, 
6,7,8-f b5tK n-2-t- 7 * U ytf/Vitf^ 5 F 1.10 
g (3.19mmol)£^><^*/k2,T5 N'i/Xf;kT-b^- 
^ 30«lfci§l*U 4B$IBDllJ&l8EL*:. H H B m!ffel^6K 
U gm^HXimLX, N-(4-ynt7s-;t/)-fr- 

((^>t^T5y)y^yx>']-5-^V-5,6,7,8-^F 
5b HD-2-t7^l/y*;^f$ F 1.21g*lMa» 

1 H-NMR (CDCI3) 5": 2.80-2.87 (4H, m), 3.07 (6H, 
m), 7.46-7.72 (7H, m), 7.91 (1H, d, J=8.4 Hz), 8.5 
3 (1H, s). 

4) hiJ7-feh^fyt FOtiatth'J^ 398mg (1.87 
mmol)2:, iJCtfTF, PK40ml tfh7h 10ml 
0>»£*iKte*l*U 3)TftfefiftN-(^t7 xx 
;W -6- [ ( is* j-)VT S7)^fyf>]-5-^y-5,6,7, 
8-f - F 5 b F n-2-~f-73> U >jj}Vtf^ 5 H 500mg 
(1.25mmol)SrJni, lBfflffltfFUfc. KJ£«MST\ 
MffiftftU jmmz2-7°uriJ-)V 50ml StTJH^ . * 
fcT, /KS-fbWS-^FU^A 142rag (3.75ramol) ^JD 

fciMiUfc. «S!B8*BHj! 20ilfc«HSK 20ml ^fi^ff 
M«§t?L. 70°CT5l*^Jt#L^ o SJtEM^jgifilL. 

msmzA mfe%m& f u ^ a*^, pkx^s- 

L . i> ^ Vrn bVl-x-x^t» L , 
1 H-NMR (CDCI3) S: 2.26 (6H, s), 2.38 (2H, t, J=8. 



(89) #120 02-33 70 (P2 0 0 2~3 3p> 



1 Hz), 2.89 (2H, t, J=8.1 Hz), 3.02 (2H, s) , 6.42 
(1H, s), 7.10 (1H, d, J=8.6 Hz), 7.47 (2H, d, J=8. 
9 Hz), 7.55 (2H, d J=8.9 Hz), 7.61 (1H, s) , 7.62 
(1H, d, J=6.7 Hz), 7.76 (1H, s) . 
TuS^Wffi C 20 H 21 BrN 2 Oh LT 
ftttffi : C, 62.35; H, 5.49; N, 7.27. 

:C, 61.98; H , 5.43; 
N, 7. 07. 

ES: 1 7 5-1 79 °C (IS B H B ^S : VA V7nt° 

[0286] mmn 102 

6- [ ( ^)VT 57)^ &)V\ -N- (4 ' - 7 )V^U [1 , 1 ' -f 
7 x -;W-4->f /W-7, 8-y t F y 1/ 
3^5 F 
[ft2 87] 




HflSMl 0 1 Tit fiitN- (4-7'n^ 7 x — / W -6- [ ( is 
y f)VT 5 y ) y -7, 8-y h F n-2-^ y 9 1/ > 
tf*cV~ 5 F 170rag (0.44mmol)^4-y;^oy 
nVl 74mg (0.53mmol) fcfflivc, HS6^Jl6i; RSStf) 

1 H-NMR (CDC1 3 ) £: 2.27 (6H, s) , 2.39 (2H, t, J=8. 
4 Hz), 2.9K2H, t, J=8.4 Hz), 3.02 (2H, s), 6.43 
(1H, s), 7.09-7.16 (3H, m) , 7.52-7.73 (8H, m) , 7.8 
1 (1H, s). 

: 200-204 °C «§JMW§« : SM yrnt/PX-f 

/W 

ll« 10 3 

2' ! 4'-y7/^n-N-(6-(l-b ( nU >?-;kX f - / W -7 , 8- 
ybKP-2-t7^1/-/H(l,l'-b'7x -4-# frff 
*MfS F 
[ft2 88] 




##M54Tl#^^X3t6-(l-b°n >J >^/Py^/H-7,8-^ 
t^n-2-t7^1/yrSyJffli^, 99fcMl iifttt 

1 H-NMR (CDCI3) 5": 1.75-1.90 (4H, m) , 2.36 (2H, t, 
J=8.1 Hz), 2. 45-2. 60 (4H, m) , 2.85 (2H, t, J=8.1 

Hz), 3.18 (2H, s), 6.36 (1H, s) , 6. 92-7. 03(3H, m) , 
7.36-7.45 (2H, m) , 7.48 (1H, s) , 7.62 (2H, d, J= 



8.4 Hz), 7.78 (1H, s), 7.94 (2H, d, J=8.4 Hz). 

7cS##f ffl C 2 8 H 2 6 F 2 N 2 0 1 LX 

ltffffl:C, 75.66; H, 5.90; N, 6.30. 

SUM : C, 75.36; H, 5.92; N, 6.10. 

fflUS : 165-167 «C (%£^mm : VA VTntr/l*X— r 

;W 

[0287] msm 1 o 4 

n- [3- [ ( ^*y f^r 5 y ) y -2, 3- s^b f n-i , 4-< 
yy s-oj-^f >-y-6— f ;w [1 , r-t7x^)-4-*;i/^ 

-9-5 F 
[^289] 




##M 6 2 6 tlfz N , N- S^y f*/P-N- [ ( 7- T 5 y -2 , 3- 
Fn-i, 4-\yy'yt^yy-2-^ ;P) y r 5 V 

1 H-NMR (CDClg) (5-: 2.33 (6H, s), 2.48-2.66 (2H, 
m), 3.93-3.99 (1H, m), 4.27-4.31 (2H, m) , 6.86UH, 
d, J=8.6 Hz), 7.03-7.07 (1H, m) , 7.31-7.32 (1H, 
m), 7.37-7.49 (3H, m), 7.62 (2H, d, J=7.0 Hz), 7.6 
8 (2H, d, J=8.4Hz), 7.76 (1H, s) , 7.91 (2H, d, J= 
8.4 Hz). 

7U«^ffffl C 2 ,H 24 N 2 0 3 i:UT 

Itacffl : C, 74.21; H, 6.23; N, 7.21. 

m§k{& : C, 74.17; H, 6.23; N, 7.01. 

I!£ : 124-126 °C ffi&fmm : W V7nb;kx-f 

M 

mmmi o 5 

4' -y n u-n- [3- [ ( ^y ^-)VT s y ) y f7W -2, 3- t f 

n-l , ;PJ [1, 1 ' - by x -/W-4 

F 

[ft290] 




##M 6 2 Tlf^ti^N, N-i/y ^-/tHM- [ (7-T 5 y-2, 3- 
yfcFn-1, 4-^y y S^y-2— f /W y 7SV 

1 H-NMR (CDClg) d\ 2.33 (6H, s), 2.50-2.67 (2H, 
m), 3.94-4.01 (1H, m) , 4.28-4.31 (2H, m) , 6.86 (1 
H, d, J=8.7 Hz), 7.03-7.06 (1H, m) , 7.31 (1H, m) , 
7.44 (2H, d, J=8.4 Hz), 7.55 (2H, d, J=8.4 Hz), 7. 
65 (2H, d, J=8.1 Hz), 7.67 (1H, s) , 7.91 (2H, d, J 



(90) #12 0 0 2-33 70 ( P 2 0 0 2 - 3 3 WchK 



=8.1 Hz). 

Mb£ : 158-159 °C (ttAfltfHE : >M 7 Tub 

[0288] HflfcM 106 

4 ' - ? n u-N- [2- ((y^f;l/TSy)^f /M -2 ,3-yt F 
Q-lJ-^yVy*^ ^ y-6-> f /W [l , 1 ' .* — ;W -4 
-#/WiW£ F 
[ft291] 




###IJ 6 3 Tl#^il^N,N-^ ^-N- [ (6-T 5 y-2, 3- 

^ b F n-1 , 5x y-2--f ;k) ^ ^/W 

1 H-NMR (CDClg) 8: 2.34 (6H, s) , 2.46-2.67 (2H, 
m), 3.94-4.01 (1H, m) , 4.28-4.34 (2H, m) , 6.91 (1 
H, d, J=8.6Hz), 7.02-7.05 (1H, m) , 7.30 (1H, m) , 
7.44 (2H, d, J=8.4 Hz), 7.55 (2H, d, J=8.4 Hz), 7. 
66 (2H, d, J=8.1 Hz), 7.70 (1H, s) , 7.92 (2H, d, J 
=8.1 Hz). 

TUf&frWffi C 24 H 23 ClN 2 0 3 h LT 
fWffi : C, 68.16; H, 5.48; N, 6.62. 

: C, 68.09; H, 5.29; N, 6.57. 
It* : 215-217 °C (*SIWt:*ffi : V4 VTub 

;L^x— -r/l.) 

mm\ 1 0 7 

2' ) 4'-y7;t/*n-N-(2-((y^WS J)*^)V\-23 
-S^b K n-1 , 4-^ y V y t ^ y y-6- [l,l'-b*7x 
-/W-4-#/Iy4^^S F 
[11:2 9 2] 




###|J 6 3 X^btLt<lU,N-i/jX f-;k-N- [ (6-T 5 y-2, 3- 
^b F n-1 , 4-^yyy^^ =y )V) y< T 5 V 

1 H-NMR (CDC1 3 ) 5: 2.34 (6H, s) , 2.50-2.63 (2H, 
in), 3.94-4.01 (1H, m) , 4.28-4.34 (2H, m) , 6.91 (1 
H, d, J=8.6Hz), 6.91-7.03 (3H, m) , 7.30 (1H, m) , 
7.40-7.50 (1H, ra), 7.61 (2H, d, J=8.1 Hz), 7.69 (1 
H, s), 7.92 (2H, d,J=8.1 Hz). 
7C**W4t C 24 H 22 F 2 N 2 0 3 t LX 
fffffl : C, 67.91; H, 5.22; N, 6.60. 
IS! : C, 67.75; H, 5.09; N, 



6.48. 



fflbS : 209-210 °C (tSJIiflM : is 4 VTub 

[0289] HSfe^IJ 1 0 8 
6-(4-?DD7x -N- [ 2- ( 1- b° O U — ?■/ V) - 
2,3-ytFn-l, 4-^ V V Vttls >-6- 4)V)-u^-y 
75 F 

[ft2 93] 




##M 6 4 T1# ^ tlfz 1- [ ( 6-T 5 J -2 , 3- V b F n -1 , 4- 
^yy ^ # 3f ^ ^-2- ^/l/)^f^)t c n'Jy>^M^ 

1 H-NMR (CDClg) ff: 1.81 (4H, m), 2.50-2.63 (4H, 
m), 2.75-2.77 (2H, m), 3.90-4.10 (1H, m) , 4.30-4.3 
6 (2H, m), 6.91 (1H, d, J=8.6 Hz), 7.00-7.10 (1H, 
m), 7.26 (1H, m), 7.48 (2H, d, J=8.6 Hz), 7.72 (1 
H, s), 7.81 (1H, d, J=7.8 Hz), 8.01 (2H, d, J=8.6 
Hz), 8.20-8.25 (1H, m) , 9.10 (1H, s). 
Jtmmm C 25 H 24 C1N 3 0 3 1 LT 
imm : C, 66.74; H, 5.38; N, 9.34. 

5.46; N, 9.11. 



H, 



III : C, 66.66; 
m& : 218-220 °C 

mmmi o 9 

N- [3- ((y^WSy)^ ?7 W - 2 H- ? n * y-7- >f / W 
-4'-7/ktn(l.l'-t"7x -4-^/1. rfi* if 5 F 
[ft2 94] 




I 

CH, 



##M 5 9 Tl#/t3-( (N, N->>\* f-zt-T 5 J)*^~)V\-7&- 

1 H-NMR (CDClg) 5-: 2.23 (6H, s), 2.97 (2H, s) , 4.7 
9 (2H, s), 6.30 (1H, s) , 6.96 (1H, d, J=8.1 Hz), 
7.13-7.22 (4H, m) , 7. 56-7. 61 (2H, m) , 7.65 (2H, d, 
J=8.4 Hz), 7.78 (1H, s) , 7.92 (2H, d, J=8.4 Hz). 

jmftVrm c 25 H 23 FN 2 o 2 t LX 

: C , 74.61; H , 5.76; 
N, 6. 96. 

HSiffl :C, 74.35; H, 5.68; 
N, 6. 74. 

IbS : 192-195 'C (ttAft;»« : i^M V7°nb° 



(91) 002-3370 (P2002-33 Kv 



[0290] mmm i 1 o 

4 ' - 9 n o-N- [3- [ ( y * r 5 y ) * & M -3 , 4- ^ b F 
o -2H- ? o ^ y-l-i ;H(i.i'-h'7i-;H -4-# ^ 

[ft2 9 5] 




#fM6 5T#^^N-[(7-T5y-3,4-^b KO-2H- 

oj* >--3--f ;W -N, NSo< ^/PT S^^ffl^ 
ts Saiteaili:N«^»fP*1t3ii:tJ:0. «Wb& 

1 H-NMR (CDC1 3 ) S: 2.26 (6H, s) , 2.27 (3H, m) , 2.4 
7-2.51 (1H, in), 2.83-2.89 (1H, m) , 3.82-3.86 (1H, 
in), 4.28-4.32 (1H, ra) , 7.04 (1H, d, J=8. 1 Hz), 7.1 
2-7.18 (2H, m), 7.44 (2H, d, J=8.4 Hz), 7.56 (2H, 
d, J=8.4 Hz), 7.67 (2H, d, J=8.4 Hz), 7.71 (1H, 
s), 7.93 (2H, d, J=8.4 Hz). 

mmm 1 1 1 

4 ' - 9 O O-N- [6- [ ( I/* &)VT ^J)*&M -5-^ &)V- 
7,8-i^b Pn-2-t7^l/«/W (l,l'-f7x^/l/)-4-A 

[ft2 9 6] 




##M6 6T#i!)*lft6-((^f^r 5 y)^f-/W-5- 
^^-7,8-^b Hn-2-t7^l/y7SyJffl^T, * 
ttftl fc fx a i fc t i 0 . «fbim£# 

1 H-NMR (CDClg) 3\ 2.09 (3H, s) , 2.27 (6H, s) , 2.3 
1-2.37 (2H, m), 2.74-2.79 (2H, m) , 3.08 (2H, s), 
7.27-7.30 (1H, ra), 7.44-7.48 (4H, m) , 7.56 (2H, d, 
J=8.6 Hz), 7.67 (2H, d, J=8.4 Hz), 7.79 (1H, s) , 
7.95 (2H, d, J=8.4 Hz). 
TUSt^Wffi C 27 H 27 ClN 2 0k LT 
ffJtfl : C, 75.25; H, 6.31; N, 6.50. 
Ill : C, 74.86; H, 6.20; N, 6.42. 
HUS : 199-204 °C (Mfti&JI : VA YTob° 

;^X— f;k) 

[0291] mmm 1 1 2 

4 ' - 9 O O-N- [6- [ ( ^7kT S7)^f/H -5-X-f /L- - 
7,8-yhP o-2-^~ 7 ^ -/W (1 , 1' - \z? x -/W -4-# 

[ft297] 




##W 6 7 Ti# fefutfr- [ ( ^ f-/PT 57)^ -5- 
x^;W7,8-:^b Fn-2-t7^l/y75>l:Ml^, H 

at. 

1 H-NMR (CDC1 3 ) 1.09 (3H, t, J=7.5 Hz), 2.27 (6 
H, s), 2.31-2.37 (2H,m), 2.60-2.63 (2H, m) , 2.71- 
2.76 (2H, m), 3.08 (2H, s) , 7.31 (1H, d, J=9.2 H 
z), 7.43-7.49 (4H, m), 7.56 (2H, d, J=8.7 Hz), 7.6 
7 (2H, d, J=8.6 Hz), 7.80 (1H, s) , 7.94 (2H, d, J 
=8.6 Hz). 

7U«^tfffl C 28 H 29 ClN 2 0fc LT 

ItSfll : C, 75.57; H, 6.57; N, 6.30. 

§£»tf:C, 75.41; H, 6.34; N, 6.23. 

IbS : 201-204 °C (HAftjfflK : S^M 7 Tub 

/Px— -f /i ) 

SStlW 113 

4' n u-N- [6- [ ( i?* ^)VT S7)^ ^/M -5—f V 7^ 
/W7 ,8-ytFn -2-^ 7 ^ ;H [1 , 1 ' - 17 x -/W -4 

[ft2 9 8] 




##M 6 8 Tn^ti^e- [ ( So* ^;PT 5 J ) * -5- 
A y7'>;k7,8-yb Hn-2-t7^1/y7S y^i^ 

1 H-NMR (CDCI3) 0.90 (6H, d, J=6.4Hz), 1.73-1. 
78 (1H, m), 2.23 (6H,s), 2.34 (2H, ra) , 2.50 (2H, 
d, J=7.3 Hz), 2.74 (2H, m), 3.13 (2H, s) , 7.26-7.3 
0 (1H, m), 7.45-7.48 (4H, ra) , 7.56 (2H, d, J=8.7 H 
z), 7.67 (2H, d, J=8.4 Hz), 7.79 (1H, s) , 7.94 (2 
H, d, J=8.4 Hz). 

jmttVr m c 3 0 h 3 3 ci n 2 0 fc ut 

ffJMt : C, 76.17; H, 7.03; N, 5.92. 

Ill : C, 75.91; H, 7.19; N, 5.72. 

IbS : 159-162 *C (t£JErfti8& : S^M VTob 

;l,x— x;L ) 

[0 2 9 2 ] HSfe^J 1 1 4 

4' n n-N- [5-^ f/^-6-d-en U ^) -7, 8 



(92) 002-3370 (P2002-3 3D 



-^b Kn-2-t7^l^^;W (l,l'-h'7x-;W-4-*/l/ 
[^2 9 9] 




###|J6 9T#&ft/>5-.Xf-/l-6- (1-bnU i^-/k* 

nmi t mm^m^fr o^tizx^o. «wfc£»*» 

1 H-NMR (CDC1 3 ) &: 1.79 (4H, m) , 2.11 (3H, s) , 2. 
30-2.40 (2H, m), 2.54(4H, m), 2.74-2.79 (2H, m) , 
3.28 (2H, s), 7.26-7.30 (1H, m) , 7. 45-7. 48(4H, m) , 

7.56 (2H, d, J=8.6 Hz), 7.67 (2H, d, J=8.4 Hz), 
7.81 (1H, s),7.95 (2H, d, J=8.4 Hz). 

it* : 190-192 *c (msdtmm : *m yrne 
mmm 1 1 5 

N-(5-^f/k6-(l-eo U y—;^f-;W-7,8-£/b Kn- 
[ft300] 




6 9 Tl#^fL/c5-^^;k-6- (l-b°n 'J "J~)V* 

1 H-NMR (CDClg) S: 1.78 (4H, m) , 2.10 (3H, s) , 2.3 

5- 2.40 (2H, m), 2.53 (4H, m), 2.70-2.78 (2H, m) , 
3.28 (2H, s), 7.26-7.28 (1H, m) , 7.40-7.50 (5H, 
m), 7.62 (2H, d, J=7.0 Hz), 7.70 (2H, d, J=8.4 H 
z), 7.87 (1H, s), 7.94 (2H, d, J=8.4 Hz). 

HbS : 169-170 °C mfkfkfflBL : VA yrnu 

[02 93] Hjftffl 1 1 6 

6- (4-* -N- [ 5- ^ +)V-f>- ( 1- 1° n V -J— 
)V* ^)V) -7 , 8- V b K n-2-^ 7 ^ ]✓ -/M - a ^ y T 5 
F 

[«0 1 ] 




##W6 9 Tn^tlfz5-^^-JU-6- (1-bu U 

7,8-^'b Po-2-t7^1/y7S>iffl^t, H 

St. 

1 H-NMR (CDCI3) a: 1.78 (4H, m), 2.09 (3H, s) , 2.3 

5-2.40 (2H, m), 2.53 (4H, in), 2.70-2.77 (2H, m) , 

3.27 (2H, s), 3.88 (3H, s) , 7.01 (2H, d, J=8.9 H 

z), 7.26 (1H, d, J=8.9 Hz), 7.45-7.47 (2H, m) , 7. 

75 (1H, d, J=8.4 Hz), 7.95 (1H, s) , 8.01 (2H, d, 

J=8.9Hz), 8.18-8.21 (1H, m) , 9.09 (lH,m). 

TUS^tfffl C 29 H 31 N 3 0 2 b UT 

ItSfll : C, 76.79; H, 6.89; N, 9.26. 

Ill : C, 76.46; H, 6.64; N, 9.09. 

IbS : 165-167 *C (S^t^ : I? A VTUb 

/PX— -f ;i ) 

mmm in 

4'-?nn-N-(5-y7y-6-(l-t 0 n'Jy-;I/^f;l/)-7,8 
-y t F n-2-ty?U-M (l,l'-t7x —M -A-ft)V 

[ft3 02] 




##M7 0 -dttfute-r s y-2-d-bn y v—iv*^ 
;W-3,4-^b Hn-i-t7^l/y*;l/^h>J;l/h4'-^ 
nn(l,r-t7x-/H-4-*Myl^^, M*#U 

*H NMR (DMSO-d 6 ) #1.73 (4H, m), 2.50 (4H, m) , 2.5 

6 (2H, m), 2.82 (2H, m) , 3.49 (2H, s) , 7.32 (1H, 

d, J = 9.0 Hz), 7.57 (2H, d, J = 8.4 Hz), 7.56-7.8 

7 (6H, in), 8.07 (2H, d, J = 8.4 Hz), 10.40 (1H, 
s). 

FABMS(pos) 468.2 [M+H] + 

Hj5 : 191-192 *c (m&imm va yrne 

[02 94] M4« 1 1 8 
N- (5-y77 -6- ( 1- b°u U V~)V* ) -7 , 8- S/b K o- 
2-^:7 [1, 1' -b y x-;W-4-^;^^ 5 F 

[ft3 03] 



(93) 002-3370 (P2002-3 34<g 



CN 




###|J7 0T#£>*ut6-T 5 y-2-(l-b°nU S^/Py f- 
;W-3,4-S^b Hn-l-f7^l/y*W-b'J;Pi:(l I l' 

!H NMR (DMS0-d 6 ) ^1.81 (4H, m) , 2.62 (6H, m) , 2.8 
8 (2H, m), 3.56 (2H, s) , 7.41 (2H, m) , 7.46 (3H, 
m), 7.64 (2H, d, J = 6.9 Hz), 7.73 (3H, m), 7.88 
(1H, s), 7.95 (2H, d, J = 8.1 Hz) . 
FABMS(pos) 434.2 [M+H] + 

: 168-170 °C (tSAfltfHK : *M VTub 

1WJ 1 1 9 

[6- [ ( ^;PT 5 J ) ^ ?7M -5,6,7, 8-T" 
b^b Ku-2-^7^1x-/P]<yXr5 F 
[ft304] 



cere 



6-7S/ -2- (N , N- i/X ^)VT 37)^ i~!^r h9V>b 

'H NMR (DMS0-d 6 ) 5": 1.31 (1H, m) , 1.89 (2H, m), 
2.17 (6H, s), 2.17-2.35 0H, m) , 2.77 (3H, m), 7.04 

(1H, d, J=8.4 Hz), 7.49 (3H, m), 7.79 (lH.d, J=8. 
1 Hz), 7.94 (1H, d, J=7.8 Hz), 8.13 (1H, s) , 10.20 

(1H, s). 

[0295] mmm 1 2 0 

-2r+79 V—)V1 (l,l'-h'7i -/W -3-^;P#^-tf 5 F 
[fc3 0 5] 

.CH, 
CH, 




xxrs 



y ) ^ f7W -5, 6, 7,8-t 1 h y b Ko-2-t 7 ^ ;W>< 

!H NMR (DMS0-d 6 ) 5*: 1.43 (1H, m) , 2.02 (1H, m), 
2.21 (1H, in), 2.42 (lH,m), 2.81 (6H, s) , 2.88 (3H, 

in), 3.09 (2H, in), 7.06 (1H, m) , 7.42-7.65 (6H, 
m), 7.78-7.95 (4H, m) , 8.22 (1H, s) , 10.27 (1H, 



s). 

FABMS(pos) 385.2 [M+H) + 

IbS : 145-148 °C ffi&iffim : IBxf^-J^ 

A yrot^x-f/W 
SOfcWl 2 1 

N- [6- [ ( S^X ^ T S y ) * +)V] -5,6,7,8-fh5tPn 
-2-^ 7 ^ 4' -i/'7 ;M"U [1 , l'-b? x — /W 

-4-#/t^3^$ K 
[ft306] 




Vxrc 



6-T 5 y-2-(N, N-^'y ^/PT 57)^ fvp-r b7'Jyk 
2' , 4'-^^;^n[l,l , -b^x-;W-4-*;^>^Sr 

l W NMR (CDClg) <5*: 1.41 (1H, m), 1.94 (2H, m) , 2.2 
5 (6H, s), 2.23-2.30 (3H, in), 2.86 (3H, m) , 6.96 
(2H, m), 7.09 (1H, d, J=8.1 Hz), 7.30 (1H, m) , 7.4 
3 (2H, m), 7.61 (2H, m) , 7.76 (1H, s) , 7.93 (2H, 
m). 

MA : 162-163 *C : MfcX*-^-^ 

A y7nt D ;l/x^f/l/) 

[0296] mmm 1 2 2 

N- [6- [ ( i/X +)V 7S7)^ +)V\ -5,6,7, 8-7^ h5hKo 
[ft3 0 7 ] 

,ChL 



6-r 5 y-2-(N, k-v* f-^r s y ) y fv^r n 5 u y 1 1 

iH NMR (DMS0-d 6 ) S: 1.32 (1H, in), 1.91 (2H, m) , 
2.16 (6H, s), 2.16-2.35(3H, m) , 2.78 (3H, m) , 7.06 
(2H, m), 7.21 (1H, in), 7.44 (4H, m), 7.66 (1H, d, 
J=8.1 Hz), 10.05 (1H, s), 11.68 (1H, s) . 
FABMS(pos) 348.2 [M+H] + 

BtS : 190-192 °C (ttAftftK : SlXf^-y 

A yrnU^x-f/W 
3WW1 2 3 

N-(6-(yyf;^^yK6 ; 7 ; 8-f b7b Fn-2-f7 
[ft3 0 8] 



( 94 ) 002-3370 (P2OO2-3 30I 



ch_ 
i 3 




###IJ7 2T1#ttl^:N-(6-^-^y-5,6 J 7,8-7 x b^b K 
V-2-t 7 9 [l,l'-t'7x -4-*;^^rif 5 

K (lOmg, 0.029raraol) £ N 2S£y^f ;I/7S^fh 
7bFn77^i (0.146ml, 0. 293mmol) £ s gfflg- 
ff7b F077V (1:1) (0.5ml) tin*.. 5 

b>JT^Kyt Kn^ghfbU^A (31mg, 0.146m 
mol) £SP;L. 50*CT2B#fe1«#L^ o RiBMEfc 1 S£ 

flaw*. ^**jeet«*l*:. »^*ifc«at*r;ps 

tB^7^ovb/77^ (HHJffiBE ; 

(1.6mg) *»fc c 
!H NMR (CDC1 3 ) 5": 1.68 (1H, m) , 2.27 (1H, m) , 2.4 
0 (6H, s), 2.78 (5H, m) , 7.11 (1H, d, J=8.1 Hz), 
7.32-7.50 (5H, m) , 7.62 (2H, m) , 7.72 (2H, d,J=8.4 

Hz), 7.78 (1H, br), 7.94 (2H, d, J=8.4 Hz). 
FABMS(pos) 371.2 [M+H] + 

[0297] mm 1 2 4 

N-[4-[(E)-2-(4,5-^b Ho-IH— f 5 ¥V—)V-2-i )V) 
[ft309] 




7 5 T# h ftfcN- [4- ((E)-2-y7y X<r ^/W y 
x^;l/)(Ll'-t'7x«;l/)-4-*;l/^y7S K (250m 
g, 0.771mmol) ra?y-/Wlt, lO.lNftffc** 

-x^y— /M8» (30mi) tSitcjni. lei^rfiHHf 

jt„ Xfl/yi/'TSy (0.155ml, 2.31mmol) S^iftT 
JP;L . 16 «raj« Ufc . JfeK/R*^ b »J ^ A*»«S 

fc. iii*^^y-;i/t:*J!lltiN*K (4mi) £3p;i 

£SP;L. »ffc£* (124«)**|fi»*i:tT»fc. 
iH NMR (DMS0-d 6 , 7>J^M) S: 3.33 (4H f m) , 6.6 
1 (1H, d, J = 16.8 Hz), 7.15 (1H, d, J = 16.8 Hz), 
7.52 (5H, m), 7.83 (6H, m) , 8.07 (2H, d, J= 8.4 H 



z). 

TtmMffm C 2 4 H 2 1 N 3 0 ■ HC1 ■ 1 . 5H 2 0 1 LX 

ltffffl:C, 66.89; H, 5.85; N, 9.75. 

: C, 67. 16; H, 6.10; N, 10.03. 

mmmi 2 5 

N-[4-[2-(4,5-^t Kn-lH-f ^'Y-/H-^]/)xf 
— ;W 7xX^)(l,l'-h"7xX;H-4-^/^y7SK 

Ut3 10] 




-A 5 ¥\f—}V-2-4 ;l/)xf-;l/) 7x"/H [1, 1' -b^ 
xX;H-4-*M^y7SF : SKiS (80mg, 0.198mmo 

l) tfO^^y— ;l^!RB?St. 10% (200 

mg) £in£. zK«»HMT6 0°CT^2^jlfft?t. M 

>?xf-7l/X— r;l^S:»i. StfSftl^ (52mg) 

iH NMR (DMS0-d 6 ) 2.73-2.97 (4H, m) , 3.37 (4H, 
s), 7.24 (2H, d, J = 8.4 Hz), 7.46 (3H, m) , 7.76 
(6H, m) , 8.08 (2H, d, J = 8.4 Hz). 
FABMS(pos) 370[M+H] + 

[0298] mmm 1 2 6 

-N- [2- [ [6- [ ( ^ f7l-T 57)^ -7 p 8- is 
b K u-2-^ y 9 T 5 y ]-2-:*3f Vxf;W 

XT 5 K 
Ut3 1 1 ] 




»SM4 1C02) Tnt>tltz6- ((N,N-y7f/l/7Sy) 
^^;W-7,8-^b Kn-2-t7^1/y75>t4-^no 

iH NMR (DMS0-d 6 ) 5": 2.18 (6H, s) , 2.21 (2H, m) , 
2.71 (2H, m), 2.91 (2H,s), 4.05 (2H, d, J=5.6 Hz), 
6.30 (1H, s), 6.98 (1H, d, J=8.1 Hz), 7.36(2H, 
m), 7.58 (2H, d, J=8.4 Hz), 7.92 (2H, d, J=8.4 H 
z), 8.94 (1H, t, J=5.6 Hz), 10.00 (1H, s). 
FABMS(pos) 398 [M+H]+ 

ibS : 168-171 °C (IgAfltfHE : -J A VTU^DV 

X— 

[0299] mmm 1 2 7 

4' -9 nn-N-(4-(3-txij ^~^#/l^~;l/) 7 x 



(95) #IW2 002-3370 (P2OO2-330 



[fli3 12] 

o 

1 ) 7 7 T1# ^tl7ttert-7">;^ 3- (4-75/ 

^ y y A ) V) -1- y ;p ^ x V - Y 1 4 ' - 9 n 
o[i,r-b>^-;W-4-^;l^*>18^ffl^T. HMHl 

£ ra«CDSMf ttf 3 d 1 fc i 0 . 3-[4- 

(((4'-?nn(l,l'-t'7x-/l/)-H;W*/^-/Wr 
5 y ] ^ y 7M ;W -1- tr ^ U y>* ^sfMr is V — Y £ # 

FABMS(pos) 519.2 [M+H] + 

2)1) -CW6tL3ttert-^;P H4-[((4'-?nn[l, 

1 '-b-7x-;l/)-4-^ /W T 5 y ) ^> VA 

/H-l-tf^U >^>^;P^^l^— h (lOOmg, 0.193mmo 
1) t4SgM*«-iIxf;^ (lml) SrSa^. IBS 

— r^SrJWi.. Wffc^ftl (73.3mg) J LT 

!H NMR (DMS0-d 6 ) £1.56 (1H, m) , 1.82 (2H, m) , 2.0 

2 (1H, m), 2.89 (1H, m) , 3.05 (1H, m) , 3.33 (2H, 
m), 3.90 (1H, m), 7.58 (2H, d, J=8.1Hz), 7.81<2H, 
d, J=8.1Hz), 7.88 (2H, d, J=8.1Hz), 8.03 (4H, m) , 
8.11 (2H, d, J=8.1Hz), 9.04 (2H, br) , 10.73 (1H, 
s). 

FABMS(pos) 419.2 [M+H] + 

It* : 222-225 °C {ftW) 

[0300] mmm 1 2 s 

4 ' - 9 O O-N- [4- (tFD^y (3- 1° ^ U A +)V\ 

7x^)(i,r-t7x^)-4-*;mt5 h mm 

ft? 

[-ft 3 13] 



OH 




7 8 Tt# UK tert- W 3-((4-[[(4'-?n 
n(l,l'-t'7i^/l/)-H;W* /l^'x/H 7S7)7i 

-h (lOOmg, 0.192mmol) tC4SSS-ft**-»BSXf- 

(lml) ^Jp^. li§IB»fca9SE*«ETfr*tfc. 

9.8mg) *itfi»5|ci:LT»fc. 
FABMSMS(pos) 421.2 [M+H] + 



ML* : 195 °C (4MB) 
Hf&ffll 2 9 

(4-(((4'-?00(l,l'-b'7i —/!-) -4— f ;P) # /ktf— 
;l/)7Sy)7i-/U (3-b°"OJ i^— /W^/P 7-tr- 
h 

[ft3 14] 




SUftMl 2 8Tf#fe^tert-7"^/l' 3-[[4-[[(4'-?o 
n(l,l'-t'7i — )V\ IV) )V] 7i/]7i 

X?t/| (fc Ho^M^f/H-l-t^yyy*^ 
-h (366mg, 0.702mmol) (3.5ml ) taffiffi 

IS (0.0562ml) £flP;i s ^iST 1 6B$fflSH¥ Lfc. ^JE 

&m&vimL. m^mmi- h u vj±vmm. mm* 

?D7h777^- <BBfflffiK;I1«rx<f-rt/-*?y- 
;k=3 : 1) KJ;9flfSLT\ yMV/ne/l/x-f/l 
■CtBsfefc-TiifcCJ: OftM^ft (210mg) 
FABMS(pos) 403.2 [M+H] + 
BjH : 200-203 °C 

[0301] mmm 1 3 0 

N- [4- (3- U i^/P* 7 i [ 1 , 1 ' - b' 7 1 ^ 
C-fk3 15] 

##M8 0t1#^ti7ttert-7'^;P 3-[4-(([l,l'-b*7 
x - ;H -4->f ;^/PrK-;l-) T 5 /l^y^H-l-t^'J 
^>^;l-^^l^-h (100mg, 0.212mmol) (C4S£ig 

«t-iixf^ (2mD ^jn^. 2mmmzmm*m 

^*tt-Sittcj;D^lilt^ft (79mg) Itmz, 

FABMS(pos) 371.3 [M+H) + 
iL5 : 218-220 °C (4MB) 

mmm 1 3 1 

4'-7;W^n-N-[4-(3-b°^.U yx;Mf;l/)7i-/l) 
(l,l'-b'7x-;H -4-#/^^ S H flKig 
[-fK3 1 6 ] 



(96) 002-3370 (P2002-33 



NH 



HCI 



##M8 lTn^tlfztert-r^ 3-[4-[ [(4' -:7;k* 

n [ 1 , r - 1'7 x ~/W -4— f /W # ;^ ;M TS/l^y 

^■;W-l-b°^'J ^>#/l^^>^-b (150mg, 0.307ram 

oi) izAmgMi&m-WM^fr (3mD 2m 

-T-^SrSUJi. *Hft-&« (115mg) 

FABMS(pos) 389.3 [M+H] + 
BUS : 205 *C (4MB) 
[03 02] SQfcffl 132 

4 ' - 9 o O-N- [4- (3- b^ U ~ f^) 7 x ~ /L/J [1 , 
l'-h'7x- /W-4-#/P#^t^$ F tsltis 



Mfc3 17] 




Ha 



###fl8 2T"»£>iX£ tert-7"f-^ 3-(4-(((4'-?nn 
[l,l'-t'7x-;H-H;l/)*;i/*-;H7Sy))^yy 
>V]-\-\f^)^y±l)V^^\y—h (150mg, 0.297mmo 

i) fc4Sje»fk^R-»»xf-^ (3mo turn* im 

-X^^SDi-s (73.3mg) *tefet&5fet LT 

FABMS(pos) 405.2 (M+H] + 
m& : 200 °C «W*) 

mmm 1 3 3 

N-[7- [ (SAX f-^r 5 y ) X -5 , 6-3/b K D-3-^r -/ 

ij - [ 1 , 1 ' - b* 7 jl —M )V * If 5 K 
[-ft 3 18] 



8 6 T»&*LfcN-[ (3-T 5 y-5, 6-^b K 
y y - ;p) y -N,N-y7f;I/7SyJ:(l,r-fc'7x 

iH NMR (DMS0-d 6 ) <?2.16 (6H, s) , 2.29 (2H, t, J=8. 
1 Hz), 2.84 (2H, t, J=8.1 Hz), 2.98 (2H, s) , 6.40 
(1H, s), 7.42 (1H P m), 7.51 (2H, m) , 7.76 (2H, d, 
J=7.2 Hz), 7.84 (2H, d, J=8. 1 Hz), 7.97 (1H, s), 
8.06 (2H, d, J=8.4 Hz), 8.65 (1H, s) , 10.39 (1H, 



s). 

FABMS(pos) 384.2 [M+H) + 
IbS : 202-203 °C 

[0303] mmm 1 3 a 

n-3-^r J »J (l,r-t'7x -;t/J -4-#;P stf^ 5 F 
[flS3 19] 




y y - )V) y ^/W-N, N-^'y iM^r Syt4'-?nn(l, 
l'-b^x^;W-4-^/k1i>S^ffl^T. SIJftMl fcR 

iH NMR (DMS0-d s ) d : 2.17 (6H, s) , 2.31 (2H, t, J= 
8.1 Hz), 2.85 (2H, t,J=8.1 Hz), 2.99 (2H, s) , 6.41 
(1H, s), 7.57 (2H, d, J=8.4Hz), 7.81 (2H,d, J=8. 
4 Hz), 7.86 (2H, d, J=8.4 Hz), 7.98 (1H, s) , 8.08 
(2H, d, J=8.4Hz), 8.66 (1H, s) , 10.41 (1H, s) . 
FABMS(pos) 418.2 [M+H] + 
fflUS : 220-222 °C 

mmmi 3 5 

4' -9 OO-N- [6- [ (4-y fVl -l-b^ y +)V\- 
7,8-^b Hn-2-t7^V-;W (l,l'-h'7x -AO -4-# 

[ft320] 




CH, 



##M 5 6 Tlf £4 ' - ? u u -N- [6- ( y u u y f^W -7 , 8- 
ybh'n -2-^ y y V ~)V\ [l,l'-h'7x ] -4- # )V1£ 

1H-NMR (CDC13) ^ : 2.30 (3H, s) , 2.25-2.50 (10H, 
m), 2.83 (2H, t, J = 8.1 Hz), 3.07 (2H, s) , 6.35 
(1H, s), 7.01 (1H, d, J = 8.1 Hz), 7.36 (lH,d, J = 

7.8 Hz), 7.44 (2H, d, J = 8.4 Hz), 7.51 (1H, s) , 
7.55 (2H, d, J =8.4 Hz), 7.66 (2H, d, J = 8.4 Hz), 

7.84 (1H, s), 7.93 (2H, d, J = 8.4 Hz). 
Mj5 : 220-222 °C ( t&BrfmUt : fb7tFn7 

[03 04] mWM 1 3 6 

4' -9 u u-N- [6- [ +}V [2-(l- b°^ U ^-;P) xf/W 
T 5 y ] y f7W -7, 8-S/ b H o-2-t7^ k";l/] [1,1'- 
b7xx;]/]-4-^;k^tS K 



(97) #120 02-3370 (P2002-3 3 



Ut3 2 1 ] 




.axe 0 



5 6 Tntz 4'-?nn-N-(6-(?n^ f-/W -7 , 8- 
is b F 7^1/-;W(l,l'-h'7x — /M -4-# 

1 H-NMR (CDC1 3 ) d : 1.72-1.77 (6H, m) , 2.25-2.36 
(2H, n), 2.27 (3H, s) ,2.52-2.63 (8H, ■), 2.84 <2H, 
t, J = 8.0 Hz), 3.08 (2H, s) , 6.35 (1H, s),7.01 
(1H, d, J = 8.1 Hz), 7.38 (1H, d, J = 8.1 Hz), 7.4 
4 (2H, d, J = 8.4 Hz), 7.49 (1H, s) , 7.55 (2H, d, 
J = 8.4 Hz), 7.66 (2H, d, J = 8.4 Hz), 7. 83 (1H, 
s), 7.93 (2H, d, J = 8.4 Hz). 
WjH • 165-167 *C ( ft&flgm : fb?bKn7 

mm 1 3 7 

4'-?nn-N-[6-(Ub^yW TS/)^ f7M -7 , 
8-5/b Kn-2-t7^l/^;W (l,l'-e'7x^/H-4-*^ 
tfWMFS F 
[ft3 2 2] 




.0. 



###|J 5 6 4'-? nn-N- (6-(^nn^f/M -7,8- 
ytFP-2-t7?l/-;i/)(l,r-t'7x -4-*;p5jf 
WSK^ffli^, IHfc«5 li:R«<7)aWf*ff5if: 

fcio. sarnie* 

1 H-NMR (CDC1 3 ) 5" : 2.41 (2H, t, J = 8.1 Hz), 2.61 

(3H, s), 2.86 (2H, t,J = 8.1 Hz), 3.37 (2H, s), 
3.52 (3H, s), 6.39 (1H, s) , 7.03 (1H, d J =8.1 H 
z), 7.36 (1H, d, J = 8.1 Hz), 7.44 (2H, d, J = 8.4 
Hz), 7.53 (1H, s), 7.55 (2H, d, J = 8.4 Hz), 7.66 
(2H, d, J = 8.4 Hz), 7.83 (1H, s) , 7.93 (2H, d, J 
= 8.4 Hz) . 

IfoH: 190-192 *C (^itmm : »«X*/P-n- 

^v-y) 

[0305] mum 1 3 s 

4 ' - 9 O O-N- [6- [ [4- ( 1 - b°^ U i/—)V) -1- b°^ U S/- 
;W ^ ?7 W -7,8-yh Ku-2-t7? l/«;H(l,l'-h'7 
x-;W-4-^;P^^S F 
[ft323] 




##M 5 6 *d#fc4 ' - a a-N- [6- ( ? a ^~)V) -7 , 8- 
yth'P -2-t 7$V [l,l'-h'7x —)V ] -4- # 

1 H-NMR (CDCI3) : 1.45-1.96 (12H, ra) , 2.29-2.34 
(3H, m), 2.57 (4H, s),2.83 (2H, t, J = 8.1 Hz), 2. 
96-3.03 (4H, m), 6.32 (1H, s) , 7.00 (1H, d,J = 8.1 
Hz), 7.38 (1H, d, J = 8.1 Hz), 7.44 (2H, d, J = 
s), 7.55 (2H, d, J = 8.4 Hz), 
.4 Hz), 7.86 (1H, s), 7.93 (2H, 



8.4 Hz), 7.50 (1H, 
7.66 (2H, d, J = 8 
d, J = 8.4 Hz). 
SI* : 232-234 °C 

mmm 139 

6- (4- 7 P7x -)V) -N- (3-(l-t°n y yn/k* fvW 
-2H-^n^y-7— f ;H-3fyrS F 
[ft324] 

0 , ''' r r "IT 




##M8 7 T1#?t3-(l-bn y /k* ^)V)-2K-?u* 

1 H-NMR (CDClg) (3- : 1.70(4H,s), 2.43 (4H, s) , 3.12 
(2H, s), 4.73 (2H, s) , 6.37 (1H, s), 7.03 (1H, d, 
J = 7.8 Hz), 7.29-7.40 (4H, m), 8.15 (1H, d, J = 

8.4 Hz), 8.22-8.39 (3H , m) , 9.15 (1H, s), 10.40 

(1H, s). 



fflbS 



233-235 *C 

n-^^-y) 

[0306] mmm 1 4 0 

4- y n t -N- [6- ( 1- b° n y V—)V* -7,8-ytFn- 
2-^7^1/^)^X75 F 
[ft325] 

0 




##M54TWc6-(l-bny ;l^f\rt/)-7,8-^b F 



(98) 002-3370 (P2002-3 3C 



1 H-NMR (CDClg ) 5" : 1.79 (4H, s) , 2.35 (2H, t, J = 
8.1 Hz), 2.52 (4H, s) , 2.83 (2H, t, J = 8. 1 Hz), 
3.17 (2H, s), 6.35 (1H, s) , 6.99 (1H, d, J =8.1 H 
z), 7.34 (1H, d, J = 8.1 Hz), 7.43 (1H, s), 7.60 
(2H, d, J = 8.4 Hz), 7.72 (2H, d, J = 8.4 Hz), 7.7 
6 (1H, s). 



Hftj£: 135-137 *C (ftJIrfldSSI : «xf;l/-n- 
^-tfy) 

mum iA i 

6-(4-^b^i/7x —)V) -N- [3- ( 1- b° U U V^)VA +}V) 
[^3 2 6] 



H3C-0 

###iJ 8 7 T1#3t3- (1- bu U i?—)VX -2H-7 nj< 

1 H-NMR (CDClg) 5" : 1.70 (4H, s) , 2.44 (4H, s) , 3. 
12 (2H, s), 3.84 (3H,s), 4.73 (2H, s) , 6.37 (1H, 
s), 7.03 (1H, d, J = 8.1 Hz), 7.09 (2H, t, J= 8.7 
Hz), 7.29 (1H, d, J = 8.4 Hz), 7.31 (1H, s) , 8.07 
(1H, d, J = 8.7Hz), 8.16 (2H, d, J = 8.7 Hz), 8.32 

(1H, d, J = 8.4 Hz), 9.12 (1H, s),10.34 (1H, s) . 
TUift^WM C 27 H 27 N 3 0 3 fcLT 
ftJtf! : C, 73.45; H, 6.16; N, 9.52. 
UMI : C, 73.02; H, 6.27; N, 9.33. 
Rfcjft : 243-245 *C ( £r A^ffiFH : fb5tKn7 
^ > - n-^^r^fy) 

[0307] mmm 1 4 2 

4-(4-7/WP7x -/W -N- [3- (1- b n U ^/k* 
-2H- ? u ^ y-7- >f ;W -1- b^ (Ji/>* ^ 5 p 
[ft327] 





###"J 8 7 T*#>t3- (1-bu U f*/W -2H-? u.X 

1 H-NMR (CDCI3) 5" : 1.69- 1.91 (8H, m) , 2.49 (4H, 
s), 2.70 (1H, t, J = 12.0 Hz), 2.97 (2H, t, J = 1 
2.0 Hz), 3.12 (2H, s) , 4.19 (2H, d, J = 13.0Hz), 
4.76 (2H, s), 6.26 (1H, s) , 6.37 (1H, s) , 6.82-7.0 
3 (5H, m), 7.16 (2H, dd, J = 5.4, 8.4 Hz). 
It*: 176-178 *C : PlXf/^-y 

A yrotvu-f/i/) 

mmm 1 4 3 

N-[3-(l-b°o y ^;^^;W-2H-^n^ y-7--f /W [l, 




##M8 7 Tl#«-(l-bu >J ^-;^^;W-2H-^u^ 

1 H-NMR (CDClg) S : 1.79 (4H, s) , 2.50 (4H, s) , 3. 
15 (2H, s), 4.81 (2H,s), 6.30 (1H, s) , 6.95 (1H, 
d, J = 8.1 Hz), 7.13 (1H, s), 7.20 (1H, d, J= 8.1 
Hz), 7.39-7.50 (3H, m) , 7.61-7.70 (4H, m) , 7.82 (1 
H, s), 7.92 (2H, d, J = 8.1 Hz). 
SI*: 198-200 *C (^imU : BH*X*/l,) 

[0308] mmm 1 4 a 

N- [6- [ (N-^ y i/)V-W-* ^)VT $ / ) * +)V\ -7 , 8- i? b 
Fn-2-t7^1/-/l/)-4'-7/^n(l ) l'-t' , 7x^)- 

rffc3 29] 

TT — — CH 3 




;W-7,8-^b Fn-2-t7^wyr^y^ffli^, SSSft 

1 H-NMR (CDC1 3 ) 5* : 2.20 (3H, s) , 2.38 (2H, t, J = 
8.1 Hz), 2.85 (2H, t,J = 8.1 Hz), 3.09 (2H, s) , 
3.52 (2H, s), 6.39 (1H, s) , 7.02 (1H, d, J =8.1 H 
z), 7.13-7.66 (13H, m) , 7.84 (1H, s), 7.93 (2H, d, 
J = 8.4 Hz) . 

IbS: 143-145 *C ( KifrfEffHE : ftlxf;l/-n- 

^^ry) 



(99) Jf#U2 0 0 2-3 3 7 0 < P2 0 0 2-3 3BX 



mmm i a 5 

4W yyf i/a-t 5 y-N-(6-(i-f n u ^-/i^tf-zw- 
7,8-^'b Fn-2-t7^l/-;H (l,l'-t'7i-;H-H 

[^3 3 0] 



[ ft3 3 3 3 




MS m/z 494.4 (MH+). 

[0309] mmm 1 4 6 

4 ' - [ [ [6- (1- bo U V—)V* f-/P) -7 p 8- ^ b H 7 
■9 V~)V\ T 5 J ) %)V7$—}V) [l,l'-h'7x — /W -3-# 

[ft331] 

o v ^ :; r n 

##(^j54Tl#7t6- (l-b°n U S^l^ ^/V) -7, K 

n-2-t7^i/y7s>^^, mmMik^nntk 

MS m/z 481.4 (MH + ). 
H»J 1 4 7 

3-[4' - [[ [6- (1- fc° n V =J—)VX -f-M -7 , 8- 1/ 1 H cr-2- 
1-7 ? T 5 A-t))Vif.~)V\ (l,l'-t'7x -/W -4 

[ft3 3 2] 





#^M54T1#^6- (l-bu 'J i^;^ -7, Y 

MS m/z 481.4 (MH + ) . 
[0310] mWM 148 

4'-* F^-N-[6-(l-b°uy /kXf^)-7,8-^b F 
F 




##M54T l 1#^6-(l-b°n'J S^;l^^;P)-7,8-> ; b F 
n-2-t7^l/y7Syl:ffl^T, §Q*0IJ 1 f: |b|«^S 
fluffs £fc£J: 9. 3Mfli£**»fc. 

1 H-NMR (CDC1 3 ) 1.80 (4H, m), 2.36 (2H, t, J=7. 
8 Hz), 2.52 (4H, m),2.86 (2H, t, J=7.8 Hz), 3.18 
(2H, s), 3.87 (3H, s), 6.36 (1H, s) , 7.00-7.03 (3 
H, m), 7.26 (1H, m) , 7.38 (1H, d, J=8.3 Hz), 7.49 
(1H, s), 7.58 (2H, d, J=8.6 Hz), 7.67 (1H, d, J=8. 
2 Hz), 7.78 (1H, s), 7.90 (2H, d, J=8.2 Hz). 
TuS^tfffl C 29 H 30 N 2 O 2 b UT 



.89; 



6.39. 
6.35. 



ffjMt : C, 79.42; H, 
Uttfl : C, 79.21; H, 
Wbk : 187-188 °C 
VTub/Vx—f/I/) 
HSM 14 9 

6- (4- 7 /M" u 7 x - N - [6- [ (l- b u U ;W ^ 
;W-7,8-^b Fn-2-t7?V-;H-^fyrS F 
[^3 34] 




##M54rf#?^6-(l-bny y-;^^;W-7,8-^b F 
n-2-t75 ? ^>7a^ffli^, !W«lfcH»0>» 

1 H-NMR (CDClg) (3*: 1.81 (4H, m), 2.36 (2H, t, J= 
8.1 Hz), 2.53 (4H, m),2.86 (2H, t, J=8.1 Hz), 3.18 

(2H, s), 6.37 (1H, s), 7.03 (1H, d, J=7.8 Hz), 7. 
16-7.30 (3H, m), 7.47 (1H, s) , 7.77-7.82 (2H, m) , 
8.06 (2H, dd, J=8.9, 5.3 Hz), 8.25 (1H, dd, J=8.4, 

2.2 Hz), 9.11 (1H, d, J=2.0 Hz). 
7C«^tfffl C 27 H 26 FN 3 0£: LT 
IfSfl : C, 75.85; H, 6.13; N, 9.83. 

mmm ■. c 75.71; h, 5.93; n, 9.75. 

IbS : 225-227 *C ( tSAflSHK : llxf;l/- VA 

[0311] mm 1 5 0 

6- (4-^ fvky x -/P) -N- [6- [ (l-bu V i?~)V) * 
;W-7,8-^b Fn-2-t7?l/- ;H-3fy7S F 
[ft3 35] 



(10 0) 002-3370 (P2002-334Ao 




##^J54T1#5t6-(l-b°o U i?—}VX*f-}V)-7 t 8-^b V 

1 H-NMR (CDClg) 1.81 (4H, m) , 2.36 (2H, t, J= 
7.8 Hz), 2.43 (3H, s),2.53 (4H, m) , 2.86 (2H, t, J 
=7.8 Hz), 3.19 (2H, s) , 6.37 (1H, s) , 7.02QH, d, 
J=8.7 Hz), 7.25-7.39 (3H, m) , 7.47 (1H, s), 7.82 
(2H, m), 7.96 (2H, d, J=8.1 Hz), 8.23 (1H, dd, J= 
8.1, 2.3 Hz), 9.12 (1H, d, J=2.3 Hz). 
SI* : 235-236 °C ( J£A43ffiK : WM^fr- 'J A 

mm\ 1 5 1 

N- [ 6- [ ( zsj* +}\, 7S7)^f;l/)-7,8-ybKn-2-t7 
? V —/I/) -6- (4- 7 n7xy^y)^3f>-7S Y 
[ft336] 




;W-7,8-S^b Pn-2-t7^l/y7S^Sffl^T, mm 

1 H-NMR (CDClg) S: 2.25 (6H, s) , 2.34 (2H, t, J= 
8.1 Hz), 2.86 (2H, t, J=8.1 Hz), 2.99 (2H, s) , 6.3 
5 (1H, s), 7.03 (1H, d, J=8.1 Hz), 7.17 (2H,m), 7. 
26 (1H, m), 7.39 (1H, d, J=8.1 Hz), 7.47 (1H, s) , 
7.78 (1H, d, J=7.2 Hz), 7.83 (1H, s) , 8.06 (1H, d 
d, J=8.4, 6.7 Hz), 8.25 (1H, d, J=6.7 Hz), 9.12 (1 
H, s). 

7C*#We C 25 H 24 FN 3 0t LX 

fffffl : C, 74.79; H, 6.03; N, 10.47. 

5HMfi:C, 74.74; H, 5.95; N, 10.24. 

St* : 216-219 *C (»A>ffc»« : @M£x-HP- is 4 

[03i2] mmm 1 5 2 

6- (2, A~is7 /Prj-O y x -N- [6- [ ( f^T 5 7 ) 
[ft337] 




##W4 1(7)2) tm6-((N,N-y^f;I/7Sy)^f 
;W-7,8-S^b Ko-2-t7^1/y75y^ffl^T, HJfe 

fc. 

1 H-NMR (CDC1 3 ) ff: 2.25 (6H, s), 2.34 (2H, t, J=8. 
1 Hz), 2.85 (2H, t, J=8.1 Hz), 3.00 (2H, s) , 6.35 
(1H, s), 6.90-7.06 (3H, m), 7.39 (1H, d, J=7.8 H 
z), 7.47 (1H, s), 7.80-7.90 (2H, m) , 8.10 (1H, dd, 
J=15.3, 8.8 Hz), 8. 23 (1H, dd, J=8.4, 2.3 Hz), 9.1 
5 (1H, d, J=1.7 Hz). 

jtmfttftm C 2 5 H 2 3 F 2 N 3 0 1 LT 

ItSfll : C, 71.58; H, 5.53; N, 10.02. 

Uttfl : C, 71.50; H, 5.49; N, 9.61. 

IbS : 162-163 *C ( t£Aft»» : WW^)V~ isA 

yrnbVKx—f/i^) 

»«1 5 3 

6-7x^-N-(6-(l-b°n'J S^t^^W-T.S-S^b K 
[ft3 3 8] 




##M54rf#^6-(l-bnU y-;^^;W-7,8-^b H 
n-2-t75 ? ^>7a^ffli^, !W«lfcH»0>» 

1 H-NMR (CDClg) 8\ 1.81 (4H, m), 2.36 (2H, t, J=8. 

1 Hz), 2.53 (4H, m),2.85 (2H, t, J=8.1 Hz), 3.18 
(2H, s), 6.37 (1H, s), 7.02 (1H, d, J=8.1 Hz), 7.3 
7-7.53 (5H, m), 7.83 (1H, d, J=8.1 Hz), 7.86 (1H, 
d, J=6.2 Hz), 8.04 (1H, s) , 8.06 (1H, d, J=1.7 H 
z), 8.24 (1H, dd, J=8.4, 2.4 Hz), 9.13(1H, d, J=2. 

2 Hz). 

imftfflL C 27 H 27 N 3 0hLT 

lt»ffl:C, 79.19; H, 6.65; N, 10.26. 

H®Mi:C, 78.93; H, 6.65; N, 10.19. 

BbS : 186-187 °C ( t&BrfmUt : MJtX*^- is 4 

[0313] mmm 1 5 a 

6- (4-^ b ^ is 7 x -/P) -N- [6- ( 1- b° a »J ^ - W 
-7,8-^b Kn-2-t7^1/^;H^afy7S F 
[ft3 39] 



(10 1) 002-3370 (P2OO2-3 30F 




##^J54T1#5t6-(l-b°o U i?—}VX*f-}V)-7 t 8-^b V 

1 H-NMR (CDC1 3 ) 1.80 (4H, m) , 2.36 (2H, t, J=8. 
1 Hz), 2.52 (4H, m),2.84 (2H, t, J=8. 1 Hz), 3.18 
(2H, s), 3.88 (3H, s) , 6.36 (1H, s) , 7.02 (3H, m) , 
7.37 (1H, d, J=7.5 Hz), 7.47 (1H, s) , 7.78 (1H, 
d, J=8.1 Hz), 7.79 (1H, s) , 8.03 (2H, d, J=8.5 H 
z), 8.20 (1H, d, J=8.1 Hz), 9.08 (1H, s) . 

wus : 219-220 °c m^mm ■ wm^tv- 
mmm 1 5 5 

4- (4-^ +jv ? x ^A) -N- [6- (l-to U - 
7,8-ybP u-2-^ 7 ^ /W -1- b°^ U ^>#/Mv^ 
ITS V 
[ft340] 




##M54T1#fc6- (1-tfn >J -7, F 

1 H-NMR (CDC1 3 ) 3: 1.64-1.92 (8H, m) , 2.29 (2H, 
m), 2.32 (3H, s) , 2.51(4H, m) , 2.64 (1H, m) , 2.80 

(2H, t, J=7.8 Hz), 2.97 (2H, dd, J=13.1, 10.7 H 
z), 3.15 (2H, s), 4.19 (2H, d, J=13.1 Hz), 6.32 (1 
H, s), 6.35 (1H, s), 6.42 (1H, d, J=7.8 Hz), 7.06- 
7.20 (6H, m) 

Ttmttffim C 28 H 35 N 3 0 ■ 0.5H 2 0t LX 
fffffl : C, 76.67; H, 8.27; N, 9.58. 

: C, 76.72; H, 8.03; N, 9.36. 
St* : 197-198 *C (»A>ffcS« : tiXf/H >M 

[03i4] mmm 1 5 6 

4-7x - ;P-N- [6- (1-b u 'J S^;!^ fvW -7, 8-^'b Y 
[ft3 4 1 ] 




#*M54Tf#^6-(l-bnU ^-;^^;W-7,8-^b F 

1 H-NMR (CDC1 3 ) 5-: 1. 72-1. 94 (SH, 

m ) , 2.32 ( 2 H , t, J = 8 . 1 H 
z), 2.50 (4H, m), 2.72 (1 
H, m) , 2.80 (2H, t , J = 8. 1 
Hz) , 2.99 (2H, dd, J=l 3. 
4, 10.6Hz), 3.16 (2H, 
s), 4.21 (2H, d, J= 1 3. 4 H 
z ) , 6.32 ( 1 H, s), 6.34 (1 
H , s), 6.93 (1H, d, J = 8. 4 

Hz) , 7.07 ( 1H, d, J=8. 1 
Hz) , 7.20-7.3 5 (6H, m) . 
BUS : 184-186 °C ( IgAftfflX : llxf 
V7°nh7t/x-f^) 

mmm 157 

4- (1 , V —)V-5~A /W-N- [6- (1- b°u 'J 
-/t^ iM/)-7, 8-^b p n-2-^7 ^ - )V\ -l-b°^ U 

[ft34 2] 

I H 



##M54rf#^6-(l-bnU ^-;P^^)-7,8-^b H 
Q-2-t7^1/y75y^ffli^, §ISft0J9 9fcH«<a 

1 H-NMR (CDC1 3 ) (3*: 1.61-1.88 (8H, m), 2.31 (2H, t, 
J=8.1 Hz), 2.51 (4H,m), 2.59 (1H, m) , 2.62 (2H, 

t, J=8.1 Hz), 2.94 (2H, dd, J=13.1, 11.2 Hz), 3.15 

(2H, s), 4.18 (2H, d, J=13.1 Hz), 5.93 (2H, s) , 
6.31 (1H, s), 6.44 (1H, s) , 6.64-6.77 (3H, m) , 6.9 

2 (1H, d, J=8.1 Hz), 7.07 (1H, d, J=8.1Hz), 7.19 
(1H, s). 

BbS : 149-150 °C ( fi^mm : itlxf;k- is A 
yrnbvl^x-^/p) 

[0315] mmm 1 5 s 

4- (4- y ;M" o 7 x -N- [6- ( 1- b° o U i?—)V* ^)V) 
-7,8-yb ^0-2-t7^1/X;l/)-3,6-yt Ko-l(2H)- 
b>J^>^;^^5 P 
[ft34 3] 



(10 2) 002-3370 (P2002-33? 





##M54T1#fc6-(l-b°n U ^~;k*^-/W-7, 8-^b K 

1 H-NMR (CDC1 3 ) 1.79 (4H, m) , 2.32 (2H, t, J=8. 
1 Hz), 2.50 (4H, m), 2.59 (2H, brt) , 2.80 (2H, t, 
J=8.1 Hz), 3.17 (2H, s), 3.74 (2H, t, J=5.7Hz), 4. 
15 (2H, d, J=2.5 Hz), 6.00 (1H, brt), 6.32 (1H, 
s), 6.32 (1H, s),6.94 (1H, d, J=8.1 Hz), 7.00-7.32 

(6H, m). 
^fPWrWfl C 27 H 30 FN 3 Oi:LT 
ftJMI : C, 75.15; H, 7.01; N, 9.74. 

mmm ■ c, 75.09; h, 6.93; n, 9.77. 

It* : 206-207 °C (^^mm : igxf^- i?j 

mmm 1 5 9 

4-(4-?nD7x — ;W -N- [6- (1- b° u V is—)VX - 
7,8-S/b pP-2-t7^l/«;W-3,6-yh Ku-l(2H)-b° 

[ft344] 




juocro 



##M54Tl#?t6-(l-bn U >?— ;^f-;W-7, 8-^b K 

1 H-NMR (CDClg) S\ 1.79 (4H, m) , 2.32 (2H, t, J=8. 
1 Hz), 2.50 (4H, m), 2.59 (2H, brt), 2.80 (2H, t, 
J=8.1 Hz), 3.16 (2H, s), 3.73 (2H, t, J=5.6Hz), 4. 
15 (2H, d, J=2.8 Hz), 6.06 (1H, brt), 6.30 (1H, 
s), 6.32 (1H, s),6.93 (1H, d, J=7.8 Hz), 7.09 (1H, 

d, J=7.8 Hz), 7.21-7.31 (5H, m) . 
TUSt^Wffi C 27 H 30 ClN 3 OhLT 
ft JMf : C, 72.39; H, 6.75; N, 9.38. 
Ill : C, 72.19; H, 6.75; N, 9.19. 

: 217-218 «C (MfHffiK : W 
V7°nh>x^f^) 

[0316] mmm 1 6 o 

4-(4-^OD 7i -A) -4- tFn^f 5/--N- [6- ( l - b u y 
n/k* f7 W -7 ,8-i/b Fn -2-^ 7 ^ U U) -1- b^ y 

[ft345] 



##M54T-1#fc6-(l-boy ^A^^;W-7,8-^b K 

1 H-NMR (CDC1 3 ) 6*: 1.79 (4H, m), 1.80 (2H, m) , 2.0 
4 (1H, dd, J=13.1, 10.8 Hz), 2.06 (1H, dd, J=13.1, 

10.8 Hz), 2.31 (2H, t, J=7.8 Hz), 2.50 (lH,brs), 
2.51 (4H,m), 2.79 (2H, t, J=7.8 Hz), 3.15 (2H, s) , 

3.41 (2H, dd,J=12.6, 10.8 Hz), 4.00 (2H, d, J=12. 
6 Hz), 6.32 (1H, s), 6.37 (1H, s) , 6.93 (1H, d, J= 
8.1 Hz), 7.05-7.42 (6H, m) . 

IbS : 181-182 *C ( mAKMM : PlXf/k- V4 
VTnbVI^x— ^f)V) 

mmmi e 1 

4- (4-^ i~)vy x ~)V) -N-[6-(i-bn y is—iv* ^)V)- 

7,8-^b Fn-2-^y^l--/W-3,6-^b Kn-l(2H)-b° 
[ft346] 




##M54Tl#3t6-(l-b°ny ^;^^;l/)-7,8-^"b K 

n-2-t7^i/yrsy?:ffl^T, §s*ffl9 9fcn«<z) 

1 H-NMR (CDC1 3 ) (3-: 1.79 (4H, m), 2.32 (2H, t, J=7. 

8 Hz), 2.35 (3H, s) , 2.50 (4H, in) , 2.61 (2H, brt), 
2.80 (2H, t, J=7.8 Hz), 3.16 (2H, s) , 3.73(2H, t, 
J=5.7 Hz), 4.15 (2H, d, J=2.8 Hz), 6.03 (1H, s) , 

6.29 (1H, s), 6.32 (1H, s) , 6.93 (1H, d, J=8.1 H 

z), 7.07-7.30 (6H, m) . 

IbS : 199-202 *C ( BAfl3B« : P8xf;I/- 1/4 
VTntr/kx— fjV) 

[0317] mm 1 6 2 

6-(.4-^D7 x —}V) -N- [ 6- ( 1- b° U 'J - 
7,8-S^b Fn-2-t7^l/-;l/)-nfy75 K 
[ft347] 




(10 3) 002-3370 ( P 2 0 0 2-3 3%F{ 



##M54T1#7t6- (1-Ko 'J -7, K 

1 H-NMR (CDCl 3 +DMS0-d 6 ) ^: 1.80 (4H, m) , 2.32-2.58 
(6H, m), 2.85 (2H, t,J=8.0Hz), 3.18 (2H, s) , 6.3 
6 (1H, s), 7.01 (1H, d, J=8.4 Hz), 7.48 (2H, d, J= 
8.4 Hz), 7.49 (1H, m) , 7.59 (1H, s) , 7.83 (1H, d, 
J=8.4 Hz), 8.04(2H, d, J=8.4 Hz), 8.35 (1H, dd, J= 
8.4, 2.2 Hz), 9.25 (1H, d, J=2.2 Hz), 9.42 (1H, 
s). 

7C*frWffi C 27 H 26 C1N 3 0^ 

fftffl : C, 73.04; H, 5.90; N, 9.46. 

mmm ■. c, 73.11 ; h, 5.71; n, 9.20. 

HbS : 252-253 *C (MftdlHB : ilxf/^- 

mmm 1 6 3 

N- [ 6- [ ( is* 7S/)^f;l/]-7,8-yt Kn-2-f7 

? V —)V\ -6- (4-^ f)V y x. -nf K 

[ft348] 




###IJ4 1<Z)2) t#^6-((N,N-y^f;l/T5y)^f 
;W-7,8-5/b pn-2-t7^l/y7Sy*ffl^T, H*4 

1 H-NMR (CDCI3) S: 2.25 (6H, s) , 2.34 (2H, t, J= 
8.1 Hz), 2.43 (3H, s),2.85 (2H, t, J=8.1 Hz), 2.99 

(2H, s), 6.34 (1H, s), 7.02 (1H, d, J=8.1 Hz), 7. 
31 (2H, d, J=8.1 Hz), 7.39 (1H, d, J=8.1 Hz), 7.46 

(1H, s), 7.81 (1H, d, J=8.4 Hz), 7.87 (1H, s) , 7. 
96 (2H, d, J=8.1 Hz), 8.22 (1H, dd, J=8.4, 2.3 H 
z), 9.11 (1H, d, J=2.3 Hz). 

HbS : 228-230 °C (tSAHSm ■ Btflgx^/p- ¥4 
YTub/Kn— ^r)V) 

[0318] mmm 1 6 a 

6-(4-^nn7x -)V) -N- [6- ((y^f;l/T5 J) ^ f)V\ 
-7,8-^b HP-2-t7^I/-/W-3fVTS P 
[ft349] 




###1J4 1^2) Tlf7t6-[(N,N-^^;kTSy)^^ 
;W-7,8-^b Pn-2-t7^l/y7Sy5:ffl^T, MS 



1 H-NMR (CDClg) tf: 2.25 (6H, s), 2.35 (2H, t, J=8. 
1 Hz), 2.86 (2H, t, J=8.1 Hz), 2.99 (2H, s) , 6.35 
(1H, s), 7.04 (1H, d, J=8.1 Hz), 7.40 (1H, d, J=8. 
4 Hz), 7.49 (1H, brs), 7.49 (2H, d, J=8.4 Hz), 7.7 
8 (1H, s), 7.840LH, d, J=8.4 Hz), 8.02 (2H, d, J= 
8.4 Hz), 8.26 (1H, dd, J=8.1, 2.2 Hz), 9. 13 (1H, d, 
J=2.2 Hz). 

7C«*tfffi C 2 5 H 2 4 CI N 3 0 1 LX 

ltffffl:C, 71.85; H, 5.79; N, 10.05. 

HfMfi : C, 71.88; H, 5.67; N, 9.86. 

SI* : 248-249 *C ( JS&fKSffi : B»X^- VA 

VTnbVl^x— fjV) 

mmmi e 5 

4-(4-^nn7x ~ )V) -N- [6- (1- b u V - 

ITS F 
[^3 50] 




##M54T-1#^6-(l-b°n'J Sx— ;P^^;P)-7,8-S/b K 

1 H-NMR (CDC1 3 ) (3*: 1.66-1.91 (8H, m), 2.32 (2H, t, 
J=8.1 Hz), 2.50 (4H,m), 2.70 (1H, m) , 2.80 (2H, 

t, J=8.1 Hz), 2.98 (2H, dd, J=13.7, 12.0 Hz), 3.16 
(2H, s), 4.20 (2H, d, J=13.7 Hz), 6.32 (1H, s) , 

6.32 (1H, s), 6.93 (1H, d, J=8.1 Hz), 7.05-7.30 (6 

H, m). 

TtS^Wffi C 27 H 32 ClN 3 0h LT 

lt»ffl:C, 72.06; H, 7.17; N, 9.34. 

H®WI:C, 72.08; H, 7.23; N, 9.15. 

BUS : 194-195 *C ( ISAttftjK : Stixf^- V4 

VTnbVkx— ^f)V) 

[0319] mmm 1 6 e 

N- [6- ((y^WS7)^ f)V\ -7, 8- V b F u -2-^:7 
^ V - )V\ -4- (4- 7/Wn7x -/ W -1- b^ >Jy>^ /]/ 

[ft 3 5 1 ] 




##M4 1(7)2) Tll«-((N,N-y^f^7S7)^f 



(104) 002-3370 (P2002-33 ! 



;W-7,8-5/b Fn-2-t7^l/y7Sy^S^T, WS 

it* 1 H-NMR (CDC1 3 ) 5": 1.65-1.75 (2H, m) , 1.89 (2 
H, d, J=11.4 Hz), 2. 23 (6H, s), 2.30 (2H, t, J=8.1 
Hz), 2.70 (1H, in), 2.80 (2H, t, J=8.1Hz), 2.94-3.0 
1 (4H, m), 4.20 (2H, d, J=13.4 Hz), 6.30 (1H, s) , 
6.35 (lH,s), 6.92-7.20 (7H, m) . 
UUS : 187-188 °C (|£Afl3£K : tlif/^" >M 

3»J 1 6 7 

N- [ 6- [ ( -J* +)V 7S7)^f;l/)-7,8-ybKD-2-t7 
^ U r-.)i ) -4- (4-^ 7 x — ;P) -1- b°^ V isyfi)V# 

[ft3 52] 




CH 



##M4 ICO 2) TM#3t6-[(N f N-y^f-;l-rSy>^^ 
;W-7,8-5/b Hn-2-t7^l/y7Sy*ffl^T, Hit 

1 H-NMR (CDC1 3 ) 5": 1.66-1.74 (2H, m) , 1.89 (2H, d, 
J=11.7 Hz), 2.28 (6H,s), 2.30 (2H, t, J=8. 1 Hz), 
2.38 (3H, s), 2.68 (1H, m) , 2.80 (2H, t, J=8. 1 H 
z), 2.94-3.02 (4H, ra) , 4.19 (2H, d, J=12.8 Hz), 6. 
30 (1H, s), 6.35QH, s) , 6.93 (1H, d, J=8.1 Hz), 
7.07-7.20 (6H, ra) . 

jtmmm c 26 H 33 N 3 o-o.5H 2 oi: lx 

ftitffi : C, 75.69; H, 8.31; N, 10.18 

Hit : C, 75.44; H, 8.16; N, 10.05 

It* : 200-202 *C ( JgAfl3B& : PSP^/P- 

V7°nb>x-f/l/) 

[0320] mmm 1 6 s 

N-[6-[(^^T5y)^f-;W-5,6,7,8-xf9t Fn 
-2-t7:^l,^/H (l,l'-t'7x^)-2-*;mfS K 

[ft3 5 3] 




6-7Sy-2-(N,N-y^f;l/7 5 J)^^)Vf h7 ] J> 
1 H-NMR (DMS0-d 6 ) : 1.39 (1H, m) , 1.99 (1H, m), 



2,17 (1H, m), 2.42 (lH,dd, J=16.2, 10.1 Hz), 2.78 
(6H, s), 2.88 (1H, dd, J=16.2, 4.5 Hz), 3.06(2H, 
t, J=5.7 Hz), 3.38 (2H, s) , 6.94-7.62 (11H, m) , 7. 
64 (1H, d, J=1.7Hz), 10.11 (1H, brs), 10.18 (1H, 
s). 

BUS : 196-197 *C ( Otii :X?S-)V-Wf81 

X^) 

USSM 16 9 

N- [6- [ ( i?X i-)VT 5 J ) ^ f7W -5,6,7, 8--r h5tb'n 
-2-^ 7 ^ v-jvy^-yjV^n [1 , l'-fc y x ^/W -4-# 

[ft3 54] 

O ^^^^ 




M 



HCI 



§Sftffl42T£l£ L 4 ' - y U- N - [6- [ ( N , N - 
)VT S/)^ ?7W-5, 6,7,8-r- b 7 b K n-2-f7 ^ 
;W(l,l'-h'7x W -4-# if^^r 5 K£ g£»x 
fcSJBU iii*Ji^4N^-»Sx^;W§«^JiiL M 

1 H-NMR (DMSO-dg) 3 : 1.43 ( 1 H, m) , 

2.06 ( 1H, m) , 2.2 1 ( 1H, 
m), 2.45 ( 1 H, m) , 2.79 (6 
H, s ) , 2.9 2 ( 1H, dd, J = l 
6.2, 4.2 Hz), 3.08 (2H, 
d , J = 6 . 4 Hz), 3.33 (2H, 
s), 7.05 (1H, d, J = 8. 4 H 
z), 7.34 (2H, dd, j = 8 . 9 , 
8. 9 Hz) , 7.53 (1H, d, J = 
8.4 Hz), 7.59 (1H, s), 7. 
80 (4H, m) , 8.0 6 (2H, d, 
J = 8. 1 Hz ) , 10.02 ( 1 H, 
s), 10.03 (1H, brs). 

2 4 0-24 5 °C ( JSAflflBK : ^ ^ ^ - 
;l/-ffl«x?7l/) 
[0 3 2 1 ] 1 7 0 

6- (4- 7 /M" n 7 x -/W -N- [6- ( 1- tr a U V—)VA ^)V) 
-7,8-S^b Ho-2-t7 ^l/-/W-3f y7S H JB|g 

[ft3 5 5 ] 




HCI 



(10 5) 002-3370 ( P 2 0 0 2-3 3E_ 



##M54T1#7t6- (1-Ko 'J -7, K 

1 H-NMR (DMS0-d 6 ) ff: 1.70 (4H, m) , 2.26 (2H, t, J= 
8.1 Hz), 2.44 (4H, in), 2. 76 (2H, t, J=8.1 Hz), 3.12 

(2H, s), 3.34 (1H, s), 6.36 (1H, s) , 7.03(1H, d, 
J=7.8 Hz), 7.37 (2H, dd, J=8.4, 7.0 Hz), 7.57 (1H, 

d, J=8.4 Hz), 7. 59 (1H, s) , 8.13-8.42 (4H, m) , 9.1 
9 (1H, s), 10.43 (lH,s). 

Nb£ : 229-231 °C (tgA4b»*S : * 9 S-}V-m$L 
H»J 1 7 1 

6-(4-7/Wn7x -N- (6- (1- b n »J ^-/k* f7W 
-7,8-^t Kn-2-t7^l/-;W-3fyri F H*§ 
®JS 

[^3 5 6] 




##M54T1f 7t6-(l-bu U ;kX?-;W-7, 8-S/b K 

1 H-NMR (DMS0-d 6 ) (3": 2.00 (4H, m) , 2.45 (4H, m), 
2.83 (2H, t, J=8.1 Hz), 3. 05 (2H, a), 3.47 (2H, m) , 
3.88 (1H, s), 6.69 (1H, s), 7.13 (1H, d, J=8.1 H 
z), 7.38 (2H, dd, J=8.9, 8.6 Hz), 7.64 (1H, d, J=l 
0.6 Hz), 7.66 (1H, s) , 8.14-8.42 (4H, m) , 9.19 (1 
H, s), 10.52 (1H, s), 10.60 (lH.brs). 
Mb£ : 245-248 *C (tSA^SFH : X 9 /-JV-WM 

[0322] mmm 1 7 2 

N- {6- [ fv^— h n >f ;W j* -5,6,7, 8-t* N 5 b 
K a-2-^^ ^ kx;p} -4' -7)V^u [l,l'-t'7x — ;M - 

[^3 5 7] 




Hl*M42T»?t 4 ' - 7 U- N - [6- [ ( N , N - is* +)VT 
^J)* &)V~] -5,6,7, 8-t- h7tF U-2-1r 7 9V~)V\ 
(ll'-t^x —JV] -A-fuV^^f 5 F lOOmgSrT-bby 
lOmHdfflBU *»TatfPLfc* 3-^nnigai#l 
(ffiS50£) 86i*g£Jp;i. lMtf L fz . SEE 



1 H-NMR (DMSO-d 6 ) : 1.57 (1H, in), 2.07 (1H, m) , 
2.61 (1H, m), 2.82 (2H,m), 3.04 (1H, in), 3.33 (1H, 

m), 3.48 (6H, s) , 3.56-3.67 (2H, m), 6.55 (1H, 
s), 7.03 (1H, d, J=8.4 Hz), 7.30-7.56 (6H, m) , 7.7 
8-7.85 (6H, m), 8.04 (2H, d, J=8.4 Hz), 10.17 (1H, 

s). 

FABMS(pos) 419.1 [M+H] + 

mmmi i 3 

N- [6- [ ( is* i~)VT 57)^ ~f )V\ -5,6,7, 8-T" h5hpO 
-2--T 7 9 U~?]s) [1, 1 '-b"7 x —)V)-A-X)V^ VT 5 Y 

mm 

[^3 5 8] 




mMMAlCO 2 ) Tmtz6- [ ( N , N- is* &)VT 57)^f 
;I/)-7,8-ytKn-2-t73 ? l/y7Sy (200 mg, 0.72 
mmol) £7-feb— HJ;H30 ml) fcriffiff U*tfTFb Ux 
^;PT5y(0.401 ml, 2.88 mmol), (l,l'-t # 7i-;H 
-A-X)V^—)V9 H U F (200 mg, 0.79 mmol)^JP^. 

3^RSj»fL^ RJ6S*iiBL. K«lxf;k 

;^t*9^o7N/?7^- (I W ; llxf 
;l^:n-^-9-y=33:67) CTftSUCo WfeftfcifittBl 
fc4N<Wt*3^BP:f-;l/*«*aPiM t „ as ^* 

9 j-iv-ww^Mzxm^ lt . maw&m (194 

1 H-NMR (DMS0-d 6 ) 5*: 1.32 (1H, m) , 1.96 (1H, m) , 
2.11 (1H, m), 2.35 (lH,d, J=15.9, 10.0 Hz), 2.74 
(2H, m), 2.78 (7H, m), 3.02 (2H, m) , 6.89 (2H, d, 
J=10.6 Hz), 6.91 (1H, m), 7.40-7.51 (3H, m) , 7.70 
(2H, d, J=6.7 Hz), 7.85 (4H, m) , 9.92 (1H, brs) , 
10.23 (1H, s). 

Il<£ : 168-170 *C ( m&fmM : * 9 J -)V-WM 
FABMS(pos) 421.1 [M+H] + 

[0323] mm\ 1 7 4 

4'-?PP-N-(4-(4-^U V—M 7x-;W(l,l'-t' 
MI3 59] 

--0-C>*irO-0" 

##M 8 9 Tl#fc4 ' - ? n o-N - [4- (4- b^ U is—)V) 7 

x, mmmi 21^2 > t ra«=araw^*ff 3 ^ t: fc j: 



(10 6) #HH2 002-3370 (P2 002-3 3Z 



iH-NMR (CDC1 3 + DMS0-d 6 ) 8: 1.40-1.90 (4H, m) , 2.6 
0-2.90 (3H, m), 3.18-3.28 (2H, m) , 7.19 (2H, d, J= 
8.1 Hz), 7.49 (2H, d, J=7.0 Hz), 7.67-7.75 (6H, 
m), 8.07-8.10 (3H, in), 10.16 (1H, s) . 

Mt£: 276-281 °C (fl*) (tiiAfl38£ : Slxf 

/F) 

mm 1 7 5 

4'-?nn-N-[4-(l-^ -?-;F-4- b°^ D iyx/W 7x-;H 
[l,l'-b*7*— /P)-4-^^-if 5 F 
[ft360] 

mmm l 7 4T#£:4'-y nn-N-[4-(4-tyoj i^x/u) 
7x-;W (l,l'-h*7x-;W-4-*;WtS F 0.17 
g. 37% *;^7;i/ft VA<mm o.05«itJj:t^'¥» 0.5 

■io»&w*, ioo*cT-4B#p«ftL^ asB4r?&a 

y'*y^AT«L. «£ETt=jffiBE*9*Lfc. f#^fx 

iH-NMR (CDC1 3 + DMS0-d 6 ) 5: 1.55-1.80 (2H, m) , 1.9 
0-2.10 (2H, m), 2.22 (3H, s) , 2.30-2.45 (1H, m), 
2.80-3.20 (4H, m), 7.11 (2H, d, J=8.1 Hz), 7.36 (2 
H, d, J=8.1 Hz), 7.50-7.63 (6H, m) , 7.97 (2H, d, J 
=8.4 Hz), 9.79 (1H, s) . 

: 273-277 °C (ft&ftgE ■ IHSx* 

)V) 

[0324] mmm 1 7 6 

^.y i?)V 4- [2- [ [2- (*JX ■f-jUT 5 y )Xf-/F] T 5 

y) -2-^yif ;n 7 i-w;ww - b 

[4fc3 6 1 ] 



###|J 9 0 T*§fc2- (4- [ [ «y i^k**^) #/W*x 
;l)7S7)7x-;l)fti (1.5 g)<7JxF5b FP75 
>- (50 ml)?§MK. N,N-y7f;lXfl/yy'75y 
(0.64 ml). WSC (1.31 g) , HOBt (1.05 g) , fcicV'FLI 
Xf^7S> (2.4ml) ZtttHfz, 2on«aaH¥a, KJGK 

JSlxf^-^fyiOfffeSL, SSiT:^ (1. 
72 g)*»fc. 
ffiU& : 126-127 °C. 
^lifi^J 1 7 7 

N- (4- [2- [[2- (>v< ^-)VT 5 y 7S7)-2 



-^'/xf;H7x-/H [1,1' -b"7 xx;u-4-#/F 
[4t3 62 ] 




HQ 



CH a 



4-t'7x-;l^?14t>I (1.01 g)«f b5tFD77 
y (45 wlDMMIz^ 7jc^Tf^-^'U^yn5-4 F(0.5 

6 ■n*«n r u »«F*9aanifea, sae^au 40 

4HBflH*Ut. RJ^£»WHitHtt;. I?«fl7 
tK075> (50 ml )?£}$£:. ##M9 l"C»fc2-(4 
-7S/7x -/!-) — N— [2- (S^rffTl/T 5 7 ) xf-;W 
T-bFTSF (939 mg) £7)^f F 9b Fay 5 y (45 ml) 

nut us . RjcfKtcftftMr** tatrnm^^x-mm 

AT'fggl^. iMitfc. a$^rl7hFn77ytI 
*»U 4NiSI£-|f«xf7F£Sn;uMgU SSSr^y 
-;F->M yrn^H-f/W OBfe&U *BMfc£ 
ft (750 ig>*»fc. 
It* : 216-217 °C. 

JiiaiON - [4- (2 - { [2 - ( S/y -F;FT 5 y )X^-;W T 5 
y}-2-^VXf/W7xX;H (l,l'-t'7x-;M 
-*jmy7S F taysia (100 mg) £ttfflff*;fc&jg 
*»U fN5tKD75y-ftSxf;l/ (1 : 1) ftS fctj L 

fc . jmm&mte&xr&m l . mm- f y -7 at« 

flfflfc* «BI&lyfc. S§*^^7-;l-y4y7ot;lx 
-W^SSftl, aWMt^BKO^'J-JB** (56 m 

It* : 228-229 °C. 

[0325] mmm i 7 8 

^y 4- [[4- [2- [ [2- (yyf;l/7 5 y)X^;L-] 
7S7)-2-^yxf;H 7-uy)*;Ft-;i/-i- 
ty< u i^y #/f*'3t >- is— F 

[4^3 63 ] 




l-(«y> ? /F^-^riy)^;^x^]-4-b^.>Ji/y^;l' 

(290 «g)«fl7tKD77y (10 ml)^M 
tC. 2-(4-TS 77x-/W-N-(2-(yyf;17S 
7)Xf;t/)7-bb7S F (221 mg). WSC (249 mg). 1- 
b Fcrdfy^yy'F 'J 7V'-;l (199 mg) s F 'jxf;l 
757 (0.4 ml). fcj:t/'yyf;l75/t"ijyy (244 
ag)itol20tffiSmi,t:. Rl6«**(cft(t, ilx 
WCttiiJU *KUH£*, I&WSW*. tfiftJEiS*f 

mfttfc, mm-rho^^Tmm, mmt, assy 



(10 7) 002-3370 (P2002-3 37e 



fl^ft(230 

St* : 169-170 °C. 

H»J 1 7 9 

N- [4- [2- [[2- (SAX f7^T 5 y)xf;l/) T 5 y ] ~2 
yxf;H 7x-;l/)-3-(3-(2-t7 - 1 , 
2,4- ^-^^f yTVwP -5-^;t/)7nA°y7SF 
[ft3 64] 

3-(3-(2-t7f^)-l f 2,4-^yr/^-5- 
-f;Wru^°y^(268rag)^DMF (5 ml)?§ffit. 2- (4- 
7 5 77x -N - [2- ( yy ^;l^T 5 y ) X?7W T 
-fehTSP (221 rag). WSC (249 rag). 

yyi'jrywi/ (199 mgh Mixers > (0.4 m 

1). fci^Vy^;PT5yb°U^> (244 mg)S:JPx5B§ 

9HBU »££y^y-/PJ;Dff 
teAU ffflMfc^ft (166 ng)ft»fc. 
HUS : 173-174 °C. 

[0326] mmm 1 s 0 

N- [4- [2- [[2- (SAX fvPT 5 y )xf*;H 7S7)-2 
- >f df yxf/i/) 7x^)-2-(4--bn7x T 

[ft365] 

A--hXjy x.-)mm (181 mg)tfDDMF (5 
2-(4-7S77x -/P) -N- [2- ( ; JX -f-)VT S7)X 
f/WTtbrS F (221 mgh WSC (yU— # ; 0.23 m 
1), 1-b Fn^yKyVFUTV-/!- (199 mg). fcj; 

tf^f/L'TSyfyyy (244 mg)£lra£4H*lsiHgffL 
«ffo*«*Ti!fe»ufc. raw- 

W»ffc£* (80 mg)£f#*:. 
MjS : 160-162 "C. 

mmm 1 s 1 

( E ) — N— [4- [2- [ [2- (v* ^;WT 5 7 )Xf;W T 
5 y] -2-^yxf;H 7i-;H -3- [4- (4-y F 
Jfy7sy^i/)7x-;H-2-7W!y7i F 
HL3 6 6] 




(E)-3-[4-(4-^ h^y7x7^fy)7x-;W-2- 
7'n^yi (270 mg) tfODMF (5 ■l)«fMfc, 2-(4~T$ 
77x ~/k) -N- [2- (is* ^/PT 5 7 >x^-;t/J T-fe F 
7 5 F (221 mg). WSC fls ; 0.23 ml). 1-b F 

o^y^yVMJ TV— (199 mg) , F V Xrf-)VT 5 
y (0.14 mO&it^y^/KTS yfUiy'y (122 mg) 
*Jn;l24l$IBHIfPLfc. RJGSi*;fcfc:*(t, litxf^ 
-fh7hFn77> (l:l)T"fflffiU ft 

;FTiftitU Mftettl (227 mg>£#*:. 
BUS: 175-177 °C (4MB) ■ 

[03 27] ISYcommm 182^HL198 tfBlfcO 
ft^Blll. WfiMl 8 1 tmmzLXWSkLti. 

mmm 1 s 2 

4-(3-(l-^yV77y-2-'f;W-l,2,4-^ty 

TV— ^-5--<;W-N-[4-[2-[(2-(>>'y^;PTS 
y)xf-;W 757) -2-^VXf;H7xx;H ^ y 
T5 F 
C-ft3 67] 

St* : 161-163 "C. 

&i&W&: yMVTntA'X-f^. 

£tfcHl8 3 

N - (4- (2- ((2- (yy f ;l/7S 7)xf ;l) 75 7]-2 
-tJfyif;U7xX/W-3-^ h^y-4-(2-^y 
'J-;M h^y)\yX7S F 
[f3 68] 




St* : 209-210 °C(4HB). 
?ft#?§M : >M yrobVWx— 7^. 
HJSM 18 4 

3-(l-(2,4-y?OD'<.yyW-lH-^F-/H 
-> f;W-N-[4-[2-([2-(^'y f;l/75 7)xf;l)7 
S/)-2-^Vxf;l)7x-il) 7oy\V7S F 
[4"fc3 69] 




ci 



St* : 123-125 °C 

: -J A vrowx-f/i-. 

[0328] Ute^J 1 8 5 

N-[4-(2-([2-(y^f;l/7S7)xf;W7S7]-2 



(10 8) #HB2 002-3370 (P2002-33 



-^yif;i/]7i~;i/]-i-<>-y'f*7iy-2- 

[1L3 7 0] 



uonr- 



M* : 186-187 °C (.ftffl) . 
^ftf^J 1 8 6 

2- (2-0-^7 x-;l-) -N- (4- [2- [[2- (yyf 
;l-7 S 7 )xf ;|/) 7 S /) -2-*#yxf ;H 7i-/H 
T-tehTS H 
[ft371] 

H 



1* : 115-117 °C. 

mmm i s 7 

2- (3, 4-So< h^i/7x«;W -N-[4-[2-[[2-(5/ 
y 5 y T 5 J ] -2-:*3f V^^/W 7 x 

[ft372] 

OH, 



H 



OH, 



St* : 123-124 °C. 

IftSAflHS : * 9 J-)V-¥4 yrobV^f/K 
[0329] HflSffl 188 

n- [4- [2- [[2- (yy f*^r sy)xf;n r 5 y ) -2 
-^-^yx^;W^:c-;W-2-(5-y h^-2-y^ 
/I — 1H— y F— /J>— 3— -f ;W T-fe h7SH 
[ft373] 




: 125-126 *C. 

IftSAftHK : y y y-/j>->M yrotw^. 

HJfcM 1 8 9 

N- [4- [2- [[2- (¥* ^/PT $y)xf;l/] 7S7)-2 
yxf;W 7x-/W-4- (1H- >f y K-/P-3- 

[ft3 74] 



CH 3 



Bl* : 132-133 *C. 
WfrfflBk: ¥4 yrntv^x— 
UttW 19 0 

N— (4 — [2 — [ [2— (S^'y f*/J>T 5 y ) x^;W T 5 y ] -2 
-t^yx 7 x ~/ W 7 o [2 , 3 - f ] [ 1 , 3 ] K y y ¥ 

[ft3 75] 




CH 3 



Vo 



N 



fflbS : 173-175 *C (Ml). 

¥4 yy°nb°;px— f7P. 
[0 3 3 0 ] HtfeM 1 9 1 

4-((l,l'-b"7iX/l/)-4--f;M b^f^)-N-[4- 
[2 - [ [2 - ( ¥* ^)VT 5 y ) xf;l/) 7S7)-2-^y 
xf;i/)7x«;i/)^yX7S K 
[1L3 7 6 ] 





dn 3 



BtS : 204-208 °C. 
SSttWl 9 2 

4- Kyy^ 5 y ) -n- [4- [2- [ [2- ( s^y 

XT 5 K 
[ft3 77] 



r CH 3 



MUS : 220-221 °C. 

y^yrntVkx^r/k 

mmmi 9 3 

N- (4 - (2 - ( (2 - (y7 f ;l/7 S / ) xf ;W 7 S 7 ] -2 
- ^ yxf;W 7 x —;l>] -4' - y h 3f ¥ [1 , 1 ' - t: y 

-4-#/l^^3 F 
[ft3 7 8] 



(10 9) 002-3370 (P2OO2-330 



,-Cnr 



N 



° ~v 



Hftj£ : 196-198 *C 
[03 3 1 ] SUftffl 1 9 4 

N- [4- [2- [[2- (S>\* iM/T 5 J 75/1-2 
y xf;W y x - 9, 10, 10 - f V ^^V -9, 1 
Kn-iOA 6 -^^^yT-y-3-^;k^^ 

[ft3 7 9] 




A. Jl^ o CH S 



St* : 162-163 °C (#»>. 
H W^J 19 5 

(^yy/W^fy) -N- (4- [2- ( [2- i}J*+]VT 5 7) 
x^/iy] 7S/] -2-*^yxf;l/) y x \yxr 

[^3 8 0] 



,-Chi, 



CH, 



M* : 190-192 °C (4MB). 
H»J 1 9 6 

4— /P-N-(4-[2- ((2- (Wf ^7$y)X 
f-fl'] T S y ] -2 - V X^-;W 7i-;l/]\yXTS 
K 

[1L3 8 1 ] 

J. 



urf 



HuS : 173-175 °C (4MB). 
[0332] Stffcffl 1 9 7 

N - (4- [2- [ [2- ( yy -f-)VT 5 y 75y)-2 
yxf/k] 7x-;H- 5-y f-;P-3- (4- h° >J 

^)-lH-fc°U-;U-2-#^tf'^S K 
[fl:3 82] 



Si£: 215-218 °C (4MB). 

: iM VTobVlxX— 
HitMl 9 8 

l-(3,4-y?OD<yyW-N-(4-(2-((2-(W 

ifvi-r s y )x^-/H rsy)-2-^ yxf;n 7i- 

[-ft!383 ] 



H 



II*: 182-183 *C (Ml). 
[0 3 3 3 ] 1 9 9 

4- (4-^ b 7 ) -N- [6- ( 1- b° n U y^;^^ ^;b) 
-7 , 8- is b b* n-2-^ 7 9 V -/|y] -1- b^s y ^ y #^jj«f 

[^3 84] 




juocro 



##M54Ti#^6-(l-bnU i^/kXfvW-7,8-^h F 
o-2-t7y'l/y75yS:ffi^T, »4W9 9t[5[«^ 

1 H-NMR (CDClg) 5-: 1.61-1.91 (8H, m), 2.31 (2H, t, 
J=8.1 Hz), 2.54 (4H,m), 2.73-2.81 (3H, m) , 2.98 

(2H, t, J=7.8 Hz), 3.16 (2H, s), 3.79 (3H,s), 4.20 
(2H, d, J=13.1 Hz), 6.31 (1H, s) , 6.36 (1H, s) , 

6.86 (2H, d, J=8.6 Hz), 7.06-7.20 (5H, m) . 

Bl* : 175-176 *C ( ffi^mM : Stixf^- VA 

yTubVbx— f)V) 

m$mi2o 0 

4' - X b ^ x-N- [6- (1- b° n >J ~ /kX -f ;]y) -5-^ fvP- 
7,8-ytF u-2-^:7 ^ [1 , 1' - 1'7 x -/M -4-* 

[^38 5] 




##M 6 9 Tn^tifz5-^ (l-bu 'J ^;t/^ 
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1 H-NMR (CDC1 3 ) 5": 1.78 (4H, m) , 2.10 (3H, s) , 2.3 
7 (2H, t, J=8.1 Hz), 2.53 (4H, m) , 2.76 (2H, t, J= 
8.1 Hz), 3.28 (2H, s) , 3.87 (3H, s) , 7.01 (2H, d, 
J=8.6 Hz), 7.27 (1H, d, J=7.8 Hz), 7.46 (1H, d, J= 
7.8 Hz), 7.48 (1H, s) , 7.57 (2H, d, J=8.6 Hz), 7.6 
6 (2H, d, J=8.4 Hz), 7.81 (1H, s) , 7.92 (2H, d, J= 
8.4 Hz). 

TcSihWfi C 30 H 32 N 2 O 2 tLT 
fftffl : C, 79.61; H, 7.13; N, 6.19 

mmm ■. c, 79.35; h, 7.28; n, 6.24 

HbS : 179-180 *C (ttAftSU : ilxf/^- 
[0 3 34] MSM2 0 1 

4- (4-;* h is 7 x -N- (6- (1- bu »J ^-)V) 
- 5-X f-/P-7 ,8-^'b F n-2-^~ 7?U -)V] -l-b-\ y ^ 



Hb386] 




###|J 6 9 t*f§£*ut5-;rf ^;P-6- (l-b°u y 

1 H-NMR (CDC1 3 ) S: 1.67 (2H, dd, J=13.4, 4.0 Hz), 
1.78 (4H, in), 1.89 (2H, d, J=11.4 Hz), 2.07 (3H, 
s), 2.34 (2H, t, J=7.5Hz), 2.52 (4H,m), 2.68-2.73 
(3H, m), 2.98 (2H, t, J=7.5 Hz), 3.26 (2H, s) , 3. 
80 (3H, s), 4.20(2H, d, J=13.4 Hz), 6.36 (1H, s) , 
6.86 (2H, d, J=8.4 Hz), 7.12-7.20 (5H,m). 
TcXiMfflt C 28 H 37 N 3 0 2 hLT 
ftJtfl : C, 75.13; H, 8.33; N, 9.39 
UMI : C, 74.96; H, 8.14; N, 9.10 
«WS : 163-164 °C (|£Afl3B*l : »&Xf7l— >M 

HJSM2 0 2 

4' -7 /M-n-N-;* f^-N- [6- (1-b n U ^"/^ - 
[ft387] 




##M9 5 T1#A>^N-^^-6-(l-bo U J^/kXf- 
;W-7,8-^b Kn-2-t7?l/y7iy ~tsKS£ffl 
^T. HMMlt^S^lf^^tf^^t^iO. SUM: 

1 H-NMR (DMS0-d 5 ) d: 1.92-1.98 (4H, in), 2.39 (2H, 
t, J=8.1 Hz), 2.73 (2H, t, J=8.1 Hz), 3.00 (2H, 
m), 3.35 (3H, m), 3.44 (2H, m) , 3.83 (2H, d, J=5.6 

Hz), 6.62 (1H, s), 6.92-7.01 (2H, m) , 7.11 (1H, 
s), 7.26 (2H, dd, J=8.9, 5.6 Hz), 7.38 (2H, d, J= 
8.1 Hz), 7.55 (2H, d, J=8.1 Hz), 7.69 (2H,dd, J=8. 
9, 5.6 Hz), 10.60 (1H, brs) . 
FARMS (pos) 441.2 [M+H] + 

[0 3 3 5 ] HJ4M2 0 3 
N- [6- [ ( SAX ^JVT 5 J ) * *)V\ -5-b 
-f h7tFn -2--T 7?V — )V\ -A- (4- 7 )Vi$ n7x- 
;W-l-b°^y ^>#;l^3^5 K 

[ft388] 




##M 9 7 Tl#^fL7t4- (4-7 /M"U 7x^/1/) -N- (5-^t 
3f V-5, 6, 7,8-r I- 7 b K n-2-^ 7 9 b°^ 'J 

y>^;^mS F (1.00 g, 2.73 mmol ) coxh^b 
FH77V (10 ml) fcT-feh — MfJl' (10 ml) jft^jg 
JKtN, N-Wf/Wf l/Vm-W^nU H (63 

8 mg, 6.82 mmol) £J[J;u ^TlHISHtfFUfcft. S 

9 J-)V (15ml) IdSfrU *^TTvK»^^^«^b 
y^7A (103 mg, 2.73 mmol) *J|Pi.TlftBlfllfFLfc 

ilxf/k^ Lfcft. *»t 4 a^*»ffctf- b 'J ^ 

^P7f/77^ (SIM;ilxf;W tcj; 0 
(231 mg) £#Jto 

its : 160-163 °c (mskfcmm ■. iixf^- n ^ 
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FAB(pos) 426.3 (M+H) + 

mmm2 0 4 

N-(6-(2-(l-UniJy- ;Hxf;l/)-7,8-yh F'o 
7^1^— ;F )(i,i'-h'7x^;H-4-*;i/^tS F 
[ft3 8 9] 




###0 1 0 3Tif fe^N-(6-[2-(l-fOlJ j;^)lf 
/W-7,8->?b F n-2-t - 7 ? U—JV] T-fe NTS F (98.0 
mg, 0.345 ramol) (2 ml) SrJlli.. 1 0 0*C 

T16Bfr H im#L5t^. »»£«EETW*Lfc. »(l 

Lfc. »4>*Ufc«MBIij (79.0 mg, 0.326 mmolh [1,1'- 
b'7i-;l/)-4-^/lt>>! (64.6 mg, 0.326 mmol) fcD 
MAP (39.8 mg, 0.326 mmol) «y^f )l/*;l-A7S H^f 
JS (1.5ml) t^TT'WSC (62.5 mg, 0.326 mmol) £ 

y *? j±7kMM t ffia&mxrafm l . 

/Fx-^;F ( 1 : 5 ) tci LT. ^ffi-ft^ 

(36.8 mg) 

iH NMR (DMS0-d 6 ) : 1.67 (4H, m) , 2.23 (2H, m), 
2.34 (2H, m), 2.46 (4H,m), 2.57 (2H, m) , 2.75 (2H, 

m), 6.24 (1H, s), 6.98 (1H, d, J = 8.1 Hz), 7.40- 
7.59 (5H, m), 7.76 (2H, d, J = 7.5 Hz), 7.82 (2H, 
d, J=8.4 Hz), 8.05 (2H, d, J = 8.4 Hz), 10.19 (1H, 

s). 

Mt£: 184-186 °C ( feJMSfi* : Wfcx*A-->f V 
Tub/Fx— =ftV) 
FAB(pos) 423.2 [M+H] + 
[0 3 36] HJ56M2 0 5 

4 ' - 7 /k* a -N- [6- [2- ( 1- h"D 'J Xf-/F) -7 , 8- i? 

t Fn-2-t 7 ^ V—)V\ (l,l'-t'7i —M 
-9-5 F 
[IL3 9 0] 




10 3 T1# fefifcN- [6-[2- (1- b°n U >>x/p) x^- 
/H-7,8-ytN'a -2-t7^l/-;W7-bb7SH (98. 



0 mg, 0.345 mmol) tC^Mg (2 ml) itiUZ.. 1 0 0°C 

t i emmmn l *«fc«EETS* L>t . 

L£. (79.0 mg, 0.326 mmol). 4'-7 

Wn(l,l'-t'7i-/H-Wt;yl (64.6 mg, 0.3 
26 mmol) fcDMAP (39.8 mg, 0.326mmol) 
)VJ±T^Y\Wk (1.5 ml) (CzK^TT'WSC (62.5 mg, 0. 
326mmol) ZtUZ. . MMX' 1 BIBHMfLfc. KJSMtP 

mx^t an*.*!** 'j ^^*»?Kt«ftiiws*"raE» 

fc. ff^ft^SS^T/FS^^A^UvF^^M- 

fc-f yrne*i-f^ ( 1 : 5 ) (Cfc L*£\ 
»ffc^r (75.1 mg) £f#fc. 
iH NMR (DMS0-d 6 ) $ : 1.68 (4H, m), 2.23 (2H, m) , 
2.35 (2H, m), 2.50 (4H,m), 2.59 (2H, m) , 2.75 (2H, 
m), 6.24 (1H, s), 6.98 (1H, d, J = 8.1 Hz), 7. 34 
(2H, m), 7.56 (2H, m), 7.81 (4H, m) , 8.04 (2H, d, 
J = 8.4 Hz), 10.19 (1H, s). 

BA: 187-189*C ( ttAfldHK : tSxf/l,- A V 7° 

FAB (pos) 441. 3 [M + H] + 
MSM2 0 6 

4 ' - ?on-N-(6-[2-(l-b°u U -/'x;Wxf;l/)-7, 8- 
F n-2-^7 ? F--;F) [1, l'-h'7x-;l)-HM 
^r-f 5 F 
Ut3 9 1 ] 




0 3T-f#feiX7tN-[6-[2-(l-b°ny^x^)x^ 
;W-7,8-y"h -2-t7^F-W7-bh7S F (98. 
0 mg, 0.345 mmol) IZffll&M (2 ml) £JD*., 1 0 O'C 

»u f y 7At«i^, *§«£mj±t@* 

L£„ %totlfdMim (79.0 mg, 0.326 mmol). 4'-? 
no(l,l'-b'7i-;H-HMyl (64.6 mg, 0.326 
mmol) hDMAP (39.8 mg, 0.326 mmol) COi/ ^^)Vt^)V 
A7S Fj§7$ (1.5 ml) fczJ^TTWSC (62.5 mg, 0.32 

6 mmol) ItDnz-. SfiTlBRHHfPLfc. £U&K£BHK 

u *i*i«is^Fy^AT-^m, jffiatt«ffire*L 

(Bffi»*t ; tlxf/W fci"9*KHUT, Mxf;l 
is-f V7-nb7lx-T7F (1 : 5 ) fcj; 9fb v 5fcfc LT, 
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SMMfc^W (78.4 mg) 

iH NMR (DMS0-d 6 ) (5": 1.67 (4H, m) , 2.23 (2H, m), 
2.34 (2H, in), 2.45 (4H,m), 2.57 (2H, m) , 2.75 (2H, 

m), 6.24 (1H, s), 6.98 (1H, d, J = 8. 1 Hz), 7. 55 
(4H, m), 7.80 (2H, d, J=8.4 Hz), 7.84 (2H, d, J=8. 
4 Hz), 8.05 (2H,d, J = 8.7 Hz), 10.20 (1H, s) . 
HbS : 207-209°C ( tSAfc&gg : X^;b i V T 
n bVU-x— ^f;P ) 
FAB (pos) 457.2 [M+H]+ 

[0 3 3 7] *»W2 0 7 
4'-y77-N-(6-((y^ f ;l/7 5y)^f /l/)-5,6,7,8-f 
b^b Ko-2-t7^^.-;H (l,l'-t'7x^)-4-^ 

[ft392] 




N- [ (6- T 5 7-1 , 2 , 3 , 4-x b7bF y ^ U - ;W 

^^;W-N,N-^ ^7l/TSyi:4 , -^Ty [l,l'-t'7x 

!H NMR (CDC1 3 ) 1.42 (1H, m) , 1.95 (2H, m) , 2.2 

6 (6H, s), 2.24-2.46 (3H, m) , 2.84-2.95 (3H, m), 

7.10 (1H, d, J=8.4 Hz), 7.30 (1H, m) , 7.46 (1H, 

s), 7.74 (7H, in), 7.98 (2H, d, J=8.4 Hz). 

Rftj£ : 183-185°C ( tthHrftiffiHE : @tKx^/b~ -f V7° 

n b7kx— t-;p ) 

FAB (pos) 410.2 [M+H]+ 

3»J2 0 8 

N-(6-(2-(y^f;l/7$y) X^;l/)-7,8-^b Pn-2-f 
y ^ U -/W (l.l'-hyx ~ /W -4-#/t^^ 5 b 




10 4 T1# feftfcN- [6- [2- ( f7l^T 5 / ) 
;H-7,8-ytPn-2-t7?l/-;W7-feb7S b (57.5 
mg, 0.223 nnnol) tJligffi (1.5 ml) SrJPX.. 100 

Lsto 1#&ftfc«M#fel (30 mg, 0.139 mmol) s [1,1' -h* 
7x^/H-4-*/^>l (30.2 mg, 0.139 mmol) t DMA 
P (16.9 mg, 0.139 mmol) V)i/j<^)V^)V2±Ti 



(0.7 ml) tC/JCtfTPC WSC (29.2 mg, 0.139 mmol) £ 

JtiM7/^t*7A^n7b^77^ (SHffi§ 
«;M*x*;W tiOWMLT. SHftx^fc^VT" 
nbVl^x-x^ ( 1 : 5 ) "5»*i: LX , mmit^ 
m (12.4m) 

iH NMR (CDCI3) 5*: 2.29 (8H, m), 2.41 (2H, m) , 2.4 
6 (2H, m), 2.84 (2H, t, J = 8.1 Hz), 6.24 (1H, s) , 
6.98 (1H, d, J = 8.4 Hz), 7.34 (1H, m) , 7.41 (1H, 
d, J = 6.9 Hz), 7.46 (3H, m) , 7.63 (2H, d, J = 7. 
2 Hz), 7.71 (2H,d, J = 8.4 Hz), 7.77 (1H, br) , 7.9 

4 (2H, d, J = 8.4 Hz). 

: 148-150°C (tSAfl^HK : llxf/lz-^f V7° 

FAB (pos) 397.2 [M+H]+ 
[0 3 38] 0 9 

N- [6- [2- ( ^y fVkT 5 J ) xf^M -5,6,7, 8-r b 5 b 
b u-2-^y ?\s~)V\ [l , r -b"7 * xao -4-#;b#W 

5 b 

[ft3 94] 




mm\ 208 Tt# ^ ftfcN- [6- [2- (^f^rs/) x 

f-; W -7,8-5/b Fn-2-f7?l/ x;k] (u'-t"7x^ 
;W-4-*;l/^f S P (20 mg, 0.050 moDkrtyi/*? 

i^-mm (10 mg) <nx9j-)vm& (5 mi) &7ks# 

vh/77^ (SM^M ; ilxf;W fc: ± 0 fRS L 
ftSxf/Pt^fy (1 : 3) fc«t0»*i:UT. 
i£jH^% (4.0 mg) 

*H NMR (CDC1 3 ) ff: 1.60 (4H, m), 1.92 (1H, m) , 2.2 
6 (6H, s), 2.42 (3H, m) , 2.84 (3H, m) , 7.06 (1H, 
d, J=8.1Hz), 7.32 (1H, m) , 7.46 (4H, m) , 7.63(2H, 
d, J=6.9Hz), 7.72 (3H, m) , 7.94 (2H, d, J=8.1Hz). 
Rb5 : 112-1 14°C ( m&R&m : ilxf/l- A 7 ? 

FAB (pos) 399.2 [M+H]+ 

mm\2 1 0 

4'-^on-N-(2-((y^f/P7Sy)^ -3, 4- ^b b 

0-2H-1 , A-^yx^^jy-e-A ;H(i,r-t'7x« 
;b]-4-#/b;tf^T5 b 

[ft3 95] 
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###IJ 10 5 Tn Z>tltt-T 5 J-2-{V* i~)VT 5 J) 
^^-l,4-Oy^^^>$rffl^T. HJfeMlt|5l 

1 H-NMR (CDC1 3 ) 2.33 (6H, s) , 2.44-2.65 (2H, 
m), 3.15-3.21 (1H, in), 3.41-3.46 (1H, m) , 3.87 (1 
H, brs), 4.24-4.26 (1H, ra) , 6.61 (1H, dd, J=2.5, 
8.6 Hz), 6.81 (1H, d, J=8.6 Hz), 7.28 (1H, d, J=2. 
5 Hz), 7.43 (2H, d,J=6.5 Hz), 7.54 (2H, d, J=6.5 H 
z), 7.64 (2H, d, J=8.4 Hz), 7.71 (1H, s),7.90 (2H, 

d, J=8.4 Hz). 
IJ[j£ : 227-230 °C «S B H B ^§« : i?A 

[0339] mmm2 1 1 

4 ' -X h =*r S^-N- [6- [ (4-^ ~f)V-\- b°^ 7 i?—)V) A ^)V\ 
-7, 8-^b K U-2--T 7 9 \/—}V) [1 , 1 ' - \z7 x -/W -4- 




##^J 10 6 T'1i*6- [ (4->* ^;l/-l- b^ 5/-/P) ^ f- 

iH NMR (CDC1 3 ) S: 2.31 (3H, s) , 2.33 (2H, t, J=8. 
1 Hz), 2.49 (8H, bs),2.84 (2H, t, J=8. 1 Hz), 3.07 
(2H, s), 3.87 (3H, s) , 6.36 (1H, s) , 7.00-7.03 (3 
H, m), 7.36 (1H, d, J=8.1 Hz), 7.51 (1H, s) , 7.58 
(2H, d, J=8.4 Hz), 7.67 (2H, d, J=8.4 Hz), 7.78 (1 
H, s), 7.91 (2H, d, J=8.4 Hz). 
BUS : 208-210 °C (|£Afl3B*l : »&Xf7t-) 

mmm2 1 2 

6- (4-^ b^y7x — /l/)-N- (6- [ (4-* f^Wl-fc^ zs 
-)V) * *i\A -7 , 8- V t Y n-2-^ y 9 U W - a ^ y 

[ft3 9 7] 




##W1 0 6Tf#fe6-[(4-^^-l-b°^^^-;P)^f- 
;W-7,8-S^b Ko-2-t7^1/y7$y^ffl^T, HJfe 

*H NMR (CDC1 3 ) 2.30 (3H, s), 

2.33 (2H, t, J = 8. 1 Hz), 
2.47 (8H, bs) , 2. 84 (2H, 
t, J = 8. 1 Hz), 3.07 (2H, 
s ) , 3.89 ( 3H, s ) , 6.3 6 (1 
H 3 s), 7.01-7.04 (3H, m) , 

7.37 (1H, d, J =8.1 Hz), 
7.49 (1H, s), 7.78-7.81 
( 2H, m) , 8.0 3 ( 2H, d, J = 
8. 4 Hz) , 8.2 1 ( 1H, dd, J = 
2.1 Hz, 8.7 Hz) , 9.0 9 (1 
H, s ) . 

It£: 2 3 5-2 3 7 °C (mUMMSt : iSxf 
)V) 

[0340] H»J2 1 3 

N-(4-^f^-3-(l-t°n U it~)Vy<^)V)-2U-7n?t y-7 
-A )V) [ 1 , 1 ' - h'7 x ~M -4-# )V ^ 5/ T $ K 
[^3 9 8] 




##M1 0 7Tf#^4-^^;P-3-(l-b°nU^-;^^ 

*H NMR (CDClg) <5-: 1.77 (4H, s), 2.05 (3H, s) , 2.5 
1 (4H, s), 3.25 (2H, s) , 4.74 (2H, s) , 7.14-7.50 
(6H, m), 7.63 (2H, d, J=7.2 Hz), 7.71 (2H, d,J=8.4 
Hz), 7.79 (1H, s), 7.94 (2H, d, J=8.4 Hz). 
JBjH : 176-178 *C ( *MW^« : lixf^- VA 

mm\2 14 

4'-^ h^i/-N-[4-^f;k3r(i-tn»J y^;^^;W-2 
H-^n^y-7-^H(l,l'-t'7x — /W -4-# ;P ^ ^ T 

[ft399] 
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###IJ 1 0 7T1#^4-^ ^;P-3-(l-b 0 n U /kXf- 

fc. 

l H NMR (CDC1 3 ) 5": 1.77 (4H, s) , 2.05 (3H, s) , 2.5 

1 (4H, s), 3.25 (2H, s) , 3.87 (3H, s) , 4.74 (2H, 

s), 7.01 (2H, d, J=8.7Hz), 7.14-7.31 (3H, m) , 7.5 

7 (2H, d, J=8.7 Hz), 7.66 (2H, d, J=8.4 Hz), 7.89 

(1H, s), 7.91 (2H, d, J=8.4 Hz). 

St* : 195-197 °C ( J£A43ffiK : WM^fr- 'J A 

V7°Dt°;l/X-f/I/) 

[0341] mm\2 1 5 

N-(4-^f/k3-(l-to V 'J~)V* ^;k)-2H-^n^ y-7 
-^(;H-6-7x^nfy75 H 
[ft400] 




###0 1 0 7T > 1#5t4-^^;W3-(l-t°o U 
;W-2H-^n^y-7-rsy*fflv^T, *J*#U tmM?) 

fc. 

!H NMR (CDClg) 5: 1.77 (4H, s) , 2.05 (3H, s) , 2.5 
1 (4H, s), 3.25 (2H, s) , 4.74 (2H, s) , 7.14-7.28 
(3H, m), 7.47-7.54 (3H, m) , 7.81-7.87 (2H, m) , 8.0 
6 (2H, d, J=8.4 Hz), 8.27 (1H, d, J=8.4 Hz), 9.13 
(1H, s). 

It* : 192-193 *C ( tS&H3m ■ »BP^/P ) 

mmm2 1 e 

6- (4-;* b * 7 x -/H -N- [4-J* f-;l/-3- ( 1- b°U V 
;^^;W-2H-^n^y-7->f ;W -nfyrSF 
[^4 0 1 ] 




###|J 1 0 7Tl#3t4-^f7l^-3-(l-h°n U 



fc 0 

iH NMR (CDC1 3 ) ^ : 1.77 (4H, s), 2.05 (3H, s) , 2.5 
1 (4H, s), 3.25 (2H, s) , 3.89 (3H, s) , 4.74 (2H, 
s), 7.03 (2H, d, J=8.7 Hz), 7.14-7.26 (3H, m) , 7.7 
5-7.81 (2H, m), 8.03 (2H, d, J=8.7 Hz), 8.21 (1H, 
d, J=6.6 Hz), 9.09 (1H, s) . 
HU5 : 201-203 °C ( tgfirfmM : Mxf^ ) 
[0342] HSH3AJ2 1 7 

N-[4-^^-3-(l-b°u V i/~)V*^)V)-m-?U?l y-7 
-A )V\ -4- y x. -)V-\- b 0 ^. "J /l^^^r yTSK 
[^4 0 2 ] 




##M1 0 7Tf#^4-^^;P-3-(l-b°nU^-;^^ 
;W-2H-? y-7-T 5 V Srffl^T . Hife^J 9 9tRI 

Wz. 

X H NMR (CDCI3) ^: 1.72-1.95 (8H, m), 2.03 (3H, 
s), 2.54 (4H, s), 2. 63-2. 76 (1H, m) , 2.95-3.00 (2H, 
m), 3.27 (2H, s) , 4.19-4.23 (2H, m), 4.70 (2H, 
s), 6.39 (1H, s), 6.83 (1H, s) , 7.01-7.32 (7H, m) . 
MUS : 125-127 *C (^SkimU : SBfcX^A^^M 
VTnbVI^X— 
H*W2 1 8 

4- (4-^ b ^ ^ 7 x -/W -N- [4-^ f-/l^3- (1- bf n 'J 
-2H-? y-7--f ;W -1-b 0 ^ U 5; 

Ut4 0 3 ] 




##M1 0 7Tt#7t4-^^-3-(l-b°nU 

/W-2H-? y-7-T 5 > Srffii^T „ 9 9 fc nW. 

iH NMR (CDClg) a: 1.63-1.91 (8H, m), 2.02 (3H, 
s), 2.49 (4H, s), 2.61-2.71 (IH, in), 2.93-3.01 (2H, 

m), 3.23 (2H, s) , 3.79 (3H, s), 4.16-4.21 (2H, 
m), 4.69 (2H, s), 6.34 (IH, s) , 6.82-6.91 (3H, m) , 

6.99-7.02 (1H, m), 7. 10-7. 15 (3H, m) . 
WjH : 144-146 °C (^itmm : BtKx^;P-n-^ 

[0343] mffiM2 1 9 
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N-[4-^ -f-JV-3- (4-^/1^ U -2H-? y-7 

[^4 04] 




Jiff *tf 3 ^ fc t J: 0 . afflfc^£*fi»*fc LT# 

iH NMR (DMS0-d 6 ) ff: 2.01 (3H, s) , 2.37 (4H, s), 
3.32 (2H, s), 3.57 (4H,s), 4.63 (2H, s) , 7.23 (1H, 
d, J=8.1 Hz), 7.38-7.54 (5H, m) , 7.76 (2H,d, J=7. 
5 Hz), 7.84 (2H, d, J=8.1 Hz), 8.04 (2H, d, J=8.1 
Hz), 10.27 (lH,s). 

It£ : 162-164 °C (JSiMlSil : igxf^- i?j 
3»J2 2 0 

4 ' b 3f S/-N- [4--X f7W3- (4-=e 'J -2 
f j\A [l,l'-t'7x -4-#;WWf S^T 

[ffc4 0 5] 




;W-2H-^n^y-7-T5>-SrfflV^T. Hffcfflll £^]«£0 
fc. 

iH NMR (DMS0-d 6 ) £ : 2.00 (3H, s) , 2.37 (4H, s), 
3.11 (2H, s), 3.57 (4H,s), 3.82 (3H, s) , 4.63 (2H, 

s),7.07 (2H, d, J=8.7 Hz), 7.23 (1H, d, J=8.1 H 
z), 7.38-7.40 (2H, m) , 7.72 (2H, d, J=8.7 Hz), 7.7 
9 (2H, d, J=8.4 Hz), 8.01 (2H, d, J=8.4 Hz), 10.23 

(1H, s). 

iWS : 198-200 °C (ISA^K : ilxf/^- >M 

[0 344] HSSM2 2 1 
N- [ 6- (4-^/1^ y —)V* -7 ,8-ybFn-2-t7^ 
l/^)(l,l'-b'7x-;H -4-# ;p *^y7S K 

[ft406] 




##M1 0 9Tf#fe6-(4-^;^y^^^;W-7,8-^ 

1 H-NMR (CDC1 3 ) ff: 2.34 (2H, t, J=8.4 Hz), 2.45 (4 
H, m), 2.85 (2H, t, J=8.4 Hz), 3.06 (2H, s) , 3.73 
(4H, t, J=4.7 Hz), 6.36 (1H, s), 7.02 (1H, d, J=8. 
1 Hz), 7.36-7.78 (10H, m) , 7.93 (2H, d, J=8. 1 Hz). 

its : 180-181 °c {m^imm mm^)v-j4 v 

WSM2 2 2 

6- (4-^ ^ 7 * -A ) -N- [6- (4-^E Aofc y A ^)V) - 
7,8-^t Ko-2-t7^1/^)^3fy7S K 
[^4 0 7 ] 




##M1 0 9Tt#?t6-(4-^;P*y^7P^^;P)-7,8-y 
bHn-2-t7^^y7S>&ffl^T, ISttWlfcEH* 

1 H-NMR (CDC1 3 ) : 2. 39 (2H, t, J 
= 8. 4 Hz) , 2.43 (7H, m) , 
2.85 (2H, t, J = 8. 4 Hz), 
3.06 (2H, s) , 3.73 (4H, 
t, J = 4.5 Hz), 6.36 (1H, 
s), 7.03 (1H, d, J = 8. 1 H 
z) , 7. 30-7. 38 ( 3H, m) , 7. 
50 (1H, s), 7.76 (1H, s ) , 

7.84 (1H, d, J = 8. 1 Hz), 
7.97 (2H, d, J = 8. 1 Hz), 
8. 24 ( 1H, dd, J=8. 4, 2.3 
Hz) , 9.12 ( 1H, s) . 
St* : 2 3 3-234 *C ( tt : WtottJV 

->M yrot^x-f/H 

[034 5] H»J2 2 3 

4- (4-^ y x -N- [6- (4-^e/i^ y ~)i * - 
u-2-^ y ^ U ~; W -1- y i? >%)V 

[ft4 0 8] 
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###IJ 10 9 T1#^6- (4-^* U — /l^ f-;W-7, 8-5/ 

1 H-NMR (CDC1 3 ) d: 1.65-1.75 (4H, m) , 1.90 (2H, 
m), 2.27-2.43 (7H, in), 2.72 (1H, m) , 2.79 (2H, t, 
J=7.5 Hz), 2.93-3.04 (4H, n) , 3.72 (4H, m), 4.20 
(2H, d, J=11.7 Hz), 6.31 (1H, s) , 6.39 (1H, s) , 6. 
92 (1H, d, J=8.1 Hz), 7.05-7.26 (6H, m) . 
SI* : 231-214 °C (IS H H H ^§« : BWx?7W>M V 

A' f^-N-(6- (4-^e/W^ V f^)-7, 8-5/b Y u 
-2-^7^1/^) (1 , 1 ' -\z7 jt — -4-*/^y7S 

[ft409] 




###|J 10 9 T1#)t6- V -)V* f-;W-7, 8-5^ 

1 H-NMR (CDClg) 5": 2.33 (2H, t, J=8.1 Hz), 2.42-2. 
44 (7H, m), 2.84 (2H,t, J=8. 1 Hz), 3.06 (2H, s), 
3.72 (4H, t, J=4.2 Hz), 6.36 (1H, s) , 7.01 (1H, d, 

J=8.1 Hz), 7.25-7.29 (2H, m) , 7.37 (1H, d, J=8.1 
Hz), 7.51-7.54 (3H, m) , 7.68 (2H, d, J=8.1 Hz), 7. 
85 (1H, s), 7.92 (2H, d, J=8.1 Hz). 
It* : 196-197 *C : M*X*;WSM V 

7n bVl^x — 7~)V ) 

[0346] Sft«225 

2'-X ^/k-N-[6- (1-to U ;k* f-;l^)-7, 8-S^b F n 
-2--^ 37 ^ lx - ;W [ 1 , 1 ' - \z'7 x -/W -4-# /PrfWf ^ T 5 
K 

[ft4 10] 




##W5 4 T1#^6-(l-b°a U 5/~/I^^/W-7,8-^b 
BbS : 177-178 °C ( £iAfl38gK : B»X^-^>f V 

mm\22 6 

4 ' - 7 ;lot n-N-^ f^-N- [6- (1- b° u y ^x - 
7,8-ytF n-2-^^ 9 l/-M(l,l'-h'7x -4-* 
;l/^y7SF SRI 
[^4 1 1 ] 




1 3Tt#^N-^^-6-(l-bny 
;l/)-7,8ytFo-2-t7^1/y7Sy ZMM^. (315 m 
g, 1.0 mnol) SN.N-^fM^TSH (25ml) £ 
SffffU 4 -yo^e^ft#l§ (402 mg, 2.0 mmol ) . W 
SC (383 mg, 2.0mmol) N HOBt (270 rag, 2.0 rarao 
1 ) , DMAP (244mg, 2.0 mmol)^jD^_. S*&T16B#ISJ* 

x^Wf£«ETT«BU SU7/Kt*7A^n 

3:67) KTfMBLfc. *ffi»*»ffiTTiMU isXh 
JryX^y-fb7h Hn75y (10 : 1 5.5 ml ) i,Z 
MfflL, 4-7/I/tP7x- MZoM (73 mg, 0.52 mmo 
1) . "rh^^X ( b ij7x«/^77 y) 
M%tk (15 mg, 0.013 mmol) . 2N KK^HJ^A* 
SHE (0.433 ml) SrjD^. MSUHMT. 90 o CT5.5ff# 

Rut. *ajat4Ni&fb** »«xf-/i/jsasflii. 

^/McTBSS B 0 a LT. ^M^ft (108 mg) £»fc 0 
1 H-NMR (DMS0-d 6 ) d : 1.92-1.98 (4H, m) , 2.39 (2H, 
t, J=8.1 Hz), 2.73 (2H, t, J=8.1 Hz), 3.00 (2H, 
m), 3.35 (3H, m), 3.44 (2H, m) , 3.83 (2H, d, J=5.6 
Hz), 6.62 (1H, s), 6.92-7.01 (2H, m) , 7.11 (1H, 
s), 7.26 (2H, dd, J=8.9, 5.6 Hz), 7.38 (2H, d, J= 
8.1 Hz), 7.55 (2H, d, J=8.1 Hz), 7.69 (2H,dd, J=8. 
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9, 5.6 Hz), 10.60 (1H, brs.). 

Mb£ : 201-203 °C (ftjfflflHK : * * V 

FAB(pos) 441.2 [M+H] + 
[0347] SaHW227 

(E) -3- (4-^ n n ^ ji - ;W -N- (6- [ ( 5 J ) ^ 
-5,6,7, 8-t- h7hPn -2-7- 7 9V ~M -2-7n 




CH 3 



HCI 



It* : 243-245 °C (IS B H B ^?§« : J* * V 
Hf4^J2 2 8 

6- (4-^ 7^ 7 x -N- [5-^ 7^-6- ( 1- t a >J i/—)V 
^^;W-7,8-^b Kn-2-t7^l/-;W-3fyrs K 
[ft4 13] 




###1J6 9T1#3t5-^^-6-(l-b°n»J /I^XfvW- 

SI* : 175-176 *C (*£ H H B ^§« : »»X-^;W>?>f V 
Tnt/I^x— t)V) 
7C«*We C 2g H 30 N 3 OtLT 
ftffffi : C, 79.78; H, 6.93; N, 9.63 
: C, 79.66; H, 6.97; N, 9.68 
[0 348] HMSM2 2 9 

4 ' - 7 /kt n-N- [5-^ f-/k-6- (l-b n U s/— - 
n-2-7 7 ^ lx - /H [1 , 1' - \z7 x -/W -4-# 

[fl!4 14] 

5H, 




H* : 199-201 °C ( tSAfl38IK : PRxf-Ji^>f V 

7ut°;l/x-f/I/) 

7C**«f* C 29 H 30 FN 2 OkLT 

ItSffi : C, 79.06; H, 6.63; N, 6.36 

HSMI : C, 79.01; H, 6.81; N, 6.45 

3WW2 3 0 

6- (4- ^ /M" u 7 x — ;W -N- [5^ 7Vk-6- (l-tn 'J 
/kX f-AO -7, 8-^b f* o-2-^-y ^ -nfy/^ 
F 

[^4 l 5 ] 




##M 6 9 Tif 5-^ 7^-6- (l- t u y Sy— 71^ - 

It* : 204-205 °C ( eJMME : ilxf;ki/M y 

7U«^tffB C 28 H 28 FN 3 0i:UT 
ItSCffl : C, 76.17; H, 6.39; N, 9.52 
H»ffl :C, 76.03; H , 6.44; N, 
9.62 

[0349] mmM2 3 1 

4 - (4-7WP7I — / W -N- [5-* 7/1-6- (l-tu 
U £y\=jkX -7 , 8- Sy b F u-2-7~ 7 ^ U -1- b° 

[^4 1 6 ] 

ChL 




###IJ6 9Tl#7^5-^^-6-(l-b°nU is—)V*+M- 
7,8-ytKn-2-t7^yy7S7^ffl^t, UStWl 



##M 6 9 rf#*r5-X f7l-6- (1- tn y ^ - 

II* : 172-173 °C ( KAflflHK : Hxf;hyM V 
TnbV^x— "r)V) 
1W2 3 2 

4' -X -f /l-N- [6- (l-tU y i?—)VX j-)V) -7 ,8-ytFo 
-2-7- 7 9 V—lV\ [1, 1 ' - 1 7 x -;P]-4-^;P^ y-T 5 
H 

[^L4 1 7 ] 



(118) 002-3370 (P2OO2-3 30> 



5 4 T1#^6- (1-bn U V—)V* - 7, 8-S^b 

Hb£ : 176-177 *C (SA^jffiK : PRx^WSM V 
7°nbVI/X~f7P) 
[0 3 5 0] 56*0(2 3 3 

N-(5-^f/l/-6-(l-t°n y ^-;^^;W-7,8-^b Fu- 
UtA 18] 




##^J6 9Tt#^5-^^-6-(l-b°nU i/~)V*f-)V)- 

It* : 178-179 °C (tSAft;jffiK : l»xf;k^>f V 

7U«*W« C 28 H 29 N 3 0tLT 
tf-tfffi : C, 79.40; H, 6.90; N, 9.92 
111 : C, 79.13; H, 6.82; N, 10.03 

4 ' b ^ s^-N- [5-j* (l- b n y s^;!^ - 
7,8-ybP 7 ^ U -/W [1 , 1' - b 7 x — /W -4-# 

[ft4 19] 

5H„ 




f#M6 9T1#/^5-^^-6-(l-b°ny 

1 H-NMR (CDC1 3 ) dz 1.78 (4H.ni), 2.10(3H,s), 2.37 
(2H, t, J=8.1 Hz), 2.53(4H, m) , 2.76 (2H, t, J=8.1 
Hz), 3.28(2H,s), 3.87 (3H, s) , 7.01 (1H, d,J=8.6 
Hz), 7.27 (2H, d, J=7.8 Hz), 7.46 (1H, d, J=7.8 H 



z), 7.48 (1H, s), 7.57 (2H, d, 
H, d, J=8.6 Hz), 7.81 (1H, s) , 
Hz). 

its : 179-iso °c ( m&fmat 

: C, 79.61; H, 7.13; N, 
H1MI:C, 79.35; H, 7.28; N, 6.24 

[0 3 5 1 ] mMM2 3 5 
4- (4-^ h * i/ 7 x —)V) -N- [5-.X f7l^6- (1- bo y y~ 
-7, 8-S^b p L--;W-i-b^ y y 

[^4 2 0 ] 



J=8.6 Hz), 7.66 (2 
7.92 (2H, d, J=7.8 



6.19 




hLC 



##M 6 9 Tif ?t 5-^ f7l -o- (l- bo y s^— fvW - 

1 H-NMR (CDClg) 1.67 (2H, dd, J=13.4, 4.0 Hz), 
1.78 (4H, m), 1.89 (2H, d, J=11.4 Hz), 2.07 (3H, 
s), 2.34 (2H, t, J=7.5 Hz), 2.52 (4H, m) , 2.68-2.7 
3 (3H, m), 2.98 (2H, t, J=7.5 Hz), 3.26 (2H, s) , 
3.80 (3H, s), 4.20(2H, d, J=13.4Hz), 6.36 (1H, 
s), 6.86 (2H, d, J=8.4 Hz), 7.12-7.20 (5H, m) . 
fflbS : 163-164 *C (S&SrffcJt^ : PffiX^->M V 

7U*fr#Tffi C 28 H 37 N 3 0 2 £ LT 
ItSCffl : C, 75.13; H, 8.33; N, 9.39 
HBMI :C, 74.96; H, 8.14; N , 
9.10 

mtm\2 3 6 

4- (4-^ f^ry7^-/W-N-(6-{l-h°n'Jy-/^ 
-7 -2-f 7 ^ U W - 1- b^ y z/ 



/^y7S K 
[^4 2 1 ] 




##$J 5 4 T'1#7t6-(l-en ij i^/l^ -f;l>)- 7, 

fc. 
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1 H-NMR (CDC1 3 ) &: 1.61-1.91 (8H, m) , 2.31 (2H, t, 
J=8.1 Hz), 2.54 (4H,m), 2.73-2.81 (3H, n), 2.98 
(2H, t, J=7.8 Hz), 3.16 (2H, s) , 3.79 (3H, s) , 4.2 
0 (2H, d, J=13.1 Hz), 6.31 (1H, s) , 6.36 (1H, s) , 
6.86 (2H, d, J=8.6 Hz), 7.06-7.20 (5H, m) . 
St£ : 175-176 *C (fe H a H «l : »»X*;i^>f V 

[0 3 5 2] HJSM2 3 7 

4-(<>^/M-3f >>) -N- [6- (l- to »j ^x/t^* fvW -7 , 8 
-^b Fn-2-t7^1/-;l/)^Xr5 F 
[ft4 2 2] 




###|J 5 4 T*#fc6- (1-bn U V—)V* ^)V) - 7, 

flff Srfr 3 £ fc fc J: 9 . «i^S*M*t LT# 

■ftjSt : 174-175 °C : Mfcx^/i^M V 

TUf&frWfi C 28 H 30 N 2 O 2 £LT 
ftffffl : C, 78.84; H, 7.09; N, 6.87 

mmm ■ c, 79. 06; h, 6.99; n, &ai 

[0 3 5 3] HSW2 3 8 
4- (4-^ 7 x x;P) -N- (5-J* f^l-6- (1- b°U V 
^^/W-7,8-^b Fn-2-^^^V-;W-l-b°^y>>> 
*;l/^y7S F 

[ft423] 




H,C" 



##M6 9Tl#^^X7t5-^^^-6-(l-b°aU S/xjkXf* 
;W-7,8-5/b pn-2-t7^1/y7Sy*ffl^T, S9K 

fc. 

1 H-NMR (CDCI3) d: 1.65-1.78 (6H, m) , 1.90 (2H, 
d, J=12.9 Hz), 2.07 (3H, s) , 2.33-2.37 (5H, m) , 2. 
53 (4H, m), 2.68-2.74 (3H, m) , 2.99 (2H, m) ,3.27(2 
H,s), 4.21 (2H, d, J=13.2 Hz), 6.37 (1H, s) , 7.09- 
7.21 (7H, ra). 

It* : 159-160 *C ( m&ttSm : PRx?^- iSj y 
Tnb/I^x— rfV) 
FAB(pos) 444.3 [M+H] + 
H»M2 3 9 



4- (4- 7/WH7i x;k) -N- [6- ( 1- b°^ U >?x;kX f^) 
-7 ,8-yhFn -2-T 7 9 V x; V\ -1- b°>K U ^ >A )V ft* 
y7S F 
[ft4 24] 




##M1 1 4Tf#fe^6-(l-b°^y ;yX/kX^)-7,8 

1 H-NMR (CDC1 3 ) 5*: 1.43 (2H, m), 1.56-1.75 (6H, 
m), 1.89 (2H, d, J=12.3Hz), 2.27-2.36 (6H, m) , 2.7 
0 (1H, n), 2.78 (2H, t, J=7.5 Hz), 2. 88-3. 00(4H, 
m), 4.20 (2H, d, J=13.2 Hz), 6.29 (1H, s), 6.38 (1 
6.91-7.08(4H, m), 7.14-7.20 (3H, m) . 
194-195 °C ( m^mm : ffilxf;!,- *M V 
7nt;px- t-;l ) 
[0 3 54] »J2 4 0 

4- (4-y< 7 x x/W -N- [ 6- (1- b°^ 'J - 
7,8-S^b b'n-2-77^l/-M-l-e^'J S^So&Jl'siWf 
F 

[^4 2 5 ] 



H, s) 




H 3 C 

##M1 1 4Tf#^^6-(l-b°^U S^x;^^;l/)-7,8 

1 H-NMR (CDClg) 1.43 (2H, m), 

1.56-1.74 (6H, m), 1.90 
( 2H, d, J= 1 2. 0Hz ) , 2.27- 
2.3 6 ( 9H, m) , 2.69 ( 1 H, 
m) , 2.79 ( 2H, t , J = 8. 1 H 
z ) , 2. 94-3. 01(4 H, m), 4.1 
9 (2H, d, J=l 3. 2 Hz) , 6.2 
9 (1H, s), 6.35 (1H, s), 
6.93(2H, d, J = 8. 1 Hz), 7. 
0 5-7. 2 6 ( 5H, m) . 
Mb£ : 2 09-2 1 0 °C ( £Afl3fflK : »«X^ 

HSSM2 4 1 

4- (4-j* f7^7 x —IV) -N- [6- [ (4-y< f7H- b^ i^x 
/!✓) y< f7l/] -7, 8-S^b F u -2-^-7 ^ lyx/i/l-i-b^ U ^ 
y*;l/^y7S F 
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J H 3 



Ut4 2 6] 



H 3 C 



0 6T1#^tl^6-[(4-^^-l-h°^<^^-;P) 
^/M-7,8-^b Kn-2-t7^l/y7Sy£ffl^T, 

l H NMR (CDC1 3 ) 5": 1.62-1.77 (2H, m) , 1.90 (2H, d, 
J=12.0 Hz), 2.28 (2H,t, J=8.1 Hz), 2.29 (3H, s) , 

2.33 (3H, s), 2.46 (8H, bs) f 2.64-2.73 (lH,m), 2.7 

9 (2H, t, J=8.1 Hz), 2.96 (2H, d, J=10.5 Hz), 3.05 
(2H, s), 4.19(2H, d, J=13.5 Hz), 6.31 (1H, s) , 6. 

34 (1H, s), 6.93 (1H, d, J=8.4 Hz) , 7.04-7. 16 (5H, 

m), 7.23 (1H, s). 

TcmMftm c 29 h 38 n 4 o ttx 

fffffl : C, 75.94; H, 8.35; N, 12.22. 
H»ffl : C, 75.67; H, 8.47; N, 12.27. 
«bS : 214-216 °C ( MfHffK :fb7bFn77 

y - n-^^-y ) 

[0 3 5 5] mmM24 2 

4-(4-^b^y7x -/!/) -N- [6- [ (4-;* fVWl-b°^ i? 
A +}V\ -7,8-ybPn-2-t7?l/ — / W -1- b° ^ U 




xxro. 



ChL 



[ft427] 



H 3 C 



0 6Tl#^il^6-[(4-^^-l-t°^^> ? -;l^) 

iH NMR (CDC1 3 ) 5": 1.68-1.76 (2H, m) , 1.89 (2H, d, 
J=ll.l Hz), 2.29 (2H,t, J=8.1 Hz), 2.29 (3H, s) , 
2.46 (8H, bs), 2.64-2.71 (1H, m) , 2.79 (2H,t, J=8. 
1 Hz), 2.82-3.03 (2H, m), 3.05 (2H, s) , 3.80 (3H, 
s), 4.19 (2H,d, J=12.6Hz), 6.31 (1H, s) , 6.34 (1 
H, s), 6.87 (2H, d, J=8.7 Hz), 6.93(1H, d, J=8.4 H 
z), 7.06 (1H, dd, J=8.1, 2.1 Hz), 7.14 (2H, d, J= 
8.7 Hz) ,7. 23 (1H, s) . 

Ttmftffim c 29 h 38 n 4 o 2 tLx 

ftfffl : C, 73.38; H, 8.07; N, 11.80. 
UMI : C, 73.04; H, 7.95; N, 11.67. 
NbA : 198-200 *C (tSAfltfBHI : THF-n-A^ 

y) 

3S*W2 4 3 



4-(4-?nn7x ~)V) -N- [6- [ (4-^ ^)V-\- b°^9 V— 
M * -7 , 8-^b p 9 P-;W-l-b°^, >j ^ 

[ft4 2 8] 

##M1 0 6 Xn^tifz6-[(A-?< f-/Wl-b^ ~ 
^^;W-7,8-^b Ko-2-t7^l/y7Sy^ffl^T, 

!H NMR (CDC1 3 ) (5*: 1.64-1.76 (2H, m), 1.90 (2H, d, 
J=ll.l Hz), 2.29 (2H,t, J=8.1 Hz), 2.29 (3H, s) , 
2.46 (8H, bs), 2.66-2.72 (1H, m) , 2.79 (2H,t, J=8. 
1 Hz), 2.81-3.03 (2H, m) , 3.05 (2H, s) , 4.20 (2H, 
d, J=12.6 Hz), 6. 31 (1H, s), 6.34 (1H, s) , 6.93 (1 
H, d, J=7.8Hz), 7.04-7.07 (1H, in), 7. 14 (2H, d, J= 
8.4 Hz), 7.22 (1H, s), 7.28 (2H, d, J=8.4 Hz). 
BUS : 201-203 *C ( teftfKS :fb5tHn75 

y - n-^v-y) 

[0 3 5 6 ] 1JW2 4 4 

N- [2- ((y7f/I/75 7)^ f7W -1H->T yf>-6M ;W 
(l,l'-h*7x-;H-H/l/^y7S h* 
[^4 2 9 ] 




-CH a 



CH, 



##M1 l 6T-f#^tL7t:2-[(^^TSy)^f-;W-l 

THIMWNtt C 25 H 24 N 2 0 • 0.5H 2 0t LT 
lt*ffl : C79.55; H.6.68; N.7.42. 
HSMt : C, 79.38; H.6.76; N.7.34. 
FAB(pos) 369.2 (M+H]+ 

Ib£: 187-189 °C ( tSAfctttt : IHSXf^- >M 
VTcrhVP-x— riV) 
MmM2 4 5 

N- [2- [ ( *}-)VT 5 J ) ^ ^-/W -lH->f >"r y-6— f /W - 
4 , -7;l/7rn[l,l'-t"7iX^]-4-^^^'df^T5K 
[^4 3 0 ] 



CH, 



##M1 1 6T'f#^n.^2-((^^TSy)^^-;W-l 



(12 1) #SJ2 002-3370 (P2002-33 1+ 



FAB(pos) 387.2 (M+H] + 

It* : 209-211 °C (ShffrfHBIi : Blxf;k- >M 
y7nt;ix-f/H 

[0 3 57] HMM2 4 6 
4'-?no-N-(2-((y7 ^;1-T 5 J ) ^ -lH->f 
;l) (1, 1 -h'7 i-;l)-4-*;l/^y7 S H 
Ut4 3 1 ] 

i i h 



BJbS : 218-220 °C (SAflM : »B!X^/P- >?>f 

FAB(pos) 403.2 [M+H] + 
mtmi2 4 7 

4 ' - 2> u u-N- (2- (1-tn 'J y^;^ f-;W -3 ,4-y'bKn 
-2H-i , *r ¥ y-e-A )V\ [ l , l ' - b y x — ;M - 

W/l/^yTS F 
[ft432] 




, 4- b F 0-2H-1 , 4-^ > V * ^ Sy V Sr ffl . 

1 H-NMR (CDC1 3 ) S: 1.70-1.90 (4H, m) , 2.50-2.70 
(4H, m) p 2.73 (2H, d, J=6.0Hz), 3.18-3.24 (1H, m) , 
3.45-3.49 (1H, ra) , 3.87 (1H, brs) , 4. 26-4. 28(1H, 
m), 6.61 (1H, dd, J=2.7, 8.4 Hz), 6.80 (1H, d, J= 
8.4 Hz), 7.26 (1H, d, J=2.7 Hz), 7.44 (2H, d, J=8. 
4 Hz), 7.55 (2H, d, J=8.4 Hz), 7.64 (2H, d, J=8.1 
Hz), 7.71 (1H, s), 7.91 (2H, d, J=8.1 Hz). 
SI* : 221-222 *C (m&ftmt : is A VTnt^ 
*r)V) 

[0 3 58] 4 8 

4 ' - 7 ;M" U -N- [2- ( 1- b° U V is~)VX )V) -3 , 4- is b F 
0-2H-1, 4-^>X>t^ty>-6--f ;H[l,l'-b'7x- 
;l/)-4-^/myrS F 

[ft433] 




##M1 1 7Tf#fettfc6-TSy-2-b°nU^;^^ 
;P-3,4-^b Fn-2H-l,KyyWy>Jffl^T, 

at. 

1 H-NMR (CDCI3) d: 1.70-1.90 (4H, m), 2.50-2.70 (4 
H, m), 2.73 (2H, d,J=6.3Hz), 3.18-3.24 (1H, m) , 
3.45-3.49 (1H, m) , 3.88UH, brs), 4.24-4.30 (1H, 
m), 6.62 (1H, dd, J=2.7, 8.4 Hz), 6.80 (1H, d, J= 
8.4 Hz), 7.13-7.19 (2H, m) , 7.26 (1H, d, J=2.7 H 
z), 7.56-7.60 (2H, m), 7.63 (2H, d, J=8.4 Hz), 7.7 
1 (1H, s), 7.90 (2H, d, J=8.4 Hz). 
MjS : 204-206 °C ( m&imitt ■ V r n b/PX^ 

T)V) 

HSSM2 4 9 

6- (4-^ *h)V7 x -;W -N-[2-(l-b°n >J is—)V* ^)V)~ 
3,4-y'tF a-2H-l , 4-^yXt^f Sy y-6- >f ;M — r? 

yrs F 

[ft4 34] 




##M1 1 7 X''i%htitzb-T 5 y-2-bn U 
;P-3 ,4-ytFn -2H- 

1 H-NMR (CDClg) (3*: 1.70-1.85 (4H, m), 2.43 (3H, 
s), 2.50-2.70 (4H, m),2.74 (2H, d, J=6.3Hz), 3.19- 
3.25 (1H, m), 3.45-3.49 (1H, m), 3.90 (lH,brs), 4. 
27-4.29 (1H, m), 6.63 (1H, dd, J=2.4, 8.7 Hz), 6.8 
1 (1H, d, J=8.7 Hz), 7.26 (1H, d, J=2.7 Hz), 7.31 
(2H, d, ,1=8.1 Hz), 7.67 (1H, s), 7.81 (1H, d, J=8. 
1 Hz), 7.93 (2H, d, J=7.8Hz), 8.21 (1H, dd, J=2.4, 
8.4 Hz), 9.09 (1H, d, J=2.4 Hz). 
BUS : 207-208 °C (ISAflflHHE : VA YTnbVPX- 
T)\s) 

[0359] mm\2 5 0 

4- (4- 7WD7i ~)V) -N- [2- ( 1- b° U U V~)VA +)V) 
-3 ,4-ytKo -2H- 1 , 4r< V X^^is >-6- A )V\ 1- b° 
^yy>^M^yT5 F 
U\LA 3 5 ] 



(12 2) 002-3370 (P2002-33 H 




, 4- S^b K H-2H-1 , 4-< y/^ ^ >>> £■ JB . 

1 H-NMR (CDC1 3 ) 1.60-1.90 (8H, m) , 2.50-2.70 (5 
H, m), 2.71 (2H, d, J=6.3Hz), 2.91-3.00 (2H, m), 
3.15-3.21 (1H P bra), 3.42-3.45 (1H, m) , 3.77(1H, b 
rs), 4.15-4.25 (3H, m), 6.20 (1H, s) , 6.38 (1H, d 
d, J=2.1, 8.4 Hz), 6.73 (1H, d, J=8.4 Hz), 6.91 (1 
H, d, J=2.1 Hz), 6.97-7.03 (2H, m) , 7.14-7.19 (2H, 
m). 

MfiL : 192-195 °C (firAfCjffiS : VA VTnbVPX^ 
T)V) 

mmm2 5 1 

4 ' - ? n u-N- [4- U f7K*/l^^/W -2- (1- b u U > - 

>f;W (l,l'-t'7x^)-4-^/^y7S K 
Ht4 3 6] 




###"J 1 1 8 T1# htitA-T 5 y-4- U f7kX/Ms— 
/W -2- bra U f- ;P-3 , 4-^ b K n-2H-l , 4-^ y 

1 H-NMR (CDC1 3 ) 5": 1.75-1.85 (4H, m) , 2.55-2.70 (4 
H, m), 2.78 (2H, d, J=6.0Hz), 3.04 (3H, s), 3.27- 
3.34 (1H, m), 4.24-4.31 (1H, m) , 4.31-4.35 (1H, 
m), 6.98 (1H, d, J=8.7 Hz), 7.45 (2H, d, J=9.0 H 
z), 7.50-7.60 (1H, ra), 7.53 (2H, d, J=9.0 Hz), 7.6 
7 (2H, d, J=8.4 Hz), 7.84 (1H, s) , 7.84 (1H, brs) , 

7.94 (2H, d, J=8.4 Hz). 
It* : 203-204 °C (tifkttSm : Is 4 VTubVkX- 

[03 60] HSSM2 5 2 

N-[6- [ (4-^ ^)V-\- b^5 * -7, 8-i^b K 

o-2-^y ^ I- ] [1 , 1' -b'7 x — -4-#;l^?iWf S"T 

[ft437] 




#*M1 0 6Tl#^ix^6-[(4-^^;P-l-b°^^^-;W 

iH NMR (CDC1 3 ) &\ 2.31 (3H, s), 2.33 (2H, t, J=8. 
1 Hz), 2.49 (8H, bs),2.84 (2H, t, J=8.1 Hz), 3.07 
(2H, s), 6.36 (1H, s), 7.02 (1H, d, J=8.1 Hz), 7.3 
5-7.52 (5H, m), 7.63 (2H, d, J=8.1 Hz), 7.71 (2H, 
d, J=8.1 Hz), 7.80 (1H, s) , 7.94 (2H, d, J=8.1 H 
z). 

MA : 196-198 °C ( : Bfflftx?^ ) 
SWW2 5 3 

4' [5-^ i~/i-6- { (4-^ b^ ;W 
J* +)V\ -7, 8- ^b Kn-2-t 7 -9 (1,l'-t"7x^ 
;l/)-4-*;k^y7S b 
[flS4 3 8] 




1 5Tl#^fL^:5-^^-6-[(4-^^-l-b^ 

!H NMR (CDClg) a: 2.08 (3H, s), 2.29 (3H, s) , 2.3 
4 (2H, t, J=7.8 Hz), 2.42 (3H, s) , 2.45 (8H, bs) , 
2.75 (2H, t, J=7.8 Hz), 3.16 (2H, s), 7.26-7.30 (3 
H, m), 7.44 (1H, d, J=8.4 Hz), 7.53-7.55 (3H, m), 
7.70 (2H, d, J=8.4 Hz), 8.00 (1H, s), 7.93 (2H, d, 
J=8.4 Hz). 

II* : 212-214 *C ( tSAftftHE : llxf^ ) 
[0 3 6 1 ] mmi2 54 

4' b * ^-N-[5-^ -f/I/-6-[(4-^ -f;P-l- b^ 

;W J* f-M -7 , 8- is b t* n -2-^ 7 9 V -/W [ 1 , 1 ' - \l7 
[^L4 3 9 ] 




##M1 1 5Tf#^fl?t5-^^-6-[(4-^^-l-b^ 



(12 3) 002-3370 (P2002-33 C 



ffl^T . l k HatojftfEfcfr 5 £ k i 9 . 

!H NMR (CDC1 3 ) 5": 2.08 (3H, s) , 2.29 (3H, s) , 2.3 
4 (2H, t, J=7.8 Hz), 2.45 (8H, bs) , 2.75 (2H, t, J 
=7.8 Hz), 3.16 (2H, s) , 3.87 (3H, s) , 7.01 (2H, d, 
J=8.1 Hz), 7.27 (1H, d, J=8.4 Hz), 7.44 (1H, d, J 
=8.4 Hz), 7.51 (1H, s), 7.58 (2H, d, J=8.4 Hz), 7. 
67 (2H, d, J=8.4 Hz), 7.81 (1H, s) , 7.92 (2H, d, J 
=8.4 Hz). 

MA : 215-217 *C ( ISA^BIK : P»xf;P ) 

mmm2 5 5 

4 ' -yj^xi-n- [5-* ^iv-e- { (4-^ f^-i-tr^ 
)V) * -7,8-yt Kn-2-t7^1/-;H(l,l'-t'7 

[11:44 0] 




1 5Tl#^iX^5-^^-6-[(4-^^/k-l-b°^ 
^^-;W^^;P]-7,8-yt Hn-2-t7^I/yrSVi 

ffl^T . mmm 1 k Rat^nff 3 ^ 1 1 i 0 . «a 

!H NMR (CDClg) 5: 2.08 (3H, s) , 2.29 (3H, s) , 2.3 
4 (2H, t, J=7.8 Hz), 2.46 (8H, bs) , 2.75 (2H, t, J 
=7.8 Hz), 3.16 (2H, s) , 7.17 (2H, d, J=8.4 Hz), 7. 
28 (1H, d, J=8.4 Hz), 7.44 (1H, d, J=8.4 Hz), 7.51 

(1H, s), 7.57-7.62 (2H, m), 7.66 (2H, d, J=8.4 H 
z), 7.82 (1H, s), 7.94 (2H, d, J=8.4 Hz). 
Hb£ : 233-235 *C (t£A43BH : W»X*/P) 

[0 3 6 2] HJSM2 5 6 

4'-^nn-N-(5-^ -f/P-6- [ ( 4- X b°^ 9 ~ )V) 

A +}\A -7, 8-S^b F o-2-^^ $V—)V\ (Ll'-b'7x^ 
;W-4-*;l/^yT5 F 
[ft4 4 1 ] 




##CT1 1 5Tl#^tl^5-^^;P-6-[(4-^^;P-l-b 0 ^ 
5 /!✓) ^ -7 ,8-yhPn -2-^ ^^L-yrS>Sr 
ffl^T . USStfiJ l k ^ tf a d k t i »9 . as 

!H NMR (CDC1 3 ) S: 2.08 (3H, s) , 2.29 (3H, s) , 2.3 
4 (2H, t, J=7.8 Hz), 2.46 (8H, bs) , 2.75 (2H, t, J 



=7.8 Hz), 3.16 (2H, s) , 7.28 (1H, d, J=8.4 Hz), 7. 
43-7.47 (3H, m) , 7.51 (1H, s) , 7.56 (2H, d, J=8.4 
Hz), 7.67 (2H, d, J=8.4 Hz), 7.80 (1H, s), 7.94 (2 
H, d, J=8.4 Hz). 

fflUS : 216-218 *C ( m&fmUt : m&X**)V ) 
SWW2 5 7 

6-(4-?on7x — /W -N- [5-^ [ (4-^ f-zP-l-tf 

^ 5 ^ ~ / W ^ -7 ,8-S^b F n-2-t7 9 V - 
^fyrs F 

[flS44 2] 




##M1 1 5Tf#^ix^:5-^^-6-[(4-^^-l-b^ 
5 ^ - ;p) ^ -7 , 8- ^ b F 7 9 V > T 5 V £ 

iH NMR (CDClg) (5": 2.09 (3H, s), 2.29 (3H, s) , 2.3 
5 (2H, t, J=8.1 Hz), 2.46 (8H, bs) , 2.75 (2H, t, J 
=8.1 Hz), 3.16 (2H, s), 7.28 (1H, d, J=8.4 Hz), 7. 
43-7.50 (4H, m), 7.83 (2H, d, J=8.4 Hz), 8.01 (2H, 
d, J=8.4 Hz), 8.27 (1H, d, J=8.4 Hz), 9.13 (1H, 
s). 

IbS : 219-221 *C ( tSAfl3B*K : WffiX-*)V ) 
[03 63] mmm2 5 8 

5-(4-?nn7x —)V) -N- [5-^ f-;P-6- [ (4-.X ^-1-b 
'X y i/~)V) * & M -7,8-ytKn-2-t7?l/ ~)V\ -2- 
Wisyjt?}]ftiZ*rzsT$ F 
[ft443] 




##M1 1 5Tt#^iX7t5-^^-6-[(4-^^-l-b°^ 
"7 z/-JU) X +)V\ -7 , 8-^ b F 7 9 V V T 3 V £ 

fflv . sotoi i k ra«tf)»ff tf? 3 r k t ± o . ^ffi 

iH NMR (CDClg) (5*: 2.09 (3H, s), 2.29 (3H, s) , 2.3 
5 (2H, t, J=8.1 Hz), 2.45 (8H, bs) , 2.77 (2H, t, J 
=8.1 Hz), 3.16 (2H, s), 7.30 (1H, d, J=8.1 Hz), 7. 
49-7.63 (6H, m) , 8.05 (1H, dd, J=2.4 Hz, 8.4 Hz), 
8.36 (1H, d, J=8.1 Hz), 8.79 (1H, d, J=1.2 Hz), 9. 
97 (1H, s). 

IbS : 177-179 *C ( KAftftttE : iBxf^ ) 
HMSW2 5 9 



(124) 002-3370 (P2OO2-330 



8- ^b F 7 9 V —jV\ -4- (4-^f/I/7x -/W -1- 
b°^U y>*;^y7 3 F 
[ft444] 

?H 3 




##f?ij 1 1 5Tl#^tL7t5-^^-6-[(4-^^;k-l-b°^ 

!H NMR (CDC1 3 ) S: 1.60-1.78 (4H, m) , 2.05 (3H, 
s), 2.28 (3H, s), 2.29 (2H , t, J=8.1 Hz), 2.33 (3 
H, s), 2.46 (8H, bs), 2.65-2.72 (3H, n) , 2.93-3.03 
(2H, m), 3.13 (2H, s) , 4.18-4.23 (2H, n) , 6.40 (1 
H, s), 7.09-7.24 (7H, m). 

: 176-178 *C (JgjtfHggK : S»xf;HnA 

[0364] 6 0 

4- (4-^ F ^ i/ 7 x — -N-[5-^ ^;l/-6- [ (4-^ ^/F-l- 
b^ s^- / W ^ f7H -7, 8-^ b F n-2-^ 7^1-— 
1-b^U y>^/l/^y75 F 

[ft445] 

CHg 

0 ^yS^ n ^i 



#fWl 1 5Tl#^il^5-^^-6-[(4-^^;Wl-b°^ 
7 ^ — ; W ^ f-; W -7 P 8-ybHn -2-i~ y^Uyr^y^ 

iH NMR (CDCI3) 8\ 1.68-1.92 (4H, m) , 2.05 (3H, 
s), 2.28 (3H, s), 2.29 (2H, t, J=8.1 Hz), 2.45 (8 
H, bs), 2.67-2.72 (3H, m) , 2.95-3.02 (2H, m) , 3.14 
(2H, s), 3.80 (3H, s) , 4.18-4.22 (2H, m) , 6.36 (1 
H, s), 6.87 (2H, d,J=8.4 Hz), 7.12-7.21 (5H, m). 
WbS : 175-177 °C ( |g : lixf/^ ) 
jffl«2 6 1 

4-(4-?nn7x -N- [5-^ [ (4-^ b° 

y^y * +}\A -7,8- ^b F 7 9 

b°^U y>*;^y7i F 
[ft446] 




0 

H 




CH 4 



CI 



1 5Tf#^fl^5-^^-6-[(4-^^-l-b°^ 
7 * +)V] -7 , 8-^ b F u-2-^ 7^l/>7Sy^ 

*H NMR (CDCI3) ff: 1.67-1.92 (4H, m), 2.05 (3H, 
s), 2.28 (3H, s), 2.29 (2H, t, J=8.1 Hz), 2.45 (8 
H, bs), 2.67-2.72 (3H, m) , 2.95-3.02 (2H, m) , 3.14 
(2H, s), 4.18-4.23 (2H, m) , 6.36 (1H, s), 7.13-7. 
30 (7H, m). 

HI'S : 141-143 *C ( ^imm : H«X*;|/ ) 
[0 3 6 5 ] IWJ2 6 2 

4-((Hnn7x —)V) ( 7 x ryp) ^ -N-(4-^ 
-3-(l-b°o 'J >?r:/kX f^) y-7— f ;F] -l-b° 

^7y>^;l/^y7S F 
[flS44 7] 




0 7Tt#^4-^^;k-3-(l-bnU ^"^;F^^ 
/M-2H-? y-7-T 5 v£ffli vc . SUSflJ 9 9 fc N« 

*H NMR (CDClg) : 1.76 (4H, s), 
2.0 1 (3H, s) , 2.42 (4H, 
t, J= 5 . 1 Hz), 2.49 (4H, 
s ) , 3.22 ( 2H, s ) , 3.48 (4 
H, t , J = 5. 1 Hz) , 4.24 (1 
H, s), 4.68 ( 2H, s ) , 6.23 

(1H, s ) , 6.77 (1H, s ) , 
6.96 (1H, d, J = 8. 7 Hz) , 
7.09 (1H, d, J = 8. 7 Hz), 7. 
19-7.61 (9H, m ) . 

m& : 104-106 5 c ( &&<mm »isxf 

HKSM2 6 3 

N- (2,2-y'7x " ;Fx^/F) -N J -[4-^ (1-fcTU U 
-2H- ^ y-7— f ;P] t> p r 

M44 8] 



(12 5) #SJ2 002-3370 (P2002-33 <9 




##^J 1 0 7T1lfc4-^f;W3-(l-h'a U V—JV*^ 
/W-2H-^O^y-7-TS>-2:fflV^T, H»J9 9i:|5]« 

iH NMR (CDC1 3 ) S: 1.76 (4H, s) , 1.99 (3H, s) , 2.4 
9 (4H, s), 3.22 (2H, s) , 3.83 (2H, t, J=7.8 Hz), 
4.18 (1H, t, J=7.8 Hz), 4.66 (2H, s) , 4.96 (1H, 
s), 6.48 (1H, s), 6.57 (1H, s) , 6.69 (1H, d, J=8.1 

Hz), 6.98 (1H, d,J=8.1 Hz), 7.20-7.30 (10H, m). 
II* : 166-168 °C (MfHRIt : BlXf^-nA 

[0 3 6 6] SW6M2 6 4 

N-(4-/f;h3-(l-tn y i^/t^ ^;i-)-2H-y-ny y-7 
->f ;W-3,4-^b h*u-2(iH)—f y^y y y^i^rv-r 

[ft449] 




##(^J 1 0 7*C#3t4-y ^;W-3-(l-h°D ij y^;Mf 
;l/)-2H-^n^y-7-7S>-&I^T, H»J9 9fcft& 

!H NMR (CDC1 3 ) 5: 1.76 (4H, s) , 2.02 (3H, s) , 2.4 
9 (4H, s), 2.92 (2H, t, J=6.0 Hz), 3.23 (2H, s), 
3.71 (2H, t, J=6.0Hz), 4.65 (2H, s) , 4.68 (2H, s) , 
6.43 (1H, s), 6.86 (1H, d, J=1.8 Hz), 7.02-7.22 
(6H, m). 

It* : 135-137 °C (J£fift28» : 91lf;P-iiA 
HWJ2 6 5 

N-(4-y^/i-3-(l-bn y /py^/iy^H-^oy y-7 
—f ;W -4-(i-b^ y -i-b^ y x>*/i/t^ 

[ft4 5 0] 




( 1 ) 2 5 T# feflfclT^* 

(2) h-X 



##M1 0 7T'W7t4-y^;k-3-(l-bny> ; — ;k?tf- 
/W-2H-? ny y-7-r 3 >-^fflV^T . ggj&pij 9 9 fc |s)« 

iH NMR (CDClg) 8: 1.27-1.89 (14H, m) , 2.02 (3H, 

s), 2.49-2.51 (9H, m), 2. 83-2. 90 (2H, ra) , 3.23 (2H. 
s), 4.08-4.12 (2H, m) , 4.68 (2H, s), 6.3K1H, s) , 
6.80 (IH, d, J=2.4 Hz), 6.98 (IH, dd, J=2.4 Hz, 

8.4 Hz) , 7.09 (IH, d, J=8.4 Hz). 

fflUS: 98-100 °C (ffiik-imm : illf^-n^ 

^f-9-y) 

[03 67] HSfe#!l2 6 6 

2-(4-^f/K-t J rV-2-7 x~;l~l,6-^'b Kn-5-b 
y 3 y-;l)-N-(4-^f./l-3-(l-fn y 

[ti;4 5 1 ] 




0 7 T1l/t4-^f ;l-3-(l- tn y f 
W-2B-^a^y-7-7S^lV^. HSfc^J 1 i: Initio 

iH NMR (CDC1 3 ) 8: 1.76 (4H, s), 1.98 (3H, s) , 2.4 
9 (4H, s), 2.61 (3H, s) , 3.22 (2H, s) , 3.65 (2H, 
s), 4.65 (2H, s), 6.86-7.00 (4H, m), 7.54 (3H, s) , 
8.01 (2H, s), 8.87 (lH.s). 

BUS: 255-257 °C (fe B B B «l : flxf ;l-n-A- 
HMM2 6 7 

^>i?)V 2-[[4-y-f-;l~3-(l-b°ay )VX^-)V)-7&- 
/D^ y-l-A ;l)7S/) -2rtt Vlf/W )W ^ - h 
Ut4 5 2 ] 

##M1 0 7TWc4-^^;k-3-(l-b°nU S^kXf- 

iH NMR (CDCI3) 5-: 1.78 (4H, s), 2.03 (3H, s) , 2.5 
3 (4H, s), 3.26 (2H, s) , 3.99 (2H, d, J=4.8 Hz), 
4.71 (2H, s), 5.17 (2H, s), 5.50 (IH, bs), 7.00-7. 
14 (4H, m), 7.36 (5H, s) , 7.80 (1H, bs) . 
Mj£ : 143-145 °C (JSftfKSiK : WfcX^-n^ 
^V) 
[0368] 

5 Omg 
3 4mg 
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(3) N^^nn^iS^ 1 0. 6rag 

(4) h^naj^Hft (OOtt) 5mg 

(5) Xf7'J>l7/^A 0.4rag 

(6) i])V^^^^-)V^itVu~ Xij)V^K 2 0mg 



it&t^vLfE (i) 



- (6) £M-£U iSPM^fflwe 
I»J2 

( 1 ) UStM 1 Tlf *ufc<ffc£ft 

(2) 5? t--x 

(3) h«>t03ij« 

(4) h»>tD3y« («"5«) 

(5) xfryyiv^y^A 

(6) ^/;^^y^f;Wn-x^;H 



1 2 Omg 
[0369] 



5 Omg 
3 4mg 

1 0. 6rag 
5mg 

0 . 4mg 

2 Omg 



JSffitaSV^JJE (1) - (6) £»£U «W»*fflWC 

[0370] ##M 1-1 5yb JJwi*cDNA^fflV ^ 
PCRSttCj; h"7"/ hSLC-1 ®gt#ccDNA<?)ttfI 
MK£*poly (A) *RNA (?n— y-r-y^lfc) 

•otz* ifite^JEEti, ^^?7RNA PCR ver. 
l<^BIi^4^K5«l3WJiiS*t4±'3fc:. 5' life J; 

V3 ' isit ztvmmi mmm^mmmn it nm t . 

RJtEM^fflfiScii, cDNA#|M5 Ml. ^DNAT7-fV-# 
0.4juM, 0.25 mM dNTPs, pfu Uf5^y-y|t) DNA 
*° 'J ^ 5 — tfO . 5 /x 1 £ i Si^KttJRW ^?7r- 

T\ MKmrntSO jult Ufc. iSKwfcAcoiM ?/Wi 
if— V7MM?5— (;>°— #yjr;pv— it) Srffl^. 94 
•C ■ 60f>COjlElftcOf*, 94°C ■ 60g-\ 60°C ■ 30fA 72°C ■ 
150#O1^f ?/P£35|I|*R9igU fttt£72XrCl<HMHR 

[0 3 7 1 ] ##Ml ~2 PCRtlW^XiHA^ 

HOWKfc: «t S*i|gcDNAIE5iJ<7)iilS 

##i^J 1 - 1 "Cff *ofcPCB«<?5RJCaSrtiO. 8 %<7)fl£ 

DNASHIlRLfc. PCR-Script" Amp SK(+)?cr— 
^-yh (Ab^T'y-yt) <*>«fctrtCfi!V\ EUKLfcDN 
AirT9X5 K^?^— pCR-Script Amp SK( + )/v+r 7"? 



ft 12 Omg 
n— -y/U. >Iit£xi/x 'J h7 3 'J ( Escheric 
hi a coli ) XL-1 Blue (Xh^^y-y) fc#ALTJi 
OTEffcLfcl*,. cDNAffAKn-^ft^n-y^rytri/ 

u >fc ct vx-gai zstjtLBm^mm^'cmtR l . efe* 

U ©MESMfcE. coli XL-1 Blue/5-/ hSLC-l£# 
fc. fl*<0?n— >-£ 7>h"yiJ y&iStsLBmi&X'—Bfc 
i§*U QIA prep8 miniprep (*Tdry#.) SrfflWCT 

RBP*Sai ifciO'Spe lfci4«JBf*ifi=5rVv JfA§n 
t v \ 4 ^^frcDNAirlT'^ A § $ £ 5tlS t & . iSSIEfiJ^O 
^S^fci^COSiQiDyeDeoxy Terminator Cycle Sequen 
ce Kit (^-^yx/PV-tt) SrfflVvtfT&VK ibfct 

>mimz mm L^x^mmm^n.-c^^i ? >y t-sL 

C-l^W^jr (lM#f-: 3) r-'-f-^cDNAffi^iJ 
(Lakaye, B. et al. Biochim. Biophys. Acta, Vol. 1 
401, pp. 216-220 (1998), accession No. AF08650 ) « 

5' fijtsai iBirawbtWflnu 3' ffltzspe iSiaf^Q 
#§■ = 4 ) . 

[03 72] ##f?lj 1-3 57 hSLC-l^CH0$fflJSSO 

##m i - 2 -zmwrn^ntz ? v bF^**<^sLc-i 

O^TSyiHWItn-HL. 5' flg£Sal US^ffi^J 

**rtJBL. t^!3' WCSpe Hgfiia^J^-f+jD L^jtfE^ 
^A^fLJtT^XS HtcioTJEMnEmStifcE;. col 
i«?n-yj: OPlasmid Midi Kit ^ffl 
^T77XS KSrPlSL. »»»SalIfc i^'Spe IT" 
WUrLT^y-r-bai^rSrflJOffiLJto -O-tf-hDNA 

-^y-^-bDNA^Sal Ifeit^'Spe ITflJBf tfcMfflWffllfi 
Iffl^^^— 77XS KpAKKO-lllH (Hinuma, S. et 
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al. Biochim. Biophys. Acta, Vol. 1219, pp. 251-259 
(1994)tEtftOpAKK01. HHi: [sj — <7)^? 5 

k) tan*. u?jy-x (sst) im^x^jy- 

zsmy&ffftw BaSBKfflr^s HpAKKO- SLC-1^ 

ABEL*:. pAKKO- SLC-l-CJgmEMtLfcE. coli DH5 
(b — 3— tf— ) PlasmidMidi Kit (^f7^ 

yft) ^ffl^TpAKKO- SLC-l^T^XS KDNA£H8RL 
J^o ^fL^CellPhect Transfection Kit (7VyYA7 

oTCHO dhfr-WJiaC*AL>t, 10 jugODNA* U 

m x 10 6 flS<7)CH0 dhfr-jfflja*Jff|lL3tlO cmS^— !✓ 

tcffifin tfco 10%^ ^jfiiflLfff *^mem« «f*n Hia 
Tmm lx< ^slc-i^jscho iKt & mvMmmu^ 

[03 73] ##M1 - 4 ^5 hSLC-lUrT*^ 
— ff fi WmRNA^SM^lSl ^CHO/ SLC-l«f*^Sfj? 

SLC-1^56^n-y^ 
bSLC-1 UrT^— SB«mRNAfi05eS»*Cytosta 
r T Plate ( 77i/t A 7 t^Vj/TaM *f €r 

fc 0 CHO/ SLC-l1*^#^n— y^Cytostar T Plate<7)# 
welUC2.5 x 10MIt i Ofi«LT24B#Ht#*L^f*. 10 

uyci o T»£ Lfc <> #wei 1 izo. 25% 

Triton X-100^^JPLT*HJ§a^@i§14*feff^. 35 S 
7 KiV L ^ia?0#-^ : 5 <7)r i boprobe ^tetA-jyy 
^X?ft c 20 mg/mlcORNaseAS:#welltJlli.TiSg| 
f^riboprobe^H-ftlU Tl^— b 2: J: < iftct Lfztk. ^^ 
XlJ XL>triboprobec7)Jfc|tS14&TopcounterT 
«£L^, ^^ttOSV«*MNA^»^S^o niRNA 

[0374] 1-5 b bSLC-1 cDNA£-£tf T9 

b Mf&JfflHi5RcDNA library (SUPERSCRIPT™ cDNA Lib 
rary;GIBCOBRL|±) 2r „ Genetrapper cDNA positive sele 
ction system (GIBCOBRLtt) <50 V— TMZ§£~oX . 7 
T—i? Fl xy fe'SfflUT, DNAKnick* 

A^itfl xyxyt7 nu x^yjr^i^r— tf i 
iitfftt^ d fc fcrJ: D . i*SSb MftiEIKSslecDNA li 

brarySrlMM L?t 0 Kolakowski Jr. (Kolakowski Jr., 
et al (1996) FEBS Lett. Vol. 398, pp. 253-258) <T> 

F (accession No. U71092£D1434-1451 tCffiS ) 
<7)3' ^iSt"biotin-14-dCTP2:Terniinal Deoxynucleotid 
yl Transferase^ ffll^Tff JUL. biotinft^U rf^T ^ V 

;l/fc«-?fco l*«b MejeH*3ftcDNA library 4^g^ 



9TCTl4h«iaUfca. /RiT^U bictinffc* >J=f 

^-f -tf — ygyA'77r ^tV W X U NXLfc s X h 
U7 a bT b' y b — X & JP t . MAGN A-SEP Magnet i c Par 
tide Separator (GIBCOBRLtt) SrflB^T. biotin-fbtU 
9 V^^ KCW y U ^>f X Lfcl*«[b MftiEH 
i^cDNA^mSIL. Kolakowski Jr. (Kolakows 
ki Jr., et al (1996) FEBS Lett. Vol. 398, pp. 253- 
258) tS^V^fHfLtelMff : 7^M^'J^ 
^U^tf-K (accession No. U71092^1011-1028(Cffl 
3 ) 50ng & T 9 >f V- 1 L T V - t ft o T fflMII 

[0 3 7 5 ] ##M 1-6 #S8 Lfc b hSLC-1 cDNA^: 

##M 1-5 Tt#^il?tT9X 5 K ^ELECTR0MAX Tt1 DH10 
BTHCellsCxU? bnsKl^-^a yj£T»AtT®«te 
JHUfcft. cDNAffAW^»o^u-y^r>b 0 ixUy 

gfe^ifrE. coli. DHlOB/hSLC-lSrff^o ffl^^^n- 
y^7yh°i/y y^-frtrLBttfJRtr— 0A±S*L, QIA P re P 
8 mini prep ( W>1t)*fflV^T77^S HDNASrW 
ILfco ®SI2^J^ffi^5t^^MJE{i. DyeDeoxy Termi 
nator Cycle Sequence Kit (7^yx/l/V-|±) 

d fc»6#LfcfflH»d^3 - KtS7S y^IE?iJ ( E?'J 
#f" : 9 ) (±. Lakaye^^fg& (Lakaye, B. et al. (1 
998) Biochem. Biophys. Acta, vol. 1401, pp. 216-22 
0) izm^X, b fSLC-l^IE^lJ^^tpb N?fe-fe*DNAK 
^ij (accession number : Z86090 ) ^fctCLt77 bSLC 

-lfrbnmztvfcmmt Lximztix^tit fslc-i 

V64T 5 7 BUbSKKSS&n F *SATG*%RNA_tTff 

^tfT^XS KtJ:^ff^Wte^#:Escherichia coli DH1 
0B/phSLClL8^ I FOfiitfN I BHC^ELfc, 
[0 3 7 6 ] 1-7 b M&JEH**cDNAtfflV^ 

tiPCRmz X h b FSLC-lcDNA^)±MliI 

y-yb7 77B:i 0 -y^^tt^b hSLC-i 

DNAgeydt*tfT9-XSH*«Sli:L. BEM#-^ : 1 
OtSiT/l l^JSgDNAT^^V— i:ie^J#-^ : 1 2io 
J:^" 1 3 to&mmT34 V-Srffl^TPCR^t i 
2r^tt^Mf^o/to W*<Z)*»HDNA£b bSLC-l(S) 
«#^»HDNA*bNSLC-l(L)i:#*Lfc. ^ 

mizmwmmzi mim^&t&mimmM^fL, t 
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b hSLC-lDNAffiyiJ£-&OT5X5 VMM5 jul, 
-^-J&DNATy V— #0. 4,uM N 0.2 mM dNTPs, pfuDN&K 

60^JnSfe<7>gL 94*C • 6<W\ 5TC ■ 60fA 7ZC ■ 150 

tz« tfz. thsLc-HQmmco&m&com&iz. bt-sL 

C-lDNABBMSr-^OT5^5 H«M5 jul s ^DNAT 
#0.4//M. 0.2 mM dNTPs „ pf uDNA?K U y 7 — fe' 

0.5 juliiX t^iitttlw W7r — T" . '&5immi5 
0 /ilfcLfc. W&<ntzfr<ri^4 7 M±*!r—~?)V*rA 9 
=?— 3fyx/I^?— *fc) £MV\ 94*C • 60#V)jn« 
OYik. 94°C ■ 60g\ 60°C ■ 60g\ 72°C ■ 3ftCD*M 
£250** "9 jgU Sf*t72°C ■ lO^fi^LA. ttfig&ftl 
0.8%T^'n-xy;H:Mj*ij«f*. xf^ 

[0377] 1 - 8 PCRjSft^T^X 5 K<y 

y -^<75-f 7* y n— — y y*i> X AcDNAgfrfrCD&SII 
WtffllKfc: i &*IMicDM££l0ll3g 
##i^Jl -7TtT : 5r^^PCKacOSJSM%ii:0.8 

y-/l^ ■ ^nntf/KkttJfk xyy-^ifc^fj&oT 

DNA^miRL^o PCR-Script" Amp SK( + )yn— xyy" 
=*-yb (Xh7^y->-tt) 0«MTfcfl!V\ EDKLfcDN 
ASrT^X5 K<y y— pCR-Script Amp SK( + )'V+r7*y 
p--y/Lt, iilSrX^-x y bT 3'J ( Esc her ic 
hia coli ) DH5 a competent cell ( r- — 3— ) l/Z^ 

ALxmmmmLtzm, cmmxwKitnr>7v-y* 

ryty'JyfcJ: t/X-gal £-&tfLB*^*&;fft+ TjSS? 

^T^fifL, bb SLC-1 (S)<PJBMSiftttE- coli DH5a 
/hSLC-l(S) tb bSLC-1 (L) ^ffMfc^f&L, coH DH5a 
/hSLC-l(L) . ffi^yn— y^Tyb^y 
tfLB^tfi-C—Hjfetg^L, QIA prep8 mini prep (^f?y 
Jffll.iT75^S FDNAfcfSSfLfc. PMLt^DNA 
(7)-gB^ffl^T»P«Sal IfeiVSpe IfciiflJBf* 

frS:^, #A£ftT^££#fteDNA»rfr<?5*# $£58fg 
L7c<, Jg*K^JO?£^c9;£26<^JEliDyeDeoxy Termina 
tor Cycle Sequence Kit ( yA°— VX/1-7- &) 

Lxmmn- 1 0*5 J: VI 1<D£jSDNAT5 
JWISflft^SDNAEai (IJ?tf#^ : 1 4 ) fciVb 
bSLC-lSHS^ LT1E^J## : 1 2ti«fcT/l 3 

cO^DNAT^-f V-T'itfll^ftS-^ DNAEM (ffi 

[0378] ##M 1-9 tl SLC-1 (S) ^iCHDfflJB 



tj ± tf b r- sLc-i (D mmctiomm^fm 

##m i - 8 x-iimmmztifz b hSLc-i (s) t , tb 

SLC-l (Ui?iA§^77XS FtzXiXMESmZti 
tzE. coWn ^u — yj. QPlasmid Midi Kit (^7f> 
tt) &fflHT75XSHJISL, ftJPfigWItSal I*5«t 
tfSpe I T-ejBf LT-f M*#£ ffl Ufc . 4 > 

-9-- hDNA(±mM?*itia, r^o-x^i,* s y u 
T-ea D ffi u &t;:*HtWL y * y -;i-tt* , y x y — ;u 
■ ynn^^Affitii. xy j—ivfkSS&fi&iXWa.l, 

fz, y-tf-hDNA^Sal IfeiV'Spe IT'flJBf L3t 

l&^SBflaS&Jlffl^y^— 75X5 h'pAKKO-lllH (Hinum 
a, S.et al. Biochim. Biophys. Acta, Vol. 1219, pp. 
251-259 (1994) IBttiOpAKKOl. llUt 0X9 9 ~~T 

^"-ygy^K 1611177X5 KpAKK0-1iS 
LC-1 (S) t pAKKO-hSLC-1 (L) 5rffi |g L/S . pAKKO-hSLC-1 
(SjfciVpAKKO-hSLC-KD-e^Wte^L^ coli DH5 

a ( I 3— ) £tg*f|; s Plasmid Midi Kit (^T 

yytt) SrfflV^TpAKKO-hSLC-l(S) t pAKKO-hSLC-1 (L) O 
y°5y 5 KDNASrPIML/t. iflSrCellPhect Transfect 
ion Kit (77y^A7r/l'7y7AMtf7ti) ^ffl 

v ymftcoy'u h ^Mzm^xcm dhfr- «tc#A L 

L, 24B#raWt5 x 10 5 4/1(41 x lOSffl^CHO dhfr-$B 

aasaHiufeio cBv-r— I'fcjssntfe. io%^^ie 

«*ft "C* S 10%JStf *7 ^ISieilW Sr-i-OSK^#MEM a 
Lfc. SHiiSlfttf "CflM LT < £ b hSLC-1 
(S) «gT ^ACHOlBBa-C-* £ 3 n x-5 
6^n— yfcitf. bbSLC-l(L) ae^WACHQfiMBT 
5 J^KteBMBflao 3 nx-61 y a- y Ltz . 
[03 79] ##CT1 -1 0 t hSLC-l(S)i3it/b h 
SLC-1 (L) mRNA«^5gM£7)ftV^E^»A«tt«3S^ 
##M 1-9 TltL* $ #17^ CH0/hSLC-l (S) ^56 y n - y 
H X If CHO/hSLC-1 (L) ^61 y cr— y (7)mRNA<?)5|i|i £ Cy t 
ostar T Plate (7VytA7r/l-7y7^''ftf ^ 
tt) fcfflVK ^ftcornh3/W^oTmTcOJ;d(caiJ 
£Lfc. CH0/hSLC-l(S)1*fe j;V'CH0/hSLC-l(L) 
yu-y^Cytostar T PlateCO#welUC2.5x WmirO 
mM L T 249*^115* L ^f* , 10%^;l^V U y t i T^E 
M&MfeLfz. #welHC0.25% Triton X-100^iSJDL 

1 6«riboprobe^JPx.T^-f 7'UyM XZMtz. 20 mg 
/ml RNaseA & #wel He jD x. T iffl AlOr i boprobe il-f L 

L, y°L—h^j;<ac^L7cf*. ;W:/yyMXLfcri 

boprobe^JfeItvStt5rTopcounterT-filJ$E L7: 0 mitvStt 
60ft V ^^'mRNA^lSi^V i „ mRNAf6J|i^0« V ^ 7 y 

[0380] mmm 1 MK-fb-^-^^GTP r s; >f 
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###0 1 - 1 OTll^tlJtt hSLC-l^JgCHOfflja^n- 
V57j3 it^#*W 1 -4t1»&*Ufc5 «y bSEC-l^CHO 

SSUfc. 5 raM EDTA(Xf-l^^>?TSyH»K)*ffijDL 
fcU^iHillf^aA** (pH 7.4) ttb, i5«fctf9*y 
hSLC-l|^CHDttJB(lxl08«)S»j||S-iir s Sfc&Lfc. 
WJJBtf^W Nfcrrf^i 7 *— h-^y^r — (10 mM NaHCO 
3 . 5 mMEDTA. P H 7.5) £10 mlJPi. sKU bP^y 
SfflV^T*^^*— 400xg-cl5iHBBa 

^fA 7 7r^ [50 raM Tris-HCl(pH 7.5). 1 mM EDTA. 0. 
1% BSA(^jMtT;Py5yh 10 mM MgC12. lOOmM Na 
CK IjuM GDP (^7/^75' -I'jyi) . 0.25 mM PM 
SF(^x^;^^X;^*n;^^;^^-< Fh lmg/ml 
^7X^fy, 20 mg/ml O-f^T^y. 10mg/ml y ^ 
X7t75 FyJKSKSU 100,000XgTll^H»t^U 
fc. gfciBftri: LT0JRSixfcJI!SS#tSr/2O mlcDTv 
-fe>f A' 7 7r-tIiSL, -80° CT«#U « 

965^7° b t . 77^A 7 77 — L SLC-1 
^lCH0*DJjajlH^171/il tMLfca, DMSOJBJBTCft 
S?L^3xlO" 10 M MCH 2jlcU «^COaWtC«RLfctS« 
ffr&ttJSSJEjul. fc±^[ 35 S]-Guanosine5' -(r-thio) 

[SEQUENCE LISTING] 

<;110>; Takeda Chemical Industries, Ltd. 

<;120>; Melanin Concentrating Hormone Antagonist 

<;130>; B00261 

<;150>; JP 11-266298 

<;151>; 1999-09-20 

<;150>; JP 11-357889 

<;151>; 1999-12-16 

<;150>; JP 2000-126272 



<;151>; 2000-04-20 

<;160>; 16 

<;210>; 1 

<;211>; 32 

<;212>; DNA 

<;213>; Artificial Sequence 
<;220>; 
<;223>; 

<;400>; 1 

GTCGACATGG ATCTGCAAAC CTCGTTGCTG TG 32 

<;210>; 2 

<;211>; 32 

<;212>; DNA 

<;213>; Artificial Sequence 



triphosphate*— ffc»ft 4fc» 25^1^. *tl?tl 
muLfzmmmmmm : 20//g/mU [^S]-Guanosine 
5' -(r-thio) triphosphate^?*^ : 0.33nM) o ^<7)RJS 

y 4 )V 9 - (GF-C) v vc W3 1 h L . § tfti^a 
(50mM Tris-HCl««^ P H7.5) 3(X)jult3Hffi*Lfc. 
P^ZS? 4 )V$— tzmifci/y^l/— 5:50 ml3sjp 

tt)/ (MCHSJHwLfc t S^JHtatt-DMSOJSatjRDn 
[038 1 ] fea^HTtSt. 



jt^mSS. Bgtgtf OC^ j B : nM) 
##0J2 5 9 0 
^SBffUl 40 

[0382] 

CW0Itf>»*] (IK ( I ' ) *3 ±£Wi£>^ 

JSii. ^fcMCH5»*JSSifffla**LTj3 0, HESS 

[0383] 
[BE5IJ*] 
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<;220>; 
<;223>; 
<;400>; 2 

ACTAGTTCAG GTGCCTTTGC TTTCTGTCCT CT 32 



<;210>; 


3 


























<r-9l 1>- 
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200 










205 






Thr Leu 


Tyr 


Gin 


Phe 


Phe 


Leu 


Ala 


Phe 


Ala 


Leu 


Pro 


Phe Val 


Val 


He 


210 










215 










220 








Thr Ala 


Ala 


Tyr 


Val 


Lys 


He 


Leu 


Gin 


Arg 


Met 


Thr 


Ser Ser 


Val 


Ala 


225 








230 










235 








240 


Pro Ala 


Ser 


Gin 


Arg 


Ser 


He 


Arg 


Leu 


Arg 


Thr 


Lys 


Arg Val 


Thr 


Arg 








245 










250 








255 




Thr Ala 


He 


Ala 


He 


Cys 


Leu 


Val 


Phe 


Phe 


Val 


Cys 


Trp Ala 


Pro 


Tyr 






260 










265 








270 






Tyr Val 


Leu 


Gin 


Leu 


Thr 


Gin 


Leu 


Ser 


lie 


Ser 


Arg 


Pro Thr 


Leu 


Thr 



275 280 285 

Phe Val Tyr Leu Tyr Asn Ala Ala He Ser Leu Gly Tyr Ala Asn Ser 
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290 295 300 

Cys Leu Asn Pro Phe Val Tyr He Val Leu Cys Glu Thr Phe Arg Lys 
305 310 315 320 

Arg Leu Val Leu Ser Val Lys Pro Ala Ala Gin Gly Gin Leu Arg Thr 

325 330 335 

Val Ser Asn Ala Gin Thr Ala Asp Glu Glu Arg Thr Glu Ser Lys Gly 
340 345 350 

Thr 

<;210>; 4 
<;211>; 1074 
<;212>; DNA 
<;213>; Rat 
<;400>; 4 

GTCGACATGG ATCTGCAAAC CTCGTTGCTG TCCACTGGCC CCAATGCCAG CAACATCTCC 60 

GATGGCCAGG ATAATCTCAC ATTGCCGGGG TCACCTCCTC GCACAGGGAG TGTCTCCTAC 120 

AT C A AC AT C A TTATGCCTTC CGTGTTTGGT ACCATCTGTC TCCTGGGCAT CGTGGGAAAC 180 

TCCACGGTCA TCTTTGCTGT GGTGAAGAAG TCCAAGCTAC ACTGGTGCAG CAACGTCCCC 240 

GACATCTTCA TCATCAACCT CTCTGTGGTG GATCTGCTCT TCCTGCTGGG CATGCCTTTC 300 

ATGATCCACC AGCTCATGGG GAACGGCGTC TGGCACTTTG GGGAAACCAT GTGCACCCTC 360 

ATCACAGCCA TGGACGCCAA CAGTCAGTTC ACTAGCACCT ACATCCTGAC TGCCATGACC 420 

ATTGACCGCT ACTTGGCCAC CGTCCACCCC ATCTCCTCCA CCAAGTTCCG GAAGCCCTCC 480 

ATGGCCACCC TGGTGATCTG CCTCCTGTGG GCGCTCTCCT TCATCAGTAT CACCCCTGTG 540 

TGGCTCTACG CCAGGCTCAT TCCCTTCCCA GGGGGTGCTG TGGGCTGTGG CATCCGCCTG 600 

CCAAACCCGG ACACTGACCT CTACTGGTTC ACTCTGTACC AGTTTTTCCT GGCCTTTGCC 660 

CTTCCGTTTG TGGTCATTAC CGCCGCATAC GTGAAAATAC TACAGCGCAT GACGTCTTCG 720 

GTGGCCCCAG CCTCCCAACG CAGCATCCGG CTTCGGACAA AGAGGGTGAC CCGCACGGCC 780 

ATTGCCATCT GTCTGGTCTT CTTTGTGTGC TGGGCACCCT ACTATGTGCT GCAGCTGACC 840 



CAGCTGTCCA TCAGCCGCCC GACCCTCACG TTTGTCTACT TGTACAACGC GGCCATCAGC 900 
TTGGGCTATG CTAACAGCTG CCTGMCCCC TTTGTGTACA TAGTGCTCTG TGAGACCTTT 960 
CGAAAACGCT TGGTGTTGTC AGTGAAGCCT GCAGCCCAGG GGCAGCTCCG CACGGTCAGC 1020 
AACGCTCAGA CAGCTGATGA GGAGAGGACA GAAAGCAAAG GCACCTGAAC TAGT 1074 
<;210>; 5 
<;211>; 262 
<;212>; RNA 
<;213>; Rat 
<;400>; 5 

GCGAAUUGGG UACCGGGCCC CCCCUCGAGG UCGACGGUAU CGAUAAGCUU GAUAUCGAAU 60 
UCCUGCAGCC CGGGGGAUCC GCCCACUAGU UCAGGUGCCU UUGCUUUCUG UCCUCUCCUC 120 
AUCAGCUGUC UGAGCGUUGC UGACCGUGCG GAGCUGCCCC UGGGCUGCAG GOJUCACUGA 180 
CAACACCAAG CGUUUUCGAA AGGUCUCACA GAGCACUAUG UACACAAAGG GGUUCAGGCA 240 
GCUGUUAGCA UAGCCCAAGC UG 262 
<;210>; 6 
<;211>; 18 
<;212>; DNA 

<;213>; Artificial Sequence 

<;220>; 

<;223>; 

<;400>; 6 
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CAACAGCTGC CTCAACCC 18 

<;210>; 7 

<;211>; 18 

<;212>; DNA 

<;213>; Artificial Sequence 

<;220>; 

<;223>; 

<;400>; 7 



CCTGGTGATC TGCCTCCT 18 

<;210>; 8 

<;211>; 1275 

<;212>; DNA 

<;213>; Human 

<;400>; 8 



TAGGTGATGT 


CAGTGGGAGC 


CATGAAGAAG 


GGAGTGGGGA 


GGGCAGTTGG 


GCTTGGAGGC 


60 


GGCAGCGGCT 


GCCAGGCTAC 


GGAGGAAGAC 


CCCCTTCCCA 


ACTGCGGGGC 


TTGCGCTCCG 


120 


GGACAAGGTG 


GCAGGCGCTG 


GAGGCTGCCG 


CAGCCTGCGT 


GGGTGGAGGG 


GAGCTCAGCT 


180 


CGGTTGTGGG 


AGCAGGCGAC 


CGGCACTGGC 


TGGATGGACC 


TGGAAGCCTC 


GCTGCTGCCC 


240 


ACTGGTCCCA 


ACGCCAGCAA 


CACCTCTGAT 


GGCCCCGATA 


ACCTCACTTC 


GGCAGGATCA 


300 


CCTCCTCGCA 


CGGGGAGCAT 


CTCCTACATC 


AACATCATCA 


TGCCTTCGGT 


GTTCGGCACC 


360 


ATCTGCCTCC 


TGGGCATCAT 


CGGGAACTCC 


ACGGTCATCT 


TCGCGGTCGT 


GAAGAAGTCC 


420 


AAGCTGCACT 


GGTGCAACAA 


CGTCCCCGAC 


ATCTTCATCA 


TCAACCTCTC 


GGTAGTAGAT 


480 


CTCCTCTTTC 


TCCTGGGCAT 


GCCCTTCATG 


ATCCACCAGC 


TCATGGGCAA 


TGGGGTGTGG 


540 


CACTTTGGGG 


AGACCATGTG 


CACCCTCATC 


ACGGCCATGG 


ATGCCAATAG 


TCAGTTCACC 


600 


AGCACCTACA 


TCCTGACCGC 


CATGGCCATT 


GACCGCTACC 


TGGCCACTGT 


CCACCCCATC 


660 


TCTTCCACGA 


AGTTCCGGAA 


GCCCTCTGTG 


GCCACCCTGG 


TGATCTGCCT 


CCTGTGGGCC 


720 


CTCTCCTTCA 


TCAGCATCAC 


CCCTGTGTGG 


CTGTATGCCA 


GACTCATCCC 


CTTCCCAGGA 


780 


GGTGCAGTGG 


GCTGCGGCAT 


ACGCCTGCCC 


AACCCAGACA 


CTGACCTCTA 


CTGGTTCACC 


840 


CTGTACCAGT 


TTTTCCTGGC 


CTTTGCCCTG 


CCTTTTGTGG 


TCATCACAGC 


CGCATACGTG 


900 


AGGATCCTGC 


AGCGCATGAC 


GTCCTCAGTG 


GCCCCCGCCT 


CCCAGCGCAG 


CATCCGGCTG 


960 


CGGACAAAGA 


GGGTGACCCG 


CACAGCCATC 


GCCATCTGTC 


TGGTCTTCTT 


TGTGTGCTGG 


1020 


GCACCCTACT 


ATGTGCTACA 


GCTGACCCAG 


TTGTCCATCA 


GCCGCCCGAC 


CCTCACCTTT 


1080 


GTCTACTTAT 


ACAATGCGGC 


CATCAGCTTG 


GGCTATGCCA 


ACAGCTGCCT 


CAACCCCTTT 


1140 


GTGTACATCG 


TGCTCTGTGA 


GACGTTCCGC 


AAACGCTTGG 


TCCTGTCGGT 


GAAGCCTGCA 


1200 


GCCCAGGGGC 


AGCTTCGCGC 


TGTCAGCAAC 


GCTCAGACGG 


CTGACGAGGA 


GAGGACAGAA 


1260 


AGCAAAGGCA 


CCTGA 










1275 



<;210>; 9 



<;211>; 422 
<;212>; PRT 
<;213>; Human 
<;400>; 9 

MeT Ser Val Gly Ala MeT Lys Lys Gly Val Gly Arg Ala Val Gly Leu 

15 10 15 

Gly Gly Gly Ser Gly Cys Gin Ala Thr Glu Glu Asp Pro Leu Pro Asn 

20 25 30 

Cys Gly Ala Cys Ala Pro Gly Gin Gly Gly Arg Arg Trp Arg Leu Pro 
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35 40 45 

Gin Pro Ala Trp Val Glu Gly Ser Ser Ala Arg Leu Trp Glu Gin Ala 

50 55 60 

Thr Gly Thr Gly Trp MeT Asp Leu Glu Ala Ser Leu Leu Pro Thr Gly 
65 70 75 80 

Pro Asn Ala Ser Asn Thr Ser Asp Gly Pro Asp Asn Leu Thr Ser Ala 

85 90 95 

Gly Ser Pro Pro Arg Thr Gly Ser He Ser Tyr He Asn He He MeT 

100 105 110 

Pro Ser Val Phe Gly Thr He Cys Leu Leu Gly He He Gly Asn Ser 

115 120 125 

Thr Val He Phe Ala Val Val Lys Lys Ser Lys Leu His Trp Cys Asn 

130 135 140 

Asn Val Pro Asp He Phe He He Asn Leu Ser Val Val Asp Leu Leu 
145 150 155 160 

Phe Leu Leu Gly MeT Pro Phe MeT He His Gin Leu MeT Gly Asn Gly 

165 170 175 

Val Trp His Phe Gly Glu Thr MeT Cys Thr Leu He Thr Ala MeT Asp 

180 185 190 

Ala Asn Ser Gin Phe Thr Ser Thr Tyr He Leu Thr Ala MeT Ala He 



Asp Arg 
210 
Lys Pro 
225 

Phe He 

Pro Gly 

Asp Leu 

Pro Phe 
290 
Thr Ser 
305 

Lys Arg 

Cys Trp 

Arg Pro 

Gly Tyr 
370 
Glu Thr 

385 

Gly Gin 



195 

Tyr Leu Ala Thr 



Ser Val 

Ser He 

Gly Ala 
260 
Tyr Trp 

275 

Val Val 

Ser Val 

Val Thr 

Ala Pro 
340 
Thr Leu 

355 

Ala Asn 



Phe Arg 
Leu Arg 
Thr Glu Ser Lys 



Ala Thr 
230 
Thr Pro 
245 

Val Gly 

Phe Thr 

He Thr 

Ala Pro 
310 
Arg Thr 

325 

Tyr Tyr 
Thr Phe 

Ser Cys 

Lys Arg 
390 
Ala Val 
405 

Gly Thr 



200 
Val His 

215 

Leu Val 

Val Trp 

Cys Gly 

Leu Tyr 
280 
Ala Ala 
295 

Ala Ser 

Ala He 

Val Leu 

Val Tyr 
360 
Leu Asn 
375 

Leu Val 



Pro lie 

1 1 e Cys 

Leu Tyr 
250 
He Arg 
265 

Gin Phe 

Tyr Val 

Gin Arg 

Ala He 
330 
Gin Leu 
345 

Leu Tyr 
Pro Phe 
Leu Ser 



205 

Ser Ser Thr Lys Phe Arg 

220 

Leu Leu Trp Ala Leu Ser 
235 240 
Ala Arg Leu He Pro Phe 
255 

Leu Pro Asn Pro Asp Thr 
270 

Phe Leu Ala Phe Ala Leu 

285 

Arg He Leu Gin Arg MeT 
300 

Ser He Arg Leu Arg Thr 
315 320 
Cys Leu Val Phe Phe Val 

335 

Thr Gin Leu Ser lie Ser 
350 

He Ser Leu 



Ser Asn Ala Gin 
410 



Asn Ala Ala 

365 

Val Tyr He 

380 
Val Lys Pro 
395 

Thr Ala Asp 



Val Leu Cys 

Ala Ala Gin 
400 

Glu Glu Arg 
415 
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420 



<;210>; 10 

<;211>; 31 

<;212>; DNA 

<;213>; Artificial Sequence 

<;220>; 

<;223>; 

<;400>; 10 

GTCGACATGG ACCTGGAAGC CTCGCTGCTG C 31 

<;210>; 11 

<;211>; 31 

<;212>; DNA 

<;213>; Artificial Sequence 

<;220>; 

<;223>; 

<;400>; 11 

ACTAGTTCAG GTGCCTTTGC TTTCTGTCCT C 31 

<;210>; 12 

<;211>; 33 

<;212>; DNA 

<;213>; Artificial Sequence 

<;220>; 

<;223>; 

<;400>; 12 

AGTCGACATG TCAGTGGGAG CCATGAAGAA GGG 33 

<;210>; 13 

<;211>; 33 

<;212>; DNA 

<;213>; Artificial Sequence 
<;220>; 



<;223>; 
<;400>; 13 

AACTAGTTCA GGTGCCTTTG CTTTCTGTCC TCT 33 

<;210>; 14 

<;211>; 1074 

<;212>; DNA 

<;213>; Human 

<;400>; 14 

GTCGACATGG ACCTGGAAGC CTCGCTGCTG CCCACTGGTC CCAACGCCAG CAACACCTCT 60 
GATGGCCCCG ATAACCTCAC TTCGGCAGGA TCACCTCCTC GCACGGGGAG CATCTCCTAC 120 
ATCAACATCA TCATGCCTTC GGTGTTCGGC ACCATCTGCC TCCTGGGCAT CATCGGGAAC 180 
TCCACGGTCA TCTTCGCGGT CGTGAAGAAG TCCAAGCTGC ACTGGTGCAA CAACGTCCCC 240 
GACATCTTCA TCATCAACCT CTCGGTAGTA GATCTCCTCT TTCTCCTGGG CATGCCCTTC 300 
ATGATCCACC AG CT CAT GGG CAATGGGGTG TGGCACTTTG GGGAGACCAT GTGCACCCTC 360 
ATCACGGCCA TGGATGCCAA TAGTCAGTTC ACCAGCACCT ACATCCTGAC CGCCATGGCC 420 
ATTGACCGCT ACCTGGCCAC TGTCCACCCC ATCTCTTCCA CGAAGTTCCG GAAGCCCTCT 480 
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GTGGCCACCC TGGTGATCTG CCTCCTGTGG 
TGGCTGTATG CCAGACTCAT CCCCTTCCCA 
CCCAACCCAG ACACTGACCT CTACTGGTTC 
CTGCCTTTTG TGGTCATCAC AGCCGCATAC 
GTGGCCCCCG CCTCCCAGCG CAGCATCCGG 
ATCGCCATCT GTCTGGTCTT CTTTGTGTGC 
CAGTTGTCCA TCAGCCGCCC GACCCTCACC 
TTGGGCTATG CCAACAGCTG CCTCAACCCC 
CGCAAACGCT TGGTCCTGTC GGTGAAGCCT 
AACGCTCAGA CGGCTGACGA GGAGAGGACA 
<;210>; 15 
<;211>; 1283 
<;212>; DNA 



GCCCTCTCCT T CATC AG CAT CACCCCTGTG 540 
GGAGGTGCAG TGGGCTGCGG CATACGCCTG 600 
ACCCTGTACC AGTTTTTCCT GGCCTTTGCC 660 
GTGAGGATCC TGCAGCGCAT GACGTCCTCA 720 
CTGCGGACAA AGAGGGTGAC CCGCACAGCC 780 
TGGGCACCCT ACTATGTGCT ACAGCTGACC 840 
TTTGTCTACT TATACAATGC GGCCATCAGC 900 
TTTGTGTACA TCGTGCTCTG TGAGACGTTC 960 
GCAGCCCAGG GGCAGCTTCG CGCTGTCAGC 1020 
GAAAGCAAAG GCACCTGAAC TAGT 1074 



<;213>; Human 
<;400>; 15 

AGTCGACATG TCAGTGGGAG CCATGAAGAA GGGAGTGGGG AGGGCAGTTG GGCTTGGAGG 60 

CGGCAGCGGC TGCCAGGCTA CGGAGGAAGA CCCCCTTCCC AACTGCGGGG CTTGCGCTCC 120 

GGGACAAGGT GGCAGGCGCT GGAGGCTGCC GCAGCCTGCG TGGGTGGAGG GGAGCTCAGC 180 

TCGGTTGTGG GAGCAGGCGA CCGGCACTGG CTGGATGGAC CTGGAAGCCT CGCTGCTGCC 240 

CACTGGTCCC AACGCCAGCA ACACCTCTGA TGGCCCCGAT AACCTCACTT CGGCAGGATC 300 

ACCTCCTCGC ACGGGGAGCA TCTCCTACAT CAACATCATC ATGCCTTCGG TGTTCGGCAC 360 

CATCTGCCTC CTGGGCATCA TCGGGAACTC CACGGTCATC TTCGCGGTCG TGAAGAAGTC 420 

CAAGCTGCAC TGGTGCAACA ACGTCCCCGA CAT CTT CATC ATCAACCTCT CGGTAGTAGA 480 

TCTCCTCTTT CTCCTGGGCA TGCCCTTCAT GATCCACCAG CTCATGGGCA ATGGGGTGTG 540 

GCACTTTGGG GAG AC CAT GT GCACCCTCAT CACGGCCATG GATGCCAATA GTCAGTTCAC 600 

CAGCACCTAC ATCCTGACCG CCATGGCCAT TGACCGCTAC CTGGCCACTG TCCACCCCAT 660 

CTCTTCCACG AAGTTCCGGA AGCCCTCTGT GGCCACCCTG GTGATCTGCC TCCTGTGGGC 720 

CCTCTCCTTC ATCAGCATCA CCCCTGTGTG GCTGTATGCC AG ACT CAT CC CCTTCCCAGG 780 

AGGTGCAGTG GGCTGCGGCA TACGCCTGCC CAACCCAGAC ACTGACCTCT ACTGGTTCAC 840 

CCTGTACCAG TTTTTCCTGG CCTTTGCCCT GCCTTTTGTG GTCATCACAG CCGCATACGT 900 

GAGGATCCTG CAGCGCATGA CGTCCTCAGT GGCCCCCGCC TCCCAGCGCA GCATCCGGCT 960 

GCGGACAAAG AGGGTGACCC GCACAGCCAT CGCCATCTGT CTGGTCTTCT TTGTGTGCTG 1020 

GGCACCCTAC TATGTGCTAC AGCTGACCCA GTTGTCCATC AGCCGCCCGA CCCTCACCTT 1080 

TGTCTACTTA TACAATGCGG C CATC AG CTT GGGCTATGCC AACAGCTGCC TCAACCCCTT 1140 

TGTGTACATC GTGCTCTGTG AGACGTTCCG CAAACGCTTG GTCCTGTCGG TGAAGCCTGC 1200 

AGCCCAGGGG CAGCTTCGCG CTGTCAGCAA CGCTCAGACG GCTGACGAGG AGAGGACAGA 1260 
AAGCAAAGGC ACCTGAACTA GTT 1 2 

S3 

<2 1 0> 16 
<2 1 1 > 4 2 0 
<212> RNA 
<2 1 3> Human 
<4 0 0> 16 

CAAAAGCUGG AGCUCCACCG CGGUGGCGGC CGC 
UCUAGCC CACUAGUUCA GGUGCCUUUG 60 

CUUUCUGUCC UCUCCUCGUC AGCCGUCUGA GCG 
UUGCUGA CAGCGCGAAG CUGCCCCUGG 120 

GCUGCAGGCU UCACCGACAG GACCAAGCGU UUG 
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CGGAACG UCUCACAGAG CACGAUGUAC 180 
ACAAAGGGGU UGAGGCAGCU GUUGGCAUAG CCC 
AAGCUGA UGGCCGCAUU GUAUAAGUAG 24 0 
ACAAAGGUGA GGGUCGGGCG GCUGAUGGAC AAC 
UGGGUCA GCUGUAGCAC AUAGUAGGGU 300 
GCCCAGCACA CAAAGAAGAC CAGACAGAUG GCG 
AUGGCUG UGCGGGUCAC CCUCUUUGUC 360 
CGCAGCCGGA UGCUGCGCUG GGAGGCGGGG GCC 
ACUGAGG ACGUCAUGCG CUGCAGGAUC 420 
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